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(57) Abstract: An imidazole derivative represented by the formula (I): (I) wherein R represents an optionally substituted cyclic 
hydrocarbon group or optionally substituted heterocyclic group; W represents a bond or optionally substituted divalent chain hy- 
drocarbon group; X represents an optionally substituted divalent hydrocarbon group; Y represents -CO-, -S(0)-, -S(0)2-, or a bond; 
ring A represents an optionally substituted pynx)lidine ring, optionally substituted piperidine ring, or optionally substituted perhy- 
droazepine ring; Z^ and Z^ each independently represents a bond or optionally substituted divalent chain hydrocarbon group; Z^ 
represents -N(R*)-, -0-, -S(0)-, -S(0)2-, -CO-, -CH(RO-, or a bond; ring B represents an optionally substituted imidazole ring, pro- 
vided that a substituent of the imidazole ring represented by B may be bonded to R^ to form an optionally substituted ring; and a is 
0, 1, or 2. The imidazole derivative is useful as a therapeutic agent for thrombosis. 
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17 

v". h'ji^pa^ h^v-. 2, 2. 2-hu^DDxh:^^i^^^) i!}^^m\tnrcm 
6T;i/^r;p^) , (2) c.^eYMy^ji' m. t±^)V. yntfrtx 

(«»J. >t5^;K x^;k -<v:7°Dhf;k viJ7DyDtf;K 

fc!PUi^x;K 2-:e-=^^v-i-br^U>^x;k i-T-fe5^;v-4-tr^u i^x;k l-T^P 

;K 2-^>"!/-l';i/T^/ypfcr:rx;k 2-(2-:;^-^V-l-t!pU-:^x;W ypk!:r 
x;K 2-(2-:t^y-l-t!^g>?x;W yptf:t-x;K 2-(l-Tir^;P-4-tf^iJ>^ 
x;i/) :;/'D t!:tn;i/^) . (3) APy>'fk;;§fnTViT'bcfcv:>Ci_er;i/n4^e/;57 
(M, ^h=¥iyio)l^-)V. x-h^-^ioM-jv. hUy;i/:tP^h^ 
>';^;;i/Ji^x;K 2, 2. 2- h>j:7;i/::rPxh:^^ix;i7;i/7i?:z;K bUi^ppp^h 
^->:^7;V3}^x;k 2, 2, 2- hUiJ7ppxh:^^i^;)57;p:d<-;i/^) , :7xx;I/t 

x;i/#) . (4) mmmm (RT^^n^ rsi^$nTViTfej:vi^t^^»j 
tt^ mmmm tmrnrjimua) mT^mif^n^T^K g^^ux© rgg|$ 

z^ym) . l~2i®©Cl_6:7>'^+>'^■^«^$t^T^^iT^)d;Viy$y?5:<HTem 
>^x;k i-fcrpus^x;k fcf^Ui^y. 5^:t^;^3^>u.y. i-tf 



wo 2004/048363 PCT/JP2003/014793 

18 
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19 

M<£iS^T;WK '(£II^t;1'^::i;k i^^uTJi^A. ru-;K t^;w4^;k t 

(^J, y5^;K x5^;k yDif;K vyotf;k :/^;k -ry>^^;K. tert 
7'fe9^;K :/Pif:tx;u, tmD<;p^oCi_6T;i/:^7y-i';K ^>'M)vm) > 



wo 2004/048363 PCT/JP2003/014793 

20 

jvn:^zym^mif^n^o miS:.myj]^^jvtvT}t. m^it. ^5^;k x5^;k 

n-yDtf;K -YvyPtfjk n-:f^)W -iV^^Jl^. sec->^5=-;K teri-:/ 
-•:fu'^:^zy. -ivy'n-^^iy. n-:fh^zy. -fy^h^^v-. sec-'T'h^i^. 

X5^;k :/Dtf;K -Yvynt?;!/, :;^5^;k tert- 
>'^DyDtf;k ->^ay^)W vi^D^>^;K >'iJ7D^:^\^->;i/^) , Cy.j 

^;i/jfcU y ;^7;i/2j^:n;k 5^:^^E;i/3f:U y;^7;i/2Hx;i/ (iSS^m^^^ 
m> p<^;k x^;w :/Ptr;k -i'vynbf;k tert->^5^;k ^> 

;i'#©C7_io7^;w^;i'^) > tu~;1/ (^j, :7xx;k i-i-y^M 2-^ 
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21 

i^^xh^^mmm^} iz^i^^^mms^tLxo) yxM>mmm<D7zyAi tv 

-;k x3'>x;i'7iN-;i.#(DCi_6T;^^;i'X;i/3i^::i;k ^>i?>x;P3iN:n;K 

^^xh^i^mmm^} \z:^n^mmmtvx(D ^ifjjv^ymm^o^nyjvj 
mm-^nx^^xh^i,^r^i^y^^zsj:x^Mthv<\t.Ts. \i^h^nx\f^xh 

Aoy>Jg^^;^c«C2_4T;V^x;i. (j?Sb<«. APy>M^) Tgjfe^n 



wo 2004/048363 PCT/JP2003/014793 

22 

ty)t>n. Rtvxu. /\tiy>mi'xmm'^nx\^^xh^\,>^y^jv7bm^ 

tim^^. mm^^^rc\tnm^nx\^^x%^\,^2m(Dm^(Dmit7mm^ 
w-e^^n^ mm•^tlx\.^x%^\,^2m(Dm^(D^^t7i^mm^ iz^n^ r2 

<b7jc^^ji:bT«. r2«©m)K(D^>fb7jc^«j. ^2m<Dm^(r>m\lim^\. 

M^tiTViTfed:u2iff(7)0^©^Yt:7Km«j fccfefrt-s r2m(Dm^(Dmit7Km 



wo 2004/048363 PCT/JP2003/014793 

23 

xT^$n^ mm-^nx\.^xhj^\.^2m(Dmh7mm^ tvx\t. mm^n 
x\^^x%^\,^2m(Dm^<Dm^h7mm^rcumm-^tix^^xh.k\^>y:i^-u>m 

xx^^n^ mm-^nx\^^xhjz\^^2m(Dmt7iimm iz^if-^^mmmtv 
x\t. tmvrcRx^-^ti^ ^Mm^nx\^^xh^\^^m^<Dm<t7Km&] \z^n 

^i^;^;^/}^^;!/^) . mm-^nx^^xh^i^^tijm^^ jm m. Ci_6T;1'^ 

fsii)^x%immxmm-^nx\,>xh^\^^x.^v> {h^^n. Y^zmm-r^mm 
m^-tfiimmxm.m^nx\^x-h^\,^jL^v» tiiE'hm\zpii-^\^<^ ^(d^x 

W:^^^. Y«-CO- -SCO)-, -s(0)r 



wo 2004/048363 



24 



PCT/JP2003/014793 



fegfC 1)15:^^^5® (if*b<«. i;^Vsb3^) S^LTViTt>cklio 



z *:tej:rjf z ^T^n^n^^n^ rg^i^nTViT'b.i^vi 2#®mt>i®;^ik7K 
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S 25 

HtJlB^'t', Z2«-N(R^)-, -0- -S(0)- -S(0)2-> -CO- -CH(Ri)- ^TcUM 
mrJl^Jl. TJl^-JV. r)V^rL)Vs YV-JV. v-^nT;i/^;i/*5J;tJ^>^ 

^^m'^<Dmt7mm}\z:^n^mwmtvx<DTmm-^nx^^x%^\^^T)]^^jvu 

tuiBb/cR-e^^n^ mn-^nx\^^xh^\,^m'^<D^it7KmMi \z^vf^mm 
R^x^-^n^ mm-^tixif^xhj^^^yzyji^mi iihxit. RT^^n-s m 



wo 2004/048363 PCT/JP2003/014793 

26 . 

-ry7'^hf;V3i^X5^:y^ >^':f^ji-^x^y. 2 1. 3, 2 
Ci_4t;u4^;1/) Jt^XTiN/fcC^f) •rsboT'bd^Vio 

z^iibT^. -N(R^)-. -co- ^rzitm^^f^anim^i^^^^o 

mBum^-^nx^^xh^^^-^ ^^v-^jvm^^to 

^i$^v-)mfi^mvxi^>xh^\*mmMhvx\t. mrnvtcRx^-^n^ 
mm-^nx^^xh^\^^m^(Dm^t7iimmi\zmf^mm^tmm(Dmrcrzv. 

•tnx%':>x^^\t^. 

(^J;^^^. fcfUi^>> hf^v'X tfU^i^X e'Ji5^>?>. t!n-;k 
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27 

-f$i5^V-;K t!^V-;V, hUrV-;K 7^>^ ^TV— ;k 

^*5«kD%|IM^;^^ ibM^-^nrc^T-^m^^ 1 V 3 M^tf 5 b 9 M 
(§f * L < 5 ^fc« 6 A) (^J^ti , ^ h ^ t F D tf U 

b*ntfU^>?>. S^bFntr^X >?fc:HDtrn-;k >?t KD5^:t-:7x>. 
\i\iuy^>. t!^U>?>, fc!^^>?X ^^iJ-b Hntf'J5>^>. ^^i^-t H 
DtfUiS^v^X -T^b^b Hntf^>, ^;i/7t^U>. tfoUi^>. b^V'U>, 

tf^yUv^X 5^h^bHD5^:^-:7j:>> 5^h7bHD:7^>, xh^bHD^ 

y!7U7)vti> mx\t. y^u^^y. y^n^y^y. y^^a^^D-y, y 
^D^y^>, yi^uiti'^yfSiE) fSiEffimvf^n^o y^u7)v^ytvx 
c^_^ y^nrjv^y m^^t. y^a^y^y. y^u^^±yf3:E) ysi 
^■^m^i^<. y^ur}vt)ytvx\%c^_^yi^u7)v^y (^m-^. y^a. 
^^D-y. y^a^y^yuE) fsiEidm^vi^K 

*b<. tati^Xh. -xh^b HntfU>?>. 7=- h^b Kntf^S^X 5=-h^bK 
P bP-;k -^r h ^ b K P-f S yV—)Vf3:Eti^^ 0 if S LV^0iJ i: bT#tf e>ns. 
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28 



^ rgm$nTViTt)j:vi^j \z:^i-y^mmmthxit. mmLfcRi^m^n^ 

x\t. rsif}^xh. 7mmxmm-^nx^^xh^i,>Cy.,7A^jv&. Tmm^^zs:^ 
mBtvx\'i. 



T)v^)V7.)vy^:=.)vm. mM-^nx\f^x%^\,^7)v^}V7.)v^-)vm. m.m^ 
nx\,^x%^\,^ti)VA^'i)vm^tc\m.m-^tix\^^x%^\,^r^ /s^^b, r 

^hRK R«tR7, R^LRK R^ tR^^'^tc^^R^^ tR"-^ tfi^^ 

R2. R^ R^ R\ R\ R\ R\ R\ Rio^ Rii^ R^^^^UR^^X 





wo 2004/048363 PCT/JP2003/014793 

29 

^^Th<ki.^mmmti.T\t. mmvrzR'^^i^n^ fmm^tix\f^xh^\,^m 

R^ R^ R\ R\ R\ R^ RS^ r\ rio^ Rii^ R'^^JzZSR'^X 

ViT;^^;^7;;^7}^n;^SJ iz:^n^mmmtvx}t. -en^n. RXm^n^ r« 
m-^nx^^x^^\,m^(Dm^t7mm} izm-f:bmmmtvx(D mm^tixi^^ 
Tt)j;Vi7KMSj . mm'^nxh^x'h^\,^^:t—ji^i . mm-^tix^^xh 

R^ R^ R^ R^, R^. R\ R«, R\ rio^ rh^ R^^^J^rJCR^a^ 

^$n^ mm-^nxi^^xhj^i^^Tzyjm} tvx\t. Rxm-^n^ mm-^n 

R\ R\ R^ R=, R\ R\ R8, R9^ Rio^ Rii^ R^2^J;tXR^3^ 
R\ R^ Rs, R\ R\ R\ R\ Rio^ Rii^ R^2;fej.^'Ri3^ 

R^ R^ R^ r^ r\ r\ r\ r\ rio^ rh^ r'^^^^xsr^'x 

R2^R^ R5iR«, R8^:R^ R8i:R9. R»i:R^«>^^c«Rii tR^^i: 
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S/fc, R\ R\ R\ R\ R8^ Rio^ Rii^ R'^^^ZS 





wo 2004/048363 
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10 



31 




15 



20 



0- -CH(Ri)- (RHAMIB<h[fl5t^<&^t-o ) I^BtCcfefrt^-f 5 

mm\^x\^^^mmm\i^n^o 

^ (I) T^^n^'fb'&tXDMIIIiibT. (I) /&^. (I a) 

r4 



R— w— s (o)a— X — ^r— nT^z^-z^v^ 



(la) 
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32 

^ (I) xm-^ti^ih^m(Dttf^hv^mmtvx. mxit. ^(d 7!)K^(i 

b) 

R— W— S(0)a— X ^Y— NTV-7L72a''^7r'V_Rl4 (,b) 




^tymm. mm-^nx\^^x^^\,>7mm. mm^nx\^^x%^\^^^:t-jv&. m 
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33 

zs mm-^nxi^x%^\^^Tjv^jv::^j],ts-)um} \zm-f^mmmtvxu. ^ 
mtvx<D rsigi$nTv:»TfecJ:ivjcmsj , mm-^tix\^^x%^\^^9-:t-jv 

bT«, RTSt^n^ mm-^tix\,^xh2z\^m'^(Dmt7i<^m^] \zmf^mm 
RTs^^ns mm-^nx\,^xh^\,mm<Dm<t7mmi iz^if^mmmt.vx 

^^izm-ti.xM^-t^ mi t.mu<Dm:^^tlm\^f^n^o m ^mm^nxi^^x 

^^^mmmm^ iz^isi-f^mmmtmmomuiz'^m^f&n. ^n^o^^momm 
m^tmrn^mfsi^mizim^vsm ($f*L<«, i;^j;^iL3®) amuTViT 



wo 2004/048363 



PCT/JP2003/014793 



34 



c) 



R— W— S(0)— X— Y— N AVz^-Z^sf ? V-R^^ dc) 




jv-^-jm. mm-^nx^^^xhjzuri^ji^m, j^.7.^Mf^nx\,^xh^\^^^)], 
sj -fy^rnvxi^xh^i^^mmmiivxit. mmi^rcR'x^^ti^ mm^nx 



R 



16 
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Rx^^n^ mm-^nx\r^xh^\^^m^(Dm4t7i^mmi iz:^n^mmmthx 

R'^is^zSR^^xm-^n^ mm^rixh^x%^i^^r^/ms ^bxti, mib 
vftRx^^n^ mm^nx^^x%^i^^^vii<Dj^^[:7Kmm tc^^tt-sMSiSi 



y/O 2004/048363 
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36 

d) 




R— W— S(0)a-X— Y— N k\-Z^--f^ 7 % (id) 



^^xh^\^^m<t:^mmnz:idn^mmmtmmfsi^(Dmm(DMr^^yf)^m^f^n^. 

n-e*n^ Rx^-^n^ ^mm-^nxh^x%^im^<Dm<t7mm] izm-y^mm 

R^«cfej;tKRi»T5^$n§ mm-^nxi^xh^i^^Tzyjmi tvxu. rx 
^■^ti^ mm'^tixi^^x%^i,m'^<Dmt7m&j iz^n^mmmtvx<D rx 
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37 

R ' J:rKR 1 rg^$ tlTV^T feet ;WN'^< ;i^»J t bT«> 

->^::f+-y-5f?x:7>r:^>-2-<;p/c£:^®. ^^Ji^bTViTfej;^^ (*y-t> 

^ (I) x^-^n^^t^m<Dmmtvx\:i.. j^^d^xfe. i?; en 30^5?: (id) 
x;^^m^f)^^^0^v<. ^ (I) d^ic (I d) x^'Dxz^-7t)mmm^x^ 

:^:75^;i/)x;P3l^x;w>^D/\v-r;H-4-tf^U>^x;i/)-3-^5^;u-6. 7-e?t Kn 
-r^i5^y[1.5-a]tf^':^>-8(5H)-:e-X 7-(l-{3-[(6-i^ D^-2-:^:75^;^);^;^3^^ 

yp7iy-r ;W-4-tf^U >?-;p)-l-^5^;i^6. 7-v^t: H n-r 5 iS^y Cl, 5-a] 
tf^>?>-8(5H)-:^-x 2-(l-{3-[(6-^D^-2-:^:75^;^)x;l/)^^-;^]yD/^v-r 

-3-:tx 2-(i-{3-[(6-^7Dn-2-:^:75";P);;^;i/3fc-;i.]:/D/ty-f;w-4-tr^g 

2-(l-{3-[(7-^' P D-2H-i7 >-3-i*;p)x;i'4^-;i/] yDAV'r;H-4-tr^ 'J 
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38 

-J-)V) -5-^ , 2->? t H n-3H-r 5 [1 , 5-c] -f $ ^V-J\^-Z-^ >> 

2- [1- (3- { [ (E) -2- (4-ij7 D D yoL-M \i-M 7.;^3J^::l;w :/d;i y -f ;0 -4- 

U >^n;H-5-^^;U-l. 2->?b H D-3H-1' 5-c] < ^ yy'-;i/-3-::r>> 

2- (1- {3- [ P n-iH-r > F-;i/-2-r ;W y n / -f ;h -4- 

2- (1- {3- [ (6- p D -2-:^ :7 y p ; w -4- 1!^ u 

JW-S-Cb HP4^v'^^;i/)-1.2->^t: HP-3H-< ^a^^/[1.5-c]-r5^^/-;^-3- 
:^- 2- (1 - { (2S) -3- [ (6-^^ P P-2-:^ 7 X;!-:}^:::;!/] -2-\i]^a^zy^uAy 
-r;W-4-b°^U>?n;V)-5-(fc FP^>'/5^;V)-1.2->^fc FP-3H-<5:5^^/ 

[2- (1- { (2S) -3- p p-2-:^:75^;i/) -2- 1 H p 4^ >^p/t / -r 

-S-r ;W ^ 5^;l'> 3- (2-:t =^ V -l- tf P U :/P >M [2- (2S) -3- [ (6- 

^ p p-2-^:75^;i/)x;i/3i^— ;i']-2-b F p^>':/p AV-r ;i'}-4-tf^ u >^:i 
(2-:r:^v-i-bP u >^-;v)@^^ [2- (i-{ (2S) -3- [ (6-^7 p p-2-±:7^;0 ;^;1/2Jn 

zi;i/]-2-b FP^i^:/P/^y'1';H-4-b^U>^::^;W-3-::r=^^V-2,3->?b HP 

-iH-r 5 y y [1 . 5-c] -r 5 y ^/-;i/-5— r ; w ^ 4- (y^^jvr ^ / ) y >m 

[2- (1- { (2S) -3- [ (6-^7 D -2-b F p 4^>-:/p/i y -r 

;W -4-fcf U -3-:t=¥ V-2, 3->? b F P-IH-T ^ ^'J [1 . 5-c] -i 5. ^V—JV 

-5— r )V1 ^ 2- (l-{ (2S)-3- [(6-^ P U-2-iry^}V) 7.}Vi^'Z,)V]-l-\:. F P^ 
v'T'P/ty -1-^-4-1:!^ U >5-;W-5. 7->^p<5^;i/-l, 2-~^b F P-3H-f ^ 
[1, 5-c]-r 5i5^y-;i/-3-:r>J^a:*^t J3;b^w^u<^vie»ns, 

^ ii) -vm^n^i^-^m (ot> -fb-^*^ (i) t^u-r^^hfim^) (om. 
m. PAt^i^, TW>m, m^m. ^x^m. ^;vp>m. T;^p;vb* 
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39 

bf^UX N-;>^5^;UtfDU>?x N-^^;Hf^U>?X N-^^;U^;i.3KU 

^^m^vxih^m (I) \zm\i-r^i\:.^m^\f^'^o it^m en ©ynF^-/ 

>5^;i/T$/;^7;Pzj^-;Wt:. (5 2 -::r^y- i. 3->^:t^yi^> 

;Wt:, tfA'D<;i^:t^v^5^;Hb, ter t -:/^;Hti$nfe>fb-a#//^<H) . -ft 
^t; (I) (Dymm^^YzyJUt. r)V^Mh. t)^i^Yt;, Ja5m<t:$ti7^<t:-&#i 

;«7;U3}?x;u:t^>'X5^;i/x;^-7";Ht:^ :7:$^ Ui^;i/X7.5^;Ht:, (5-^5^;i.-2 

fb-&#> (I) ®yo H'^^;/i/fs, 9 9 o^Tii mmffa<Dm^} 

^Tm^mi^i 6 3M;o^6> 1 9 8M\zmm-^nT\,^^^o^. ^m&^m^xit 
(I) izmh'r^%(D-v$>'DXh^\^\ 
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40 



10 



R— W— S(0)^X— Y— + M^-nT)-Z^-z2-z3— ( 

(...) 



(.) 



(IV) 



R— W— S (0)^X— Y— nT)-Z^-z2-Z^- 



(.) 




R— W— S (0)^X— Y— N aVz^-Z^-Z^— f B 




I— w— s(o)^x— Y— nT)-z1-z2-m2 + l2— Z 




B 
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41 



L H 



R— W— S(0)a— X— Y— N A Vz'-Z^^-Z^ 




(le) 



R— W— S(0)^X— Y— N^T^Z^-Z^v^ 

(la) ^ 



R— W — S (0)^X- 



(H) 



H 



H 



R— W— S (0)i— X— Y— 

(la) 



(VI) 




5 ;&^E 



R— W— S — X— Y— N aV-Z^-Z^-Z^ 




(ig) 



R— W— S (0)— X— Y— nT^Z^-Z^-Z^ 




(I) 
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5^ (I I) 



R— W — S (0)— X — Y—l 



(II) 



mT>?h\ MMym. m^-^MMym. ^teTSH. 

it-^m (II) Li^^/tjJc^ST^^Yb'&^i (II) ^jlg|^(II')i:-r§) 

^ (III) 



wmk-^m-to ) T^tD^ns^b'&ife (III) ?^^i;£;$-^§c:tjcd;?5<t;-&i^ (i) 
S^cs ^^jSt^^b-^^ (III) X«^©M<hx (ID X^«<Z)tg (^=^m, 

i:SrjK/;S$i±^e:<htCj:oT%ff^n§o ^b'&i^ (III) (Oii^:bTJ^. MIHbfe 




(III) 
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43 

^:/-rvy5^;i/Mm> ^/tert-:/5^;uj^m. ^y^>i^;Pj^i^. (p-n 

•^ymm-^mm^m m^iU. mmm. (lo tmrn. zyyjmm. ^u\^^>m. 
m m^u. mmm. (id t^Mmm. i>-hj\^^jvm. p-^aa^Mmmm 

:in^<D^mmmmmt^m-:^Ci.^r)v^)\^ m^\t. ^5=-;k x5^;k :/d 

tr;K -ry:fntr;k y5^;k -t'vy5^;v. sec->*'5^;K tert-:/5^;i/^) , c 

^-^yjVn^iy mxU. ^h^iy. x-h^zy. fa^:irzy. -(v:fnv^^zy. 
>mX7.5^;k i?7xy^>'U>mxX7=-;W^) ®®*ip-XhD7a:X;PXX 
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44 

- 1 - h HP^->-^>l/h U Ty-;i.x;^^;k l - k FD=t-$^- i H - 2 - hf 

Mt^m iz.t\ib(Dmmmitc^_,r)v^)v mxu. ^5^;k x5^;k yntr 

_eT;i/a^>- mx.\t. >^D3j^4=->'. y7'D5}?:t->-, ^ 

v^z^. tert->^h:^->'^) . ;\u^ym=f^ m^u. y^m. mm. ^mm) . 

C^.^r}V^)V^:t mX.\t. :^^JV^:t. X^;P5^:t. yDtf;i/^;f. y^JU 

^h*^ (Dcc. wsc. Dic^) . y)/ummm^ m. e^ry D^^s^x5^;K dppa. 

BOP-Cl^) , ;^^b4-(4. Q-z^^ h^S^-l, 3, 5- h UTi^>-2-^ }P)-i-y,^JU^j\.y 
:tUxr>A (DMTMM: ^Xv-TS. ^-h^^HnX 1 9 9 9. 5 5. 1 3 1 5 9) 

^i^'y-;^ xi$^y-;k ynAV-;K -ryynAv-;k tert 

;i/X— tert->^^;i/^5^;i.x-5^;k e^<yyn tf;i/X-5^;K X5^W> 
i5fUn-;w->?p^5^;Ux— 7^;i.^) . x7;-5^;i/^ c^^x^;K @^^x^;k 

X p<5";i/X5^;i/^h>, y5^;P-ryy5^;i.^rh>^) , xhu;ni (-^J, y± 



wo 2004/048363 



PCT/JP2003/014793 



45 



^Ic^ii&fCcfeViT, 'fb'&^l (II) izMVXih^m (III) 0. 5-5^«. 
S^^M«-5 0~1 5 Ot:. 0*L.<«-2 0-1 0 OrTfeS. 

^isi^r^ti-fb^i^ (II) x« (III) (7)®^. ^jSiRcx^acDffi^. i^^um^ 

b^4 8I^FBlTi&-5„ 



nMrn^^to ] -vm^n^it-^m (iv) xt»©:^is: (v) 



^ (IV) 




(IV) 
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m^^iTo ) -^m^n^it^m (v) y.\t.^(Dm.t^Rm-^-^^:it\z^^xit 
(I) ^mm-r^^tifi^^^o it-^m dv) xt* (v) ©mtbTfs. m 

^) ©#ffiTicfft)n^c -ij^fj^^mtmit. it-^m (v) jcmuto. 5-1 
:^^mz^\^^x. -fb-a-tr (V) \zM\^xit-^m (iv) ^o.5~5^», 

>S]iSiaS«-2 0~2 0 one, $f^b<«- 5 — 1 7 O'CTJb'So 

s/iS^^rsift'fb'&ti (IV) (V) s^osM, jKjj£:?as^tc^Dm 

, 3 

R— W— S (0) a— X — ^y— N^7^Z^-Z^^-Z^— (V) (le) 
#1 (I e) XJ«<Z)*i(cM«^^Jti;$-&§CtlCj;D'fb-&t> (la) ^MifTSJl 
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it^m (I e) (omtLTiit. mmiyfc^t^m en tmmm^m^^-t^m 

s^SMSJi-s 0-1 5 o'c. i9^^L<fa-2 o~i 0 ot:-ea5So 




(If) 



(I f) 

H 

R— W— S (0) a— X — ^y— N^A^Z^-Z^^-Z" 

(VI) 

L^— Z^-L^' (VI) 

■r. ] ^>5i;s$ii'&c<i:ic:j:oT'fb'B'i^ (la) :^\^^<Dm.^mt'r^z.t.-mx'^ 

-So 

(If) X«-e©Ji (M*i:^. ^am^) ii^b-^^Kl (VI) 
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it-^m (If) (Dmiivx\t. tmvTcit^i^ (d tmmn^^m^ir^m. 
-y-^T.yy. hu*x^'>. mmi^r)v^)v m> mm.^^)v. mm^^ 

7=-;k >?-i'vyptf;i'X— x5^i^>^^un-;w->?pC5^;i/x-5^;i/^) . 

-j^uu^K^y^ ^uut^)V2^. mmi\:mm. h^)^v>. i, 
imit^)^'^h.. im.i\:^^)^2^. im\t^Y^)t72^. mm.')-v^)^j^. mm-^ 

i^i7u^^y)V-j^=^)vrB,y. tfu>^>> ;W5^>^>. r-pU>'>. n.n--:^ 
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^R}t^\zi$\^^x. it-^m (If) (c^fbTib-^t; (VI) 0.5-1 omm. 0 

K^^mm-t-^ 0~2 5 0*0, 0*b<J;i- 1 0-1 O O'CTa^So 
-K/SJI^rBl^^b-eri^ (If) (VI) ©ig^. ^i«(^a^, 



^ (I g) 

R— W— S — X— Y— N^T^Z ^-Z 2-Z^ 

mitVX. it^m (I) ^0]itt-'5C:i:/&^*T^^, 

mmmm.. mpiU. ]^B^mm'rv^)^j^m(Dm^^mmM. mB^mm. ~m 
i\r?>i^>. mwm^. mx\t. m'^>^>m^^)t7j^m<om^>^ymm.. m 

(^J> >?:t^1tX '7=-h^kh*o:7^>, >?x5^;i.x-5";k tert- ^''g^;!/ 
p<5^;i/x— 7^;k vyofcf;i/X-5=-;k x^l/>^Un-;i/->?^5^;i.x— 
x;p^) . xx5=-;i'!^ (^J, ^I^x5^;k i^^x5^;k ifi!n-y5=-;P^) . 

)i^>mm ^m. mm. yu\^:tymm . j\uyyitmi\:jmm 
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hJl^X.>m . TB. m m> ^JI^AT^ N.N-i^;A^)l.^}lAT^ H> N. 

2^s^s;tc:cfev:»T> (ig) \znLxm<m\o. 1^2 omm ($f*b< 

«i^0. 4—1 Omm) > liSO. 1~2 (^Sb<«0. 4~1 0^») 

i5'>X;l/7j^>M, ^>if>X;U3jN>M. h;l/X>X;l'7jN>^. 

miimi^^Bti^o ^n^mcD^mmmt^i^ (ig) jcmlto. 1-2 o^a. 

^?^L.<«0. 5 — 1 O^fiT^So 

^^^^z-tiz^-z^x. ^rc\t:^mmizj:^:^mzjZ'z>xmm'^Mo 
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it-^m ( I ) (Dm^t. ^ni^Wj^j^<D^mziit\^\ m^mt^m ( i ) izmm 

n^(Dm^^^tn^i^(ik^<D^mz^\,^yt^^w\> t> u < ^tmrnzmm-r^ 

(D\,^^tih^mM(Dmm\z^^-^n^-h(Di:^^o 

mi&m^. ate#i4> &mm^. >bm^. mmm-sL^m. mwMi3iE(D^f)^iom. 

x)t>nm^wjm m^u\Lh. 'y-;k ^-^^ ^z^. t-^x. 

mmm. m^Bmim^. mjtL^m^m> mmmimmitm. xn/^-^^^x 
mmm. ^m^p - wr^osk^m^m. fs.^mz:k<D^of3:mm,<D^mj(.\±mm\z 
mmx^K). ^x%mikmmm.m (mz. >bmmwim\z^^<\j'mm^w^m^m 
mmit(Dmmx\tikmmmmyLm\zmmvrcmikmmm) . mM^mk^m. 
mjmmk^m<Di^mjL\t.mm\zmm^^ z. b vi„ 
m: 

mmm. mstmmit^mm. 'L-mmm^'b^^mmz^m&fsiEizBmL'rc.mm 
skmmm) ^zM-r^smmmmtommx^mT^mmm. mmm^m^m\z:^\tf 
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ski^^^m-mm. ;^x>Mi«x«PTCA m^mmmmM^^mj) mnx 
m ' mm. mmm/u /^7.m^^<Djkmnmm:^^zsm^(D^m • mm. 

mm: 

m^mmM^m. mmimmmm. mm^mmmitm. ^^'->^^-m^^mmm 
w^±. mmnmm m^\mmmi&wm. mi^^n^w^k. i sAwmm) . 

' mm. mmmmM^m<Di^mcm • =-'Ammi^m. Aj:^mm±mmm 
(THA) . Aummm^mm^m (tka) ^^t^mm^mommnmiti^m • m 
^m^m(D^m • mm. wm^^^tsmm^m • msT^^n • -mm^^mmo 
^^^mt^m'mimm^'m<D^m'mm. mmjkwn^ /^xmxitAXik^ • 
±^my^ji^-^mm(Dm±^m'mm. >?.7^>bWfix«PTA (mmit 

m^j^xmm(o=f^m • mm. Mmmmmmiz^^m^nmk^m • msti^m^m 
(D^m • mm. ^^Bmit^m^is^mm^m^mzi^'t^st^mmmtomm 
x^mmmm. mmmmmmimtii^mmmm^±mmiz^i^^r^}^v yraa 

mmmmn:m • mim-mt. A^mm<Dskfmm(i^. M^mmi^^^mm. mm. 
m^tcDmm • mm^ • ±M^0kmR^.mmm (sirs) xitmik • m • mitm • 

;*c^^&-SJtifii5ga#;Ji:^T^5^T^MttjfiiWF«3^H5^^^ (Die) , MskX 

i^^x}tikm(Dmmizj^^ff^mmmmrj:^<D^mm^mm. s^b y ^xjad i 



wo 2004/048363 PCT/JP2003/014793 

53 

c(Dmn\z^^x^c^^mmi^'^± mxi^i. m^±> w^±. 

wtm^zm\^^^tix\,^^<i>:^(Dm^-:^m^mm'r^:ih-mx'^^o ±ib©^j 
mizmmr^m'^izit. >^^^\zmcx. ^<Dmmizm:r^mzmni^m\z^\f^x 
m'^m^^^ti^mmm. m^m. mmm. mmk ^f^m. ^mf^'mi. mm<t 

m^it. i\:.^m (I) x^t't<Dm^m^i\zm-r^m'^iz\,t. mmm. m^m. 
mmm. mnm^^-^m-^-^xmm.-r^ctif'ix^. ^mmmmnzmr^m 
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mmm. ^^m. mmmm^^m-^itxmmir^^iiiif^T'^^b. 
■Wfmm^. ^mx^mmmzm-r^m^iz^mmimu $^m^im. ^im^ 

-X. :fy>v^^. x'>~h-;K m^TKm-^ h^j^M.. 'j>mtij\^>^^A. m 

->^^;i^±jvti-xm. yju^>m±hvryM.m. ^v±u>mi!)myf^n^o 

^mmmi(Dmthxit. ^^vjimm^hvo^. ^uy;i/^-h8o. v 

mm^m\z^\^^xm^m\^^^n^m^M. ^wm. ^mm. mmu ^^m. ^ 
^^m^m\z^'oxm:f3i^i)i. mx\t. sm^mcDmrnzmui^^-r^m^iz^t. 
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(#:S^6 0kg) lB^r)<Dn^m\t^^^}^^ (ib'&ife (I) X«^COii) 
^bT5^^l;^.j:Vibl 0 0 Omg. $f Sb< til^SfcKV^b 5 0 Omg. $e>$f^b<t* 

$>rcKimo. 0 lmg~*«Jl 0 Omg. 0^V<\tmo. 0 I'-^S Omg> <fc 
D $f * b < «I^J 0 . 0 1 --I^J 2 0 m g ^MaStlC<fc V) ^^T^mm^^T$> 

^mm^vxit. Bsmmm(Dm\ ^Tt^mm. ^\Hmmm mmmmm. 
jmmmmuam^^ti. ^■^w^m.mmti.x^t. 'i:t>hy^w>y^m^wi 

oTiiM^n^o mmm(D7mmti^xiit.^m^M7K :f\^o:m^'t(Dm<Dmm 

U3-;i/) , i^-i^ty^^mm^m mx^t. #'jv;i/^-h8 o. hco-s 
0) uatmmi^xh^^^o mm^tLxitt. ±M.m:f3:a-^m\ff^n. 
mmif^mm t vx^Bmm^ >-jm ^ > i^)vr)vn atmmvx%^\,^o 
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h'DX^^<. "^tdm^lro^m:^. JJ^U^y^^H. mfV^^fj\ abSV^t^y^ 

m^-^tvr. ^^m\z. :^^m(Di\:^mtmmnmtifim.^^fD-^nx\^^n\t^ 
i/i„ <i<D^^u-^^mmh\^x\t. mx\t. (d :^mmi\:,-^mhwtmmmt: 
^mmz.mmit\^xni^ti^^.—(Dmm(oiBL^. (2) i^^mow^-^mhmmm 
mi^m^\zmmitvx%^n^ 2m(omm(om-'n^m^x(DmmwL-^. (3) 

mYbL.T#sna2aoM(^^/^§^#^^'^<Di^^^#. (5) 2^^§Q(D'fb 

^nx\^^^mm^mmt._\^xm'MMisi-r^z.t.ffix'^^. ^^tc. ^mmit-^m 
hmmmm(Dm-^mt.. ^-^mm. s-¥;u-h> MMmm> m^. m.^^t>it^ 

(oih^mimmmzMv.mmmM^o. o u^v^u i o ofi»gK^v>ntfj:v:>o 

(^<Dm^t^f3i^mmx^'DX>^mM^m.^^%<Dx\tf3i<. ^tci^^momm 
^mmvi^^mmxmt-^'i^x^.^i^^ 

MMM(D:^^A^n^h^^y^—iZ:^5\f-f^mWiUThC (Thin Layer C 
hromatography, mm^ti-^hif^yyf—) \Z^^m^~fiznUt>nrco TLCli 
^(C:feViT«, TLCyi/-htbT^;U^ (Merck) *fcm<^ 6 0 F 254*fe« 
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m>^V:^^MmU<^;V^^(D^-^jV^')l6 0 (7 0?5:ViL2 3 0^-/'> 
a.) S;t«:^^-i!f;uy;U6 0 (2 3 07a:Vib4 0 0pC-;$/3.) ;jt7^A 
ffl:^S14->U;^y;W*tr±^>U>'T^t:mM®:^«#>^U*NH-DMl 0 2 0 
(1 0 075:Vib2 0 O^^yv-rt) NMRX^^^ hMtp^^Xit^^^ 

i¥<hbT5^h:^^5^;i^->^>^ffiViTnUT>Gemini 2 0 0M*fe«3 0 OS! 

Vfto I RX^i^ h;map^FTZR- 8 2 0 OMX^^ h n^-iS^-T^iJ^U 

s : zy>irUy h (singlet) 

d : h (doublet) 

t : hVyUy h (triplet) 

q : ^KfJUfy h (quartet) 

dd : ^^JU ^^Vv V (double doublet) 

m '.'^)]/=^^VvV (multiplet) 

br : >^D— H (broad) 

brs :yp— H >^>^i^l^y h (broad singlet) 

J : (coupling constant) 

WS C : im'^ti)\^^V-{ ^ H 

THF :5^h^kFD7^> 

D M F : N, N'->f ^ =f-)V^)VK T $ K 

DMSO : 5^>^5^;i/X;i/5[I>^->H 

HOBt : 1-t Kn4^>^^>xhur\/— ;u 
l-{3-[(6-i? p D-2-:^-:75^;W x;^zJ^z:;^] yp/ty ^;w-4-(iH-r 5 

-i-'r;i')fcr^u>?> 
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4-(iH-'f ^iS^\/-;i/-i-r;wtf^U5^>-i-:^;;i//j^>mtert-7'5^;i/ mm^ 

7-501 556-^^2;^^) (Q.2Sg)^4 0%m.'it7Kmx.^/-A(imL)^^XSj:.^ 

DBU (0. 34g) , h U X5^;i/y 5 >(0. 34g) ^ t ^5 Tir h - h U ;K1 5mL) izmMVTc 
o ^(Dmm^2i-L(6-^un-2-i-y^j],)X)V:^-A]-:fu\d^>m (0.33g) , 
HOBt (0. 26g)cfeJ;tKWSC(0. 32g) OTiz b - h V JVilBmDmmmiZiaXxmMilTlB 

NMR (300MHz, CDCg 6: 1.70-1.92 (2H, m), 2.09-2.22 (2H, m), 2.64-2.72 
(IH. m), 2.90-2. 97 (2H, m), 3.17-3.25 (IH, m), 3.54-3.61 (2H. m), 4.00-4.09 
(IH. m), 4.08-4.21 (IH, m), 4.69-4.73 (IH, m), 6.93 (IH, t. J = 1.2), 7.08 
(IH, d, J = 1.2), 7.54 (IH, s), 7.60 (IH, dd, J = 8. 7 and 2.1), 7.93-7.97 
(4H. m), 8.49 (IH, d, J = 1.2). 
TtM^^U CjiH^jClNjOjS • 0. 5H2O h LT 
mnm. {%) : C. 57. 20 H, 5. 26 ; N, 9. 53 
(%) :C, 57.42; H, 5.46; N, 9.47 

mmm2 

1- {3- [ (6-y D^-2-:^:75=-;W -;W y D AV ;U}-4- (iH-r 5 y 
3-[(6-r^n^:-2-:^>^5^;Wx;U3jcn;W t!::r>it (0. ZZgn^^^mm 1 tim 

mz vxmmt-^^ (o. 27g, si*) ^^m^^t\^xmco 

NMR (300MHz. CDCI3) 6: 1.71-1.90 (2H, m), 2.08-2.22 (2H, m). 2.64-2.72 
(IH, m), 2.90-2.97 (2H. m), 3.17-3.25 (IH. m), 3.54-3.61 (2H, m), 4.00-4.04 
(IH, m). 4.09-4.21 (2H, m), 4.68-4.73 (IH, m). 6.93 (IH, d, J = 1.2), 7.09 
(IH, s), 7.54 (IH, s), 7.73 (IH, dd, J = 8.8 and 2.0), 7.86-7.97 (3H, m). 
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8.14 OH, d, J = 1.8), 8.48 (IH, s). 
Ttm^mm C^iH^^BrNgOsS • 0. THjO bT 
th^flt (%) :C, 51.58; H, 4.82; N, 8.59 
(%) :C. 51.47; H. 4.85; N, 8.56 

5 

mmms 

1- {3- [ D n-2-:^:75^;i/) x;i/3i^zi;i/] y □ A y -f ;H -4- (2-^ 5^;i/-iH— r 5 

4-(2-;<5^;i/-lH— r ^ ^V—Jl-l—()U) tf^U i^>-l-:^;;l/J}^>Mtert->^5=-;V 

10 . (#^¥7-501556-^^^) {Q.2ig)f)^i^mMmitmm\zi.xmmit'^m{o.^is, 

NMR (300MHz, CDClj) 6: 1.68-1.84 (2H. m). 1.97-2.09 (2H. m), 2.42 (3H, 
s), 2.61-2.69 (IH, m), 2. 91-2. 98 (2H, m), 3.15-3.24 (IH, m), 3.54-3.62 (2H, 
m), 4.02-4.13 (2H, m), 4.73-4.77 (IH, nO, 6.81 (IH, d, J = 1.5), 6.94 (IH, 
15 d. J = 1.5), 7.60 (IH, dd, J = 8.9 and 2.0), 7.91-7.97 (4H, m), 8.50 (IH, 
s). 

TC^i^^M C22H24C1N303S-0. 9H20t bT 

(%) :C, 57.17; H, 5.63; N, 9.09 
HffliM (%) : C, 57.28 ; H, 5.71; N, 9.16 

20 

i-{3- [ (6-:/p ^-2-^:75^;!/) yn/^/ ;H-4- (2-p^ 5^;i/-iH—r ^ 

i5^V-;i/-i-<;i/) t!^U 

4-(2-^^;W-lH-'f ^iS^^/— ;v-i-'f ;w) t!^U i^>-\-tl)V7!^>mteTt-^^;V 

25 (0. 27g)^J:m-{.(6-':ru^~2-'^y^)V) zfu tf:t>m(o. 34g)75^e> 

mmm 1 1 mmz i^xmmt-^m (o. 47g, m) ^m^m^ t bxtt^o 

NMR (300MHz, CDCI3) 6: 1.69-1.85 (2H, m), 1.97-2.08 (2H, m), 2.42 (3H, 
s). 2.65 (IH, t, J = 12.1), 2.91-2.98 (2H, m), 3.16-3.25 (IH, m). 3.54-3.62 
(2H, m), 4.02-4.11 (2H, m), 4.74-4.77 (IH. m), 6.81 (IH, d, J = 1.5), 6.94 
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(IH, d. J = 1.5). 7.73 (IH, dd, J = 8.9 and 1.9). 7. 87-7.95 (3H. m). 8.14 

(IH. s). 8.48 (IH, s). 

Ttm^mm CMH^BrNjOaS -O.TEfithT 

(%) : C, 52. 53 ; H. 5. 09 ; N. 8. 35 

(%) : C. 52. 34 ; H. ■ 5. 30 ; N. 8. 19 

mmm 5 

l-{3-[(6-i^DD-2-:^:7^;i.)x;U5f;-;Wr^nA/'r;W-4-(4-^5=^;i.-iH--f 5 
4- (4-^ 5^;P-lH-< $ iS^^/-;i.-l-^ tr^ ij c^>_l_;^;p.jj^^^ter t-:/5^;i/ 

(0. 39g) ^> ^mmm 1 tmmiz i^Tmm^t^m (o. 4ig. 70a;) ^m^mmt uTtt 

NMR (200MHz. CDCI3) 6: 1.74-1.95 (2H. m), 2.12-2.27 (2H, m), 2.21 (3H. 
d. J = 0.8). 2. 60-2. 72 (IH. m). 2.89-2.97 (2H. m). 3.12-3.24 (IH. m), 
3. 53-3. 62 (2H, m), 3.96-4.14 (2H, m). 4.65-4.72 (IH, m). 6.63 (IH. s), 7.41 
(IH. d. J = 1.0), 7.60 (IH. dd, J = 8. 8 and 1.8). 7.93-7.97 (4H, m), 8^49 
(IH. s). 

Tcm^^m C22H24CIN3O3S • 0. 9H2O bT 

t^^{B (%) :C, 58.08 ; H, 5.54; N. 9.24 
mm (%) :C, 57.81; H. 5.79; N. 9.53 

mmme 

1- {3- [ (6-:7' p qE-2-:^ y x;i/Ji> - ;w y □ a- y ^ m -4- (4-^ ^ )V-m-^ 5 
i5^y~;i/-i-f ;u) tf^ij 

(0.39g):fect:a^V[(6->^D^-2-:f:75^;i.)7;;i^7}N-;wyDhf:r>^(0.45g);6ie. 

mmm itmmz \.xmmt^m (o. 49g, 75!«) ^mm^nt. bT#^o 

NMR (200MHz. CDCI3) 6 : 1.68-1.86 (2H. m). 2.12-2.27 (2H. m). 2.21 (3H. 
d. J = 0. 6), 2.60-2.73 (IH, m), 2.89-2.96 (2H. m). 3.10-3.24 (IH. m). 
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3.53-3.61 (2H. m), 3.96-4.10 (2H. m), 4.65-4.71 (IH. m). 6.63 (IH, s), 7.41 
(IH, d. J = 1.4), 7.73 (IH, dd. J = 8.8 and 2.0). 7.84-7.93 (3H. m), 8.13 
(IH. d, J = 1.6). 8.48 (IH, s). 
Tti^^^M C22H24BrN803S %0t bT 

(%) :C, 51.97; H. 5.15; N, 8.26 

(%) : C, 52. 03 ; H. 4. 99 ; N, 8. 39 

mmm? 

i-{3-[(6-i^an-2-:h:75^;i.)x;i/zfN-;W:/DAy-i';H-4-(2.4-s?^5=^;i/-iH- 

7a) 4-(2.4->?^^;l-lH-f $i$^y-;i/-l-f ;i^) t!^U v^>-l-;{7;^3i?>^te^t- 
:/5^;^ 

2,4->^^5^;W 5^1/— ;i/(5. 16g) t4-\.(;<^JVXA^:z)U)^^zy'l tf^u >^ 

>-i-:fy)u^>mteTt-y^jp(\og)i^^z^^m:^ u (4. gsg) (Ddwmmm 
jL^ji'vmmi.rco mmm^i^mu ma^myKm^ h u "^at^^l, m7mm 

^ ^ ^ J -JWr >^ :=.T7K= 1 00/3. 5/0. 57f)^ e> 100/10/1) 0bTMiB 

^h-^m (0. 58g, m ^n^m^m t vxmco 

MR (300MHz, CDCI3) 6: 1.43 (9H, s). 1.66-1.92 (3H. m). 2.16 (3H, s), 2.37 
(3H, s). 2. 77-2.85 (2H, m), 3.79-3.91 (2H, m), 4.26 (2H, nO. 6.55 (IH, s). 

7b) i-{3-[(6-^Do-2-:^75^;i/)x;i/fc;i/]:/DAy-i';w-4-(2.4->?p^5^;U 
-iH-r ^ ^y-;i/-i-i' ;w tr^ u 

;i^2i^>mtert-:/5^;Ko. 2sg)i)^^mmm i tmrnizLxmnAit-^miQ. 2ig, m) 

NMR (300MHz, CDCI3) 6 : 1.65-1.79 (2H. m). 1.93-2.05 (2H. m), 2.16 (3H, 
d, J = 0.9). 2.37 (3H, s). 2.58-2.67 (IH. m), 2. 90-2. 97 (2H, m). 3.13-3.22 
(IH, m), 3.54-3.61 (2H. m), 3.95-4.04 (2H, m). 4.71-4.75 (IH, m). 6.50 (IH, 
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d, J = 1.2), 7.60 (IH. dd, J = 8. 7 and 1.8), 7.91-7.97 (4H, m), 8.49 (IH, 
s). 

fh^M (%) : C, 57. 79 ; H, 5. 90 ; N. 8. 79 
mmm. (%) : C, 57. 84 ; H. 5. 90 ; N, 8. 68 

mmma 

1- {3- [ (B-^u ^-Z'-^y^A) -ztunj^ M -4- (2, 4-5^>^ ^;I/-ih- 

IIMM7a) •r#fc4-(2, 4->^^5^;i/-iH-'i' $;$^^/-;v-i-i';0 tf'^u >?>-i-;^; 
;i/3}?>^tert-y5^;K0. 29g):fe<fcDt3-[(6-:/n^-2-:h:7^;WX;i'Jl^::i;W7'n 

tr:e->m(o. 36g)j«)^e>^»d 1 t.nWiZ,\^'xmiA^'^mm\^, hx) srii^i^^Ni: 

NMR (BOOMHz, CDCI3) <5 : 1. 65-1.79 (2H, m), 1.94-2.00 (2H, m), 2.16 (3H, 

d, J = 0.6), 2.37 (3H, s), 2.59-2.68 (IH, m), 2.90-2.97 (2H, m), 3.13-3.22 

(IH, m), 3.54-3.61 (2H, m), 3.95-4.03 (2H, m), 4.71-4.76 (IH, m). 6.50 (IH, 

s), 7.74 (IH. dd, J = 8.8 and 2.0), 7.85-7.98 (3H, m), 8.14 (IH, d, J = 

2.1), 8.48 (IH, s). 

Ttn^mm. C^sHjeBrNjOgS •H.O t. LT 

th^^ (%) : C, 52. 87 ; H, 5. 40 ; N, 8. 04 

%W$. (%) :C, 52.66 ; H, 5.23; N, 8.03 

1- {3- [ (6-i^ D u-i-^y=f-)V) - y D/^ / -r M -4- (2-x5^;1/-ih— r ^ 

9a) 4-(2-X^;P-lH— r r;i/) hf^U i^>-l-;^7;V7l^>^tert-y5^ 

2-x^;i/-i' V-;K4. i3g);5^^iim«s|7a) ti^^ttcbx^ia-fb^i^d. lOg, 

1 IX) ^n^m^mt vxmco 
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NMR (300MHz, CDCI3) d: 1.31-1.39 (3H, m), 1.49 (9H, s), 1.70-1.95 (4H, 
m), 2.67-2.87 (4H, m), 3.96-4.01 (IH, m), 4.29-4.33 (2H, m), 6.86 (IH, d, 
J = 1.5), 6.97 (IH. d. J = 1.5). 

9b) l-{Z-[(G-^U\n'2-i-y^)V')7.J\^-^:=-Jl'} 7'P/^y-r;W-4-(2-X5^;i/-lH- 

>mtert->^5^;K0.28g)*>e>|ISgMl i:lRHi{c:bT^I3<ti'&%(0.45g. m)^m 

NMR (300MHz, CDCI3) 6: 1.36 (3H, t, J = 7.4), 1.65-1. 86 (2H. m), 1.96-2.05 
(2H, m), 2.61-2.68 (IH, m), 2.71 (2H, q, J = 7. 5), 2.91-2.98 (2H, m), 3.16-3.24 
(IH, m), 3.54-3.62 (2H, m), 4.01-4.13 (2H, m). 4.73-4.77 (IH. m), 6.81 (IH, 
d, J = 1.8), 6.98 (IH, d, J = 1.5), 7.60 (IH, dd, J = 8.7 and 1.8), 7.94-7.97 
(4H, m), 8.49 (IH, d, J = 0.6). 

Ttm^mm cacinsOsS • o. sh^o izvx 

$^W-m i%) : C, 58. 90 ; H, 5. 80 ; N, 8. 96 
(%) : C. 58. 72 ; H, 6. 05 ; N, 9. 08 

^»J10 

1- {3- [(6-^7 D D-2-:^:7^;^) y n/^y -r ;W-4-(2-< v y p 

-IH-f 5 M tf^ U 

10a) 4- (2-'f y tf ;i'-iH-'i' ^ yy-;!/-!-^ )V) tf^ u s^>-i-:^j;i/5j^ >^ 

2-^ V :/n tf;V'-r 5 ^v-jv (4. 73g) ^mmmii) iimmiz vxmmh^m 

(0. 40g, 4X) 5Sr^^tft5l^#) t UT#fco 

NMR (300MHz, CDCI3) (5: 1.32 (3H, s), 1.36 (3H, s), 1.49 (9H, s), 1.76-1.95 

(4H, m). 2.78-2.88 (2H, m), 2.95-3.08 (IH, 1), 4.06-4.14 (IH. m). 4.29-4.34 
(2H, m), 6.84 (IH, d, J = 1.6), 6.98 (IH, d, J = 1.2). 

lOb) i-{3-[(6-^ p ti-2-^y^)V):^)]^-^-M ':fun/^M-^-{2-^ y yp tf 
;p-iH— r ^ ^v—)v-\-<)V) tr^ u 
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NMR (300MHz. CDCI3) 5: 1.32-1.36 (6H, m), 1.70-1.86 (2H, m), 1.96-2.05 
5 (2H, m), 2.61-2.69 (IH, m), 2.91-3.05 (3H, m). 3.16-3.25 (IH, m). 3.55-3.62 

(2H, m). 4.01-4.18 (2H, m), 4.73-4.78 (IH. m), 6.78 (IH, d, J = 1.5), 6.98 
(IH, d. J = 1.2). 7.60 (IH, dd, J = 8.9 and 2.0), 7.94-7.97 (4H, m), 8.49 
(IH, s). 

Ttm^^m. C^^HzgClNjOjS • 0. 5H20i: bT 
10 WcW-m. (%) :C, 59.68 ; H. 6.05; N, 8.70 
Hffi'M (%) : C, 59. 51 ; H, 6. 22 ; N, 8. 53 

i-{3-[(6-^ p u-2-^y^)V) ynAV<;W-4-(2-yD tf;i/-iH— r 

11a) 4-(2-:;^D If;v-1H— r ^ )V) tf^U >?>-l-;i!7;V3l?>i^tert-:/ 

2-7'D If ;W 5 i5^\/-;K4. 73g, 43inmol)}6>e)ll»J7a) t-WmZ-l^^mmt-^ 
tl(0.28g, Z%)^n^m^S^tVX%fCo 
20 NMR (300MHz. CDClj) 6: 0.98-1.04 (3H, m). 1.49 (9H, s). 1.71-1.94 (6H, 
m). 2. 59-2. 69 (2H, m), 2.79-2.87 (2H, m), 3.96-4.04 (IH, m). 4.28-4.33 (2H. 
in), 6.85 (IH, d, J = 1.2). 6.97 (IH, d, J = 1.5). 

lib) i-{3-[(6-i7pp-2-:^75^;i/)x;i/3}N-;wyDAV-i';W-4-(2-yDtr;i^ 
-iH-1' s If 
25 5IJS^Jiia)"e#/c4-(2-'/p tf;i/-iH-r syv'— ;i/-i-r ;w if 

3}?>Mtert->^5^;K0.28g);J>i€>^M^3|l t|W)^};ibTMIB^t;^%(0.30g, 66«^ 

NMR (200MHz, CDCI3) 6: 1.02 (3H. t, J = 7.5), 1.68-2.05 (6H. m). 2.62-2.69 
(3H. m). 2.90-2.99 (2H, m). 3.14-3.26 (IH, m), 3.54-3.63 (2H, m). 4.01-4.14 
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(2H, m), 4.71-4.78 (IH, m), 6.80 (IH, d, J = 1.4), 6.97 (IH. d, J = 1.0), 
7,60 (IH, dd, J = 8.8 and 1.8), 7.89-7.98 (4H, m), 8.49 (IH, s). 
Ttim^^m. CjiHjgC 1 N3O3S • 0. SH^O t U T 

(%) : C. 59. 68 ; H, 6. 05 ; N, 8. 70 
H^I'M (%) : C, 59. 74 ; H, 6. 30 ; N, 8. 62 

mmmn 

1- {3- [ (6-1^ D p-2-:^75^;P) x;V3tc T'n Ay -r M -4- (2-rf 5^;1/-ih— r ^ 

12a) 4-(2-y5=-;WlH— r )V) tT^U z^>-\-:^)V:^>mieTi-^^ 

2-::/^;w ^ ^y-;!/ (6. 66g) ^bummw t mmiz vxmm<[:'^m (o. ssg, 

3X) bT#feo 

NMR (300MHz, CDCI3) 6: 0.98-1.94 (IIH, s), 1.49 (9H, s), 2.59-2.69 (2H, 
m), 2.79-2.87 (2H, m), 3.96-4.04 (IH, nO, 4.28-4.33 (2H, m), 6.85 (IH. d, 
J = 1.2), 6.97 (IH, d. J = 1.5). 

1 2b) 1- {3- [ (6-^ D a-2-f-y^)V) x;U7fN~;w y n/\' y ^ M -4- (2- >^5=-;1/-ih- 

>mien-'^^)ViO. Z\g)i)^^mmm l i:|W|^fcbT^|B^k;^%(0. 41g, 8 551;) 

NMR (200MHz, CDCI3) 6: 0.96 (3H, t, J = 7.3), 1.33-1.52 (2H, m), 1.67-2.05 
(6H, m), 2. 50-2.90 (3H, m), 2.90-2.99 (2H, m), 3.08-3.27 (IH, m), 3.52-3.63 
(2H, dO, 4.01-4.14 (2H, m), 4.71-4.79 (IH, m), 6.80 (IH, d, J = 1.4), 6.97 
(IH, d, J = 1.2), 7. 58-7. 63 (IH, m), 7.89-7.98 (4H, nO, 8.49 (IH, s). 

Tum^^m^ C25H30CIN3O3S • 0. 5H3O t bT 

Wr^m. (%) : C, 60. 41 ; H, 6. 29 ; N, 8. 45 
m^m. (%) : C, 60. 33 ; H, 6. 33 ; N, 8. 40 
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mmmn 

[l-(l-{3-[(6-i? pp-2-:^->'5^;Wx;1'jJn~;1/] 7'DAy-r;W-4-hr^U z^-;\, 
13a) 4-(2->jN;i/^;i.-lH-'f tf^U >^>-l-;?7;i^7}f >Mtert->^ 

38a;) ^tlfeJ^5^ t LT#fe, 

NMR (200MHz, CDCI3+CD3OD) 5: 1.48 (9H, s). 1.71-1.79 (2H, m). 2.10 (2H. 
m), 2.84-2.97 (2H, m), 4.26-4.32 (2H, m). 5.10-5.30 (IH, m). 7.32-7.36 (2H. 
m), 9.82 (IH, d. J = 0.8). 

13b) 4-(2-t HP=^'>^^;i/-lH-< 5yy^;i.-l-<;p) \^^\) i^y-\-tt 

^M^Jl3a)T#e.n;^4-(2-3j>;i/5;i.-lH— r r;i/) tf^u -J>-\- 

>mt er t-:/5^;i/ (0. 48g) ^ ^ y -;]^ (20inL) fc^^ U TKm'fbsf; r:7^:M- 

U'^A(o.i4g)&in^T^^T3^PBi;^>^#Miffe„ K^u-^mtimmmx.. mm 

NMR (200MHz. CDCI3) 6 : 1.49 (9H, s), 1.68-1.85 (2H, m). 2.00-2.06 (2H. 
m). 2.79-2. 92 (2H, m), 4.26-4.40 (3H, m). 4.68 (2H, s). 6.91 (2H. s). 

13c) [i-(i-{3-[(6-i^ nn-2-:^:7^;i/) yDAV-r;W-4-tf^u V 

:=.}V) -IH— r ^ i5^*\/-;i/-2— r m^'^y 
^iS«?iJl3b)T#;fe4-(2-t HD4^>'^5^;i.-iH-r $yv^'-;i/-l-f ;>) tf^iji^ 

>-l-:^/;i/jj?>^tert-:/5^;K0. 38g) jO^ 1 iilll^^JcLTSIBfb'&ife 

(0.26g, 42Ji;)<&^fiJf5^^5^tLT#fe, 

NMR (200MHz. CDCI3+CD3OD) d : 1. 69-1.83 (2H, m). 2.05-2.18 (2H. m). 2.37-2.58 
(2H. m), 2.63-2.75 (IH. m). 2.87-2. 99 (2H, m), 3.18-3.30 (IH, m). 3.53-3.64 
(2H. m), 3.98-4.05 (IH, m). 4.40-4.52 (IH, m). 4.68-4.76 (IH, m). 6.92 (2H. 
d, J = 4.8), 7.61 (IH, dd. J = 8. 8 and 1. 8), 7.90-8.00 (4H. m). 8.50 (IH. 
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s). 

TuM^^i^ C22H24CIN3O4S • 0. 4H20 i UT 

(%) :C, 56.32 ; H. 5.33; N, 8.96 
i%) : C, 56. 49 ; H, 5. 08 ; N, 8. 68 

1- [1- (i-{3- [(6-i57 D D-2-:^:75=•;^) ::/D/^/ ;H-4- t!^ U >^^;i' 

;^7;i/j}^>^tert-y5^;K0. 48g) SrTHFdOmL) (d^^L. 0'Ctc:?&^b/^>J>te 
'^^^^^y^l.^^U ^ h* (3M >^X^;i.x-5^;P^^ ; 1. OmL) ^iP;lT^MT 1 l^r^ 

*i{b7jc^i^Mx5^;K5mL) j-^^L. Sia-e3fl#rfl;;&^#^iif7fc,Mi;&^l-&i^$Mffi^i 
i^b. im^:^^ J-y\^t.mi>\^Tz.. ^®ifeSDBU(0.26g). hUx^;VT^> 
(0. 26g) <J: t fefCT-fe hX h U;Kl5inL) \zMm\^ti. Z.(fmmi%-i{!Q-^UU-l- 
:^^^;i/);^;i'3}>x;i/]yDtf:t>^ (0.25g) , HOBt(0.20g)*5j;lXWSC(0.24g)OD 

T-fe h X h u ;ki BniL) mmmzM^trnMHix mmis^^m^m^L. Kimukmsm. 

TmMbTJ@IB<b^t;(50mg, 10%) ^'^m^B^tVxm^o 
NMR (200MHz, CDCI3) 6: 1.67-2.20 (7H. m), 2. 59-2. 72 (IH, m), 2.88-2.99 
(2H, m). 3.14-3.27 (IH, m). 3.40-3.70 (2H, m), 3.98-4.07 (IH, m), 4.38-4.60 
(IH, m). 4.72-4.78 (IH. m), 4.88-4.98 (IH, m). 6.88 (IH. s), 6.98 (IH, d. 
J = 0.8). 7.60 (IH, dd, J = 8. 8 and 1.8), 7.89-7.98 (4H. m), 8.49 (IH, s). 
TL^^^iiM. C^aHjeCINsG^S-O. SE^Ot VX 
mWm. (%) :C. 56.96 ; H, 5.61; N, 8.66 

mmm (%) :c, 57.18; h, 5.75; n, 8.47 
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1 - {3- [ (6-^ D D -2-:^ y ^)V) 7^M^:=-)V\ :7°p y -f ;u} -4- (4, 5->? p<> ^;1/-ih- 

15a) 4- (4. l-z^:^^)\/-V&r^^^^J—)V-\-'i)V) tf'^U 5^>-l-*;i'3l^>mtert- 

4, B-:^^^^;!/-^ ^ ^y—^P (!HFliBS60-56961-%^^) (5. OOg) e)||»J7a) 
nWiZ LT^IB^b^i^ (0. 27g. 3!K) -^n^mmi t UX#}^. 
NMR (200MHz, CDCI3) 5: 1.48 (9H. s). 1.74-1.89 (2H, m), 1.96-2.02 (2H, 
m), 2.14 (3H, s). 2.15 (3H, s), 2.76-2. 89 (2H, m). 3.75-3.89 (IH, m). 
4.26-4.33 (2H, m), 7.38 (IH, s). 

15b) i-{3-[(6-i^ pn-2-:^:7^;p)x;P3t?-;W yD/^/-r;W-4-(4, 5-s?>t^;w 
-iH-f 5 i5^y-;i/-i-r )V) u 

^WJ15a)T#fc4-(4, ^--J ^^'J~)\^-\-^ )V) t!^U i^>-l-:^J 
;i'2l?>mtert->^5^;K0. Vl^1i^^%im\ 1 iilHI^tCUTMIB'fb'^tKO. 14g, 305K) 

NMR (200MHz, CDCls) <5 : 1.67-1.85 (2H, m), 2.00-2.19 (2H, m), 2.15 (6H, 

s), 2.58-2.70 (IH. m), 2.90-2.98 (2H, m), 3.13-3.25 (IH, m), 3.53-3.61 (2H, 

m), 3.86-4.07 (2H, m). 4.71-4.76 (IH, m). 7.35 (IH, s), 7.61 (IH, dd, J 

= 1.8 and 8.8), 7.93-7.98 (4H, m), 8.49 (IH, s). 

Tm^^m. C^^eClNsOsS -HjO bT 

th^^t (%) : C, 57. 79 ; H, 5. 90 ; N, 8. 79 

mM\^ (%) : C. 57. 95 ; H, 5. 77 ; N, 8. 72 

IIWJ16 

1- (i-{3- [(6-^5^ n u-i-^y^^yV) y p/i y < M -4- 1!^ 'J 

16a) 4-(2-y.5=-;i/-iH-^>v-r ^iS^V'-;!^-!— r;w tr^u >?>-i-;^;;1/4^>m 

2-^^;l/^>X-1' ^ i5^y-;K5. 20g) ©DMF^^^(80inL) IZTiamiti- hV^A 
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NMR (300MHz. CDCI3) 6: 1.53 (9H. s). 1.87-1.91 (2H. m), 2. 37-2. 50 (2H, 
m). 2.65 (3H, s), 2.84-2.94 (2H, m), 4.27-4.40 (3H. m), 7.18-7.22 (2H, m). 
7.42-7.45 (IH, m), 7.68-7.71 (IH, m). 

16b) u x;1/3Jn-;I/] -fu/^y^ ;w-4-tf^u 

^JH^^Jiea) T#;fe4-(2-^5^;i/-lH-^>\/-f ;i/-l— f ;v) tf^U >?>-l- 

:ti)\^^>mteTt--:r^)i(o. isg, o. 6iDmoi);o>e,iijg^j 1 tmm\zhTm$^^\:.^m 

(0. 24g, 48«) ^il^)|!^^5^<i: L.T#fe„ 

NMR (200MHz. CDCI3) (5: 1.90-2.05 (2H. in), 2. 38-2.52 (2H. m). 2.65 (3H. 
s), 2.65-2. 77 (IH. m), 2. 95-3.06 (2H, m), 3.20-3.32 (IH. m). 3,57-3.67 (2H. 
m). 4.07-4.18 (IH. m). 4.34-4.46 (IH. m). 4.83-4.89 (IH. m), 7.17-7.23 (2H. 
m). 7.39-7.43 (IH, m), 7.61 (IH. dd. J = 8.9 and 1.9). 7.67-7.71 (IH. m). 
7.95-7.99 (4H. m). 8.52 (IH, s). 
yt^^^U CjgHjjClNsOsS-HjOiibT 

(%) :C, 60.75 ; H. 5.49; N. 8.17 
mmm (%) C. eo. 88 ; H, 5. 64 ; N, 7. 99 

mmmn 

l-{3-[(6-i5'PD-2-:^:75^;U);;^;U7f:n;wynAy-rM-4-(iH-<$iS^V-;i, 

-4— r;w-4-tf--^u 

4-t: h*D^S^-4-(lH-<5yy-;W-4-r;W tf^U>^>-l-;jt7;U#>^tert->^ 
(Tetrahedron. 51. 13447 (1995)) (0. 27g);0^6ll»J 1 i:|^#fcL,TMI5-fb 
(0. 08g. 1 8!i;) ^m^B^ t LT#fe, 
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NMR (200MHz, CDCI3) 6: 1.81-1.96 (4H, m). 2.86-2.93 (3H, m), 3.12-3.26 
(2H, m), 3. 53-3.63 (4H, m), 4.21-4.28 (IH. m). 6.87 (IH. d. J = 1.2). 7.56-7.61 
(2H, m). 7.88-7.97 (4H, m), 8.48 (IH, s). 
Ttm^^m C^iH^ClNsO^S • 0. 5H2O t 
th^# (%) :.C, 55.20 ; H, 5.07; N, 9.20 
(%) :C, 55.45 ; H, 5.11; N. 9.30 

mmmis 

i-{3-[(6-:/n^-2-:h:75^;W7.;i/7iN-;W :/u/^y^M-i-(m-^^yv-JV 
-4— r M -4- 1!^ U 5^ / — ;u 

4-h: h*Dc^>'-4-(lH-^ $^y-;i.-4-^;i.) ju^ymert-:/ 
5^;K0. 27g):fei;m-[(6-yn^-2-:^:75^;WX;i/7i^-;i/] T^d t!:t>^(0. 34g) 

NMR (200MHz, CDCI3) 6: 1.81-1.95 (4H, m), 2. 86-2.93 (3H. m), 3.10-3.23 

(2H, m), 3.47-3. 63 (4H. m). 4.22-4.29 (IH, m). 6.87 (IH. d, J = 1.2), 7.61 

(IH. d. J = 1.0), 7.71 (IH. dd. J = 2.0 and 8.6). 7.83-7.93 (3H, m). 8.12 

(IH, s), 8.47 (IH, s). 

Tum^^m C^.H^jBrNgO^S • 0. SH^O tVX 

B^nm (%) : C, 50. 30 ; H, 4. 62 ; N, 8. 38 

mm (%) :C, 50.46 ; H. 4.86; N, 8.54 

^»!I19 

l-{3-[(6-i^ p □-2-::h:75^;W ynAV-rM-4-(iH-i' ^ iS^y-;V 

-4— r ;W-1, 2, 3, 6-^ h ^ k H D tf U 

3-[(6-i^PD-2-:^:75^;Wx;i/7}s-;wyntf:t>m (o.isg) . H0Bt(0.i2g) 

^^zMsc(o. i4g)©T-fe h- h juiiomL)mmmiz4-(m-^ ^^v-jv-i--^ )v 

)-1.2,3.6-7^h^bKDtfU>'>24l:^ii (Tetrahedron, 51, 13447 (1995)) 
(0.13g) . DBU(0.15g):feJ;rXhUx5^;PT5>(0.15g)CDT-b:h-hU;K5inL)^ 



wo 2004/048363 PCT/JP2003/014793 

71 

=20/1) ^mmvxmmit^mioAig, A2%)^m^m^^vxmzo 

NMR (300MHz, CDCI3) 6: 2.34 (IH, m), 2.53 (IH, m), 2.87 (IH, t, J = 7.7), 
2.94 (IH, t, J = 7.8), 3.58-3.71 (4H, m). 4.11-4.13 (2H, ra), 6.24 (IH, d, 
J = 16.5), 6.96 (IH, d. J = 6.9). 7.54-7.58 (IH. m). 7.63 (IH, s), 7.91-7.94 
(4H. m). 8.47 (IH, s). 
Ttm^mm C^iH^oClNjOgS • 0. 6H2O tVT 

(%) : C, 57. 23 ; H. 4. 85 ; N, 9. 53 

(%) :C, 57.04 ; H. 4.77; N, 9.35 

^»J20 

l-{3-[(6-i5' D U-2-iry^)\,) yp/^y ;W-4-(lH— T ^ yV—)V 

-4-<;U)fcf^U>^> 
^-m-^S.^V—)V-A-^)l^)\f^Vi^>2mMM. (Tetrahedron, 51, 13447 

(1995)) ioAQg)ti^^mmmi tmm\zvxmmi\:^m(.o.m, m^m^^mt 

NMR (300MHz, CDClj+CDgOD) 6: 1.40-1.60 (2H, m), 1.95-2.11 (2H, m), 2.66-2.91 

(5H, m). 3.13-3.20 (IH, m), 3.54-3.61 (2H, m). 3.86-3.90 (IH. m), 4.47-4.51 

(IH, m), 6.70 (IH, s), 7.53 (IH, d, J = 1.2), 7.59 (IH, dd, J = 8.4 and 

2.4), 7.93-7.98 (4H, m), 8.48 (IH, s). 

TC^^tfffi C21H22C IN3O3S • 0. SH^O thX 

ti-#*I (%) : C, 57. 20 ; H, 5. 26 ; N, 9. 53 

Hilfl^i (%) :C, 57.48 ; H, 5.05; N, 9.44 

^»J21 

i-{3-[(6-i^ p u-2-'^y^)V) -zfunj ^ M -4- (i-^5^;i/-iH-r 5 

21 a) 1- {3- [ (6-i^ P U-l-^-y^M 7s)\/i^:z.M ^ P A / M -4- (1- h U 
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-IH— r 5 yV—)U~4-^JU) t!^ U i^y 

^»J20T#e»nfei-{3-[(6-i57np-2-:t-:75^;i/)x;pjjNn;W:/p/iy-f;j. 

}-4-(lH-r 5 i5^V-;W4-f If U >?> (0. 35g) *5cfcrjC h ij X5^;i/T$ > 

(0. lOg) ^DMFdOmL) liZmMU h U y :il=lJ\^^ UU^^XO. 25g) ^orTJOATO 

NMR (200MHz, CDCI3) 6: 1.40-1.50 (2H, m), 1.92-2.10 (2H. m). 2.58-2.87 
(4H. m), 3.04-3.17 (IH, m), 3.51-3.59 (2H. m). 3.78-3.84 (IH, m), 4.41-4.47 
(IH. m), 6.49 (IH. s). 7.09-7.35 (IBH, m), 7.57 (IH. dd, J = 8. 8 and 1. 8), 
7.92-8.02 (4H. m), 8.46 (IH. s). 

21b) l-{3-[(6-^^^D-2-:^:75^;^)7.;^3}^n;^]:7°^/^V'f;w-4-(l-p^^;^-lH- 

}-4-(l- h U ^;U-lH-'f $yy-;W4-<;W) tf^g (0. 54g):fe iCXa 

^;i/(o. lomL) <£DMF(5mL) '^mnsimmti^^m.m^.K'^u^m^w&m 

m\^. B®i^^M(5inL), 7j<(5iiiL):fecfcD^';^^/-;K2mL)iC^^b. 95*07:2^ 

NMR (200MHz. CDCI3) 6: 1.43-1.70 (2H, m). 1.88-2.04 (2H, m). 2.60-2.78 
(2H, m). 2.87-2.95 (2H. m). 3.09-3. 22 (IH. m), 3.53-3.61 (2H. m), 3.60 (3H, 
s). 3.91-3.98 (IH. m). 4.55-4.62 (IH. m). 6.76 (IH. s), 7.38 (IH. s). 7.59 
(IH. dd, J = 8.8 and 1.8). 7.93-7.97 (4H. m). 8.48 (IH, s). 
Ttm^^m. C2jH24ClN,03S-0. 5H,0i bT 
sirWm {%) :C, 58.08 ; H, 5.54; N. 9.24 
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Mm§. (%) : C, 57. 79 ; H, 5. 74 ; N, 9. 26 

mmm22 

i-{3-[(6-i^ DD-2-:^:75^;i/);^;P3j>::i;p]yDAy-r;W-4-(2-p^5^;p-iH-f ^ 

4-(2->^5^;i/-lH-1'5:$^\/-;l/-4— r;W tf^U5^>24iM:^ (Famaco, 47, 1343 

(1992)) a.oog)i)^^mmmi9tmm\z\^xmmih^m<.i.iog, 2\%)^m^m^ii 

NMR (200MHz, CDCI3) 6: 1.41-1.60 (2H, m), 1.93-2.10 (2H, m), 2.39 (3H, 
10 s), 2.59-2.71 (2H. m), 2.83-2.91 (2H. m). 3.07-3.21 (IH, m), 3.53-3.60 (2H, 

m). 3.83-3.90 (IH, m), 4.47-4.54 (IH. m), 6.56 (IH, s), 7.58 (IH, dd, J 

= 9.0 and 2.0), 7.88-7.97 (4H, m). 8.48 (IH, br). 

TC^^Ifffi C22Hj4ClN303S -0. 2H20<J: bT 

f^^^ji (%) : C, 58.78 ; H, 5.47; N, 9.35 
15 i%) : C, 58. 68 ; H, 5. 25 ; N, 9. 29 

^»J23 

i-{3- [ (6-^ p ;w yn/'^y-i M -4- (2-^ 5^;i/-i- hV^ 

;i/-iH— r 5 ^y— ;p-4— r ;i/) tr^ u 

20 ^JS0iJ22T# e> nfel - {3- [ (6-:J7 n D -2-'ry^)id :/D / 

}-4-(2->^5^;i/-iH-r ^iry-;v-5-r;w tr^u e^xi. 30g) ;5^e>^jg^j2ia) t 

NMR (300MHz, CDCI3) (5 : 1. 33-1: 59 (2H, m), 1.90-2.06 (2H, m), 2.57-2.74 
(2H. m), 2.82-2.89 (2H, m), 3.05-3.13 (IH, m), 3.52-3.57 (2H, nO, 3.80-3.84 
25 (IH, m), 4.45-4.49 (IH, m). 6.34 (IH, s), 7.09-7.12 (5H, m), 7.30-7.35 (lOH. 

m), 7.58 (IH, dd, J = 8.7 and 1.8), 7.91-7.96 (4H, m), 8.47 (IH, s). 

mmm2i 

1- {3- [ (6-i? p u-2-i-y9-Ji') 7.;i/x!n ~ :/p/i y -4- (i , 2-e^ ^ 5=-;1'-ih- 
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}-4- (2-/ h u ^)wm-^ ^ ^y-;w4-f ;w tf^ u > (o. 28g) H)^ 

»J21b) t l^^itC LT^IB'fk'a-tKO. 09g, 48«) §ilfi««^5fc«fc bT#fco 
5 NMR (200MHz, CDCI3) 5: 1.40-1.56 (2H, m), 1. 87-2.00 (2H, m), 2.36 (3H, 
s). 2.60-2.71 (2H, m), 2.87-2.95 (2H, m), 3.09-3.21 (IH, m), 3.45 (3H, s), 
3.53-3.61 (2H, m), 3.90-3.96 (IH. m). 4.54-4.60 (IH, m), 6.60 (IH, s), 7.60 
(IH, dd, J = 8.8 and 1.8), 7.93-7.97 (4H. m), 8.49 (IH, s). 
Ttm^^m^. C^aH^eClNsOjS -H^O-i: UT 
10 . Wr^m. (%) : C, 57. 79 ; H. 5. 90 ; N, 8. 79 
HSOM (%) : C, 57. 75 ; H. 5. 87 ; N, 8. 50 

^j6SM25 

2- [5- (1- {3- [ (6-^ D p -2-±y^jV) x;i/>fcn;w >^d/i y M -4- tf ^ U 

15 )-2-^5^;i/-iH-r a^v-;i/-i— r;w Tir f 

}-4-(2-^^;i/-i- h u^;i/-iH-i' ;i/-4-'f tf^u>^>(o. 69g) ^^- 
F T-fe h t ^ H (0. 28g) e.^js^j2ib) .i: mmiz vxmmit^m (o. lOg, 208;) ^ 

20 NMR (300MHz, CDClj) 6: 1.38-1.58 (2H, m), 1.94-2.10 (2H. m), 2.35 (3H. 

s). 2. 60-2.77 (2H, m), 2.85-2.91 (ZH, m). 3.08-3.18 (IH, m), 3.54-3.59 (2H, 
m), 3.86-3.90 (IH, m), 4.50 (2H, s), 4.50-4.56 (IH, m), 5.37 (IH, br), 5.55 
(IH. br), 6.54 (IH, s). 7.59 (IH. dd, J = 9.0 and 2.1). 7.90-7.97 (4H, m), 
8.48 (IH. d. J = 0.9). 

25 Ttm^mm Cj^H^ClNAS-O.SH^O^bT 

(%) : C, 55.71; H, 5.57; N, 10.83 
mm\i$. (%) : C, 55.87 ; H, 5.57; N, 10.90 
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1- {3- [(6-^ □ ^-2-::^:7^;^) ;H T'p AV ;W-4- (2-x5^;i.-iH-f 5 

26a) 4- (2-X5";i/-lH— r 5 ^V—JU-i-^ JV) tf U >^> 

• 2,2->^JLh^i^-2-(4-}dViP=LMji^}iy^y (Org. Synth.. 64. 19 (1985)) 
(1. 24g)cfeJ;rJ?:/PA W 5 H^X5^;Ki. 38g) $Xi5^y-;K30mL) (C^^U. 24 

NMR (300MHz. CDCI3) 5: 1.36 (3H. t, J = 7.7). 2.83 (2H. q. J = 7.7). 7.42 
(IH. s). 7.63 (2H. d. J = 5.1). 8.54 (2H. dd. J = 4. 7 and 1.7). 10.50 (IH. 
br). 

. 26b) 4-(2-X5^;i.-lH-^$iS^y-;l.-4-<;U)t!-^U5^>2:^m 

^»J26a)T#e>n:^4-(2-X5^;P-lH-r ^ M tfU (0. 60g, 

3. 21111D0I) tB%az^^J^mm(50%^yiQ. 0. lOg) ^ 1 Nli^(40inL) izmXX5m&(D 

xmi&it^m (0. 70g, sm ^m^m^t i^xnr^. 

NMR (200MHz, DMSO-de) 1.29 (3H. t. J = 7. 6). 1.69-1.86 (2H. nO, 2.14-2.20 
(2H.'m). 2.90 (2H. q, J = 7.6). 2.90-3.55 (5H. m). 7.37 (IH. d. J = 0.8). 
9.06 (2H. br). 

26c) i-{3-[(6-^DD-2-:^:75=-;i/)x;i/fc;W:/oAV-r;W-4-(2-x5^;i.-iH- 

^»J26b) T# enfc4- (2-X5^;i/-lH-1' ^ ^y^;p-4-^ ;|^) tf ij 5; >2:^j^ 
:^(0. 65g)j&^e>^»Jl9ilRl^JcLTMi3ifc^i^(0. 30g. 25%) ^^^mmt LT 

NMR (300MHz. CDCl^ 6 : 1.30 (3H. t. J = 7.8). 1.40-1.55 (2H. m). 1.95-2.10 
(2H. m). 2. 61-2. 70 (2H. m). 2. 73 (2H, q. J = 7. 8). 2. 85-2. 90 (2H, id). 3. 08-3. 18 
(IH. in). 3.54-3.60 (2H. m). 3.84-3.88 (IH. m). 4.49-4.53 (IH. m), 6.58 (IH. 
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s), 7.58 (IH, dd. 3 = 8. 7 and 1. 8), 7.92-7. 96 (4H, m), 8.48 (IH. s), 8.62 
(IH, br). 

Ttm^^^ C ACIN3O3S • 0. 2HjO i: bT 
WrWm (%) : C, 59. 59 ; H. 5. 74 ; N. 9. 06 
(%) : C, 59. 50 ; H, 5. 50 ; N. 8. 98 

^»J27 

l-{3-[(6-^^7DD-2-:^:75^;^)x;^3^cn;^]yony-r;^}-4-(2-x5^;^-l- hV9- 

llM«^!i26c) T# e>nj^i-{3- [(6-ij7 p D-2-:^:75^ji/) :/p AV 'T 

}-4-(2-x9";i/-iH— r5yy-;p-4— r;w tr^Uv^xo. 25g)i)^iommm2ia.) tm 
m\z vxmmh^m (o. sog, 79X) ^m&i^^t vxmco 

NMR (200MHz, CDCI3) 6: 0.71 (3H. t, J = 7. 5), .1. 30-1. 46 (2H, m), 1.91 (2H, 
q, J = 7.6). 1.93-2.10 (2H, m). 2.53-2. 89 (4H, m), 3.01-3.18 (IH, m), 
3. 50-3. 58 (2H, m), 3.78-3.84 (IH, nO. 4.43-4.49 (IH, m), 6.28 (IH. s), 
7.08-7.13 (5H, m), 7.27-7.34 (lOH, m), 7.58 (IH. dd, J = 8. 8 and 1.8), 
7.92-8.02 (4H, m), 8,47 (IH, s). 

^^28 

1- {3- [ u u-i-^y^)V) x;V5j^-;V'] ':funj^M -4- (2-x^;i/-i-^ 
-iH-f 5^^/-;v-5-r;W tf^u -jy 

SIMM27:r# ^n;fei- {3- [ (6-^7 n u-2~^y=^)V) ^un 
}-4- (2-X^;i/-l- h U ^)V~m-^ 5 ^^J—)V-A-^ )V) tf-^ U i^XO. 30g) 5)11 

mmtwi) t.mmz\yxmmt^m{^.^^z, 45x)&Mfei»*^bT#fco 

NMR (200MHz, CDCI3) 6 : 1.33 (3H, t. J = 7.0), 1.48-1.63 (2H. m), 1.88-2.05 
(2H, m), 2.61-2.73 (4H, m), 2.87-2.95 (2H, m), 3.08-3.22 (IH, m), 3.46 (3H, 
s), 3.53-3.61 (2H, m), 3.90-3.96 (IH, m), 4.54-4.61 (IH, m), 6.64 (IH, s), 
7.60 (IH. dd, J = 9.0 and 2.0). 7.93-7.97 (4H, m). 8.48 (IH, d, J = 1.2). 
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sYWW (%) : C, 58.59 ; H, 6.15; N, 8.54 
HaiM (%) :C. 58.72 ; H, 6.19; N, 8.38 

1- {3- [ (6-iJ7 D -fuAZ-f M -4- (2, i-i^^ ^jv-m- 

5^\/~;i/-5-r;0 tf^u 

29a) 4- (2, 4->^^^;i/-lH— r ^ )V) M U 
2,4->?^^;i/-5-a— H-f^iS^V/— ;V (Tetrahedron. 54, 3235 (1998)) (3.40g) 

(Z)DMF^I^(20idL) \Z.Mm\:,ir Y U (60%; 0. 67g) -^^Vr^t^X. ^X^^Z^j^fm^^ 
m^tzM^ :^b^>>^JK2.0mL)SjD;lTmilLT15^rBl:^^#Miffco KiiSM'&t)^ 

(i^MX5^;l//^:^-y->=l/ly&>e»3/l) TM^UT^>>^;i/#:(4.30g, 90%)^ 

# e. n:^^ >>^;i/#: (i . eog) ^4- tf u >^ >Jt a M (o. 63g) . 5^ h h u 7 a: 

Zi;i/3fx7> 7 ^' 7 v^^? A (0. 59g) . :fe J:^)?:^? U ^7 A t-7 b^e^ b* (4. 60g) t 
{Ci^^ h^i^X^ >(70mL)-7K(25fflL)il'a-?^tC]bn;^T40B#rB%Dl^)l^b}'CoRj;S^i 
^#j§^fnSW7j<ii^Mx^;i/T#|Rb> ^as^^Sib. M7MM:^hU'^A 

>=2/l>&^ e»f^mx5^;W -r:^®! bT U (0. 64g. 47X) t LT 

tf U >#: (0. 60g) ^ ^ y — (1 OOmL) {C 1 0 % /I ^ i/'j? (50% ; 
0. 60g) SrJP;^. ^^T>^X'>A(3. OOg) &iP;%.T2I^^Jp|^il^bfeo 
^ia^T}^^U> =^mT>^X':7A(4.00g)^SP^T$ e>lC15I^^Jnii31JiEbfe, 

mmx.^jvi^^^mmj^^jw^^ y-ji=io/i) -vmmvxmmt^^io. log. 

255K) ^m^n^t bT#^o 

NMR (300MHz, CDCg 6: 2.45 (3H, s), 2.48 (3H, s), 7.57 (2H, br), 8.57 
(2H, dd, J = 6.3 and 1.7),. 8.88 (IH. br). 
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29b) 4-(2, 4->?^5^;wiH-< $iry-;i.-5-<;w tf^u z^>2mmm. 

^»!|29a) Tt#Sn/t4-(2. 4~z^y^9-JV-m-r M tfU 

(0. iQg)-^^^mmm2m tmm\zvxmmt^m(o. i5g. ^mm) tim^m^tv 

NMR (200MHz, CD3OD) 5: 2.00-2.08 (4H, m). 2.29 (3H, s), 2.57 (3H, s), 
3.08-3.23 (3H. m), 3.49-3.55 (2H, m). 

29c) i-{z-i(e-^ u u-2->)-y^)V) 7.)V^-)V\ Ay-r;W-4-(2, 4->?p^5^;u 

^jfi^j29b)Tf#e,n;fe4-(2, i-y^^ji-m-^ ^ >jfy_;^_5_^ tf^,j ,-^-^2 
(0.i5g)5i)^e.^il^ji9<hi^li(cbTMiBit;-^#i(0.i6g, m)^m'&m^t 

NMR (200MHz, CDCg 6: 1.62-1.80 (4H, m), 2.15 (3H. s). 2.32 (3H. s), 
2. 52-2.80 (2H, m). 2.84-2.92 (2H, m). 3.03-3.18 (IH, m). 3.53-3.60 (2H, 
m), 3.89-3.95 (IH, m), 4.57-4.63 (IH, m), 7.59 (IH. dd. J = 9.0 and 2.0), 
7.94-7.98 (4H, m), 8.49 (IH. s). 

Ttm^mm c33H„ciN,03SiLT 

tf#M (%) :C, 60.05 ; H, 5.70; N. 9.14 
mmm (%) : C. 59. 82 ; H. 5. 73 ; N, 9. 27 

mmmzo 

i-{3-[(5-i^ pp-iH-r > H-;^-2-f;^)x;^7^^-;^] :/dav< ;i/}-4-(2-^5^ 
;p-iH-r$i5^y-;W4-'i';wtf^Ui^> ^mm. 

30a) 5-i^Dn-2-({3-[4-(2-;><^;i.-lH— r5^!/-;U-4-f JW-l-bf^U >^~;i' 

]-3-:t^y tf;i/}j;^;i/3j>-;i.)-iH-< > \^-jv-i-ti)l'^>mteTt-:/'^jv 

4-(2-^5^;P-lH-r5yy-;U-4-r;i.)tr^Ue^>2:^^i^ (0.71g) 

3- { [1- (t er t-:/ h ^~>;^7;uxH -;i/) -5-^^ d n-iH-T > H-;p-2-r ;W 

} fn }^^>m (1. i6g) e.*»fii9ii^^ttc Lxmmt^m (o. 70g. 44!i;) ^i^-g 

NMR (200MHz, CDCI3) 6: 1.46-2.10 (4H. m), 1.73 (9H. s), 2.39 (3H. s). 



wo 2004/048363 PCT/JP2003/014793 

79 

2.61-2.80 (2H. m). 2.88-2.96 (2H, m), 3.05-3.20 (IH, m), 3.84-3.91 (IH. 
m), 4.00-4.10 (2H, m), 4.48-4.56 (IH. m). 6.57 (IH, s), 7.43 (IH, dd, J 
= 9.4 and 2.2), 7.63 (IH, d, J = 2.0). 8.01 (IH, d, J = 9.2). 
30b) l-{3-[(5-i^ DD-lH-r > H-;U-2-f '^t2/>%y^ju]-i-(2- 

mmmod) ^%^nrc5-i7 a u-z- ( {3- [4- (2->^ ^}v-m-^ ^ /— ;i,_4_^ ;p 

)-l-lf 5^:n;u]-3-;a-^^y :/D tf;Wx;i/7fc::i;V)-iH-r > H-;i-l-jt7 

m\%vi-'^^)V(si. 26g) sr^gm^(l. 5inL) \z.mm\^x'mLvzmf)^^m-^r^.K)m. 

^mj£mmu m^m^^ v^u tf;i/y;un-;i/TJ5fe#bTMIH'ft:^t? (0. 20g. 

NMR (200MHz. CDgOD) 5: 1.22-1. 63 (2H, m), 1.87-2.06 (2H, m), 2.59 (3H, 
s), 2.60-2.97 (4H, m). 3.11-3.29 (IH, m). 3.61-3.72 (2H, m), 3.95-4.01 (IH, 
m), 4.35-4.42 (IH, m). 7.30 (IH, dd, J = 8. 8 and 2.2), 7.47 (IH. d, J = 
9.0), 7.67 (IH, d, J = 2.2). 
Ttma^mm. C2oH23ClN403S-BCl-0.8CsH80-H20<fcbT 
tf^ffi (%) : C, 50.06 ; H, 6.08; N. 10.42 
(%) :C, 49.75 ; H. 5.97; N, 10.13 

^ii^J31 

l-{3-[(5-i^ nn-lH— r > Y—)V-l-^ )V)-7.)\^i^-M ::^D/ty-rM-4-(2, 4->? 

5 ;p-5— r ;p) tf^ u 

.31a) l-^ U D-2-({3-[4-(2, 4-i^^^;i/-lH— T ^ i$^V-;i/-5-f ;W-l-tf a^U >^ 

-;W-3-:t4^vyp tf;i/}x;Pz|>z:;w-iH-i' > F— ;u-i-:«7;i'3i^>i^tert-::^5^;i/ 
^M««J29b)T#e»nfe4-(2, 4->?p^5^;i/-lH-f ^yv'-;i/-5— r ;w tf^U e^>2 
itM4g(0. 21g)*3J;m-{[l-(tert-:/h:^^e^;jt7;i/7}?-;i/)-5-iJ7 DD-lH— r > F— 

;p-2-r ;w;:^;i/3jN-;i/} tf:t>^(o. zii)fi^^^m.m\^t.nmz.\^'zmm\^'^ 

^^(0.32g, 70«)^ii^i^5^i:LT#feo 

NMR (200MHz. CDCI3) 5: 1.46-1.80 (4H, m), 1.73 (9H, s), 2.17 (3H, s), 2.38 
(3H. s), 2.52-3.10 (5H, m). 3.83-3.90 (IH, m), 4.00-4.07 (2H, m), 4.57-4.64 
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(IH, m), 7.43 (IH, dd, J = 9. 2 and 2.2), 7.50 (IH, s), 7.64 (IH. d, J = 
2.0). 7.70 (IH. br), 7.99 (IH, d, J = 8.8). 

31b) i-{3-C(5-i?'Dn-iH-r>H— JM-f ;i')x;VjJ:n;i/]ynA/'f ;H 

-4- (2, 4-i^pt5^;U-lH-'f ^ yV-)V-^-^M fcf'^U 
|I»J31 a) T# e> nfe 5-i7 n D -2- ( { 3- [4- (2, 4-$^ ^ ^}V-m-^ ^ ^ V-;V-5- 

;0-i-tf^U>^::i;W-3-:t=^y :/Dtf;i/}7.;p3iN-;w-iH-f > 

3j^>mtert-:/5^;Ko.32 g) ^mmmi^isiL) \zmmi^xmMrciQ6^i!}^^miirco s 

(;j7aD4N;VA/^^y— ;i/=20/l/5^65/l) ■T?fflmUTMfB'fl::-&J^(0. 11 g, 
42X) bT#fc, 

NMR (200MHz. CDCIj) 5: 1.58-1.91 (4H. m). -2.19 (3H, s). 2.33-2.99 (5H, 
m). 2.46 (3H. s). 3.50-3.96 (3H. m), 4.56-4.63 (IH, m), 7.13 (IH, d. J = 
0.8), 7.30 (IH, dd, J = 8.8 and 2.2), 7.46 (IH, d, J = 8.8), 7.68 (IH, d. 
J = 1.8). 

Ttn^mm. CjiHmCINAS-I. IHjOi: LT 
th^flt (%) :C, 53.80 ; H. 5.85; N, 11.95 
(%) : C, 53.62 ; H, 5.51; N, 11.78 

i-{3-[(6-^ a u-i-^vj-)V)y.y\/'^^M ::^D/iy 'i';W-4-(iH-^ 5 
-2— r ;u) -4- tf^ u -J / 

4-k FD4^>^-4-(lH— r 5i5^\/— ;i/-2-'f ;V) \i^^)Vy-\-ti)Vi!^yW.\.tr\.-^ 
(i^^5]i7-50l 556^^$g) (0. 55g) t,^ i^^imW t m^iZ bXMfB^fc'&tl (0. 1 Ig. 

1 2i»;) ^m^m^^ t vxmrzo 

NMR (300MHz, CDCI3+CD3OD) 6: 1. 79-2. 11 (4H, nO, 2.87-2.96 (3H. m), 3.13-3.21 
(IH, m). 3.50-3.61 (3H, m), 3. 66-3.73 (IH, m), 4.11-4.19 (IH, m), 6.95 (IH. 
d, J = 1.5), 7.59 (IH, dd. J = 2. 1 and 8. 7), 7.90-7.99 (4H, m), 8.49 (IH. 
d, J = 1.5). 

Ttm^mm cAciNjO^s^bT 
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C, 56. 31 ; H, 4. 95 ; N. 9. 38 
C, 56.16 ; H, 4.86 : N, 9.43 



^JS^J33 

4-(iH-r 5i5^y-;i/-2-^;i/) tr^u>^>-i-;^7;p3i^>mtert-r^5^;i. mm^ 
7-501556-^^^) (0. 26g):fy^^mmmi^mm\zi^Tmmit^mio. 24g, 54^) 

NMR (300MHz. CDCI3) 6: 1.60-1.85 (2H, m), 1.98-2.14 (2H. m). 2.72-3.04 
(4H, m). 3.15-3.24 (IH, m), 3.49-3.61 (2H, m). 3.90-3.95 (IH. m), 4.46-4.50 
(IH, m), 6.96 (IH. br). 7.00 (IH. br), 7.58 (IH, dd, J = 2. 1 and 9.0). 
7.90-7.97 (4H. m). 8.48 (IH, d, J = 0.9). 8.88 (IH, br). 
Ttm^^fm CjiH^jBrNsOsS tVX 

(%) :C. 58.39 ; H, 5.13; N, 9.73 

mmm (%) :c. 58.14; h. 5.13; n, 9.73 

^»!l34 

l-{3-[(6-^ D ^-2-:^P'5^;^):;?.;VJ^^n;^] :7^n Ay <;H-4-(i-^5=';i/-iH-r 5 

4- (IH-r 5 ^V-)i^2-^ ;W tr^ U >^ t ert--:/^)]. (0. 25g) CD 

DMF^^(3mL) iZTiam^t-f- h V (60%; 40mg) ^OX:i^m^XOX:T-ZO^mi!}^^m 

"ifrco o B^^t^^jiiQ.o6mL)^m^Tox:x2mm'fy^^mit'rco Kmm'^mt:m 

)vti^A (i^DDjjN;i/i,/^iS^y~;u=io/i) xnm\^xmmit%mi^.2ig, 
m ^mM^m^mhvxnrcL. 
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NMR (200MHz, CDCI3) 6: 1.46 (9H, s). 1.80-1.91 (4H, m). 2. 70-2. 96 (3H. 
m), 3.61 (3H, s), 4.18-4.25 (2H. m). 6.79 (IH. d. J .= 1.0). 6.94 (IH, d. 
J = 1.0). 

34b) 1- {3- [ (6-i7 p 7.)l:^-M ^ n A/ < M -4- (1-^ ^JU-IE- 

^Jl^fl34a) T# ^ntcA- (1-^ ^}V-m—( 5 ^V-}V-2~^ )V) bf^ U -Jy-\-t! 
;U2K>^tert-y5^;K0. 27g) j&^&^Jg^aj 1 t.nm.\zhxmmt^m(!i. 31g, 70X) 

NMR (200MHz. CDCI3) « : 1.60-2.00 (4H, m), 2.70-2.94 (4H, m), 3.11-3,26 

(IH, m), 3.52-3.61 (2H, m), 3.61 (3H. s), 3.93-4.00 (IH. m), 4.45-4.52 (IH. 

ID). 6.79 (IH. d. J = 1.2). 6.92 (IH. d. J = 1.4). 7.58 (IH. dd, J = 2.0 

and 8.8). 7.89-7.98 (4H, m), 8.48 (IH. s). 8.88 (IH. br). 

TtM^^m. CJ2H24C 1 N3O3S • 0. 5H2O i b T 

ff#{i (%) : C, 58. 08 ; H. 5. 54 ; N. 9. 24 

mmm (%) c, 57. 93 ; h. 5. 54 ; n, 9. 20 

i-{3-[(6-^aD-2-:^:75^;i.)x;V7fK-;W7'nAy<;W-4-(4. 

35a) 4-t: F n4^>'-4-(4, 5-z^?^^}l^m-^ ^ ^V—Jl^-2-^ )V) tT^ U l>>-\-ij 

4, 5-i?>L^;K ^>s7'^/_;k3, oog). ^;^x>x;^Ji^>^-7Jc^#Kl. sog) 

^^n:t)V h^m. V U X^;K60mL) O^i-g-t»^130'C-e6 ^FBl>&i#jlif^,^^:^ 
h U (1. 50g) &iin^T56ie».R;i&^^#rSrMffi^Slb, ^@«^SrTHF(50inL) \zm 

mvrco mm^-Aox:&rFiz}^mi'm^^n-'f^ji^)^ryj^^^ (i.6m^:^^+i-> 

mm. 17inL. 27inmol) ^ia^. ^ e>JCBoc-tr^U H>(2. 66g) CDTHF^^(20iiiL) ^ 

jitTLT. mTmTWi-4ox:&.r'V2mm7!j^^miirco Kmm^m^^Twm.^. 

0. lNii^(40mL) <£r*P;lT154^PBl;&^#^iffc^, ifMX5^;l/(50inL) $iin;lT?i-&tl 
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Dif:;i.A/p^i5'y-;i/=20/l;6ie,10/l) 1^mmiVxmmt^^i2,QZg, 21%)^^ 

NMR (200MHz, CDCI3) <5 : 1.45 (9H. s), 1.71-1.78 (4H, m). 1.98-2.24 (2H, 

m), 2.13 (6H, s). 3.17-3.33 (2H, m). 3.89-3. 96 (2H. m). 

35b) 4-(4,5-S^^5^;i/-lH-r^^y-;i.-2— r;W-l,2.3,6-7=-h^fc h*DtfU>? 

^MM35a)T#e>nfe4-h HDi^e^-4-(4, 5->?p^9^;i/-lH— T ;i/-2-l' 
M tf-^U >^>-l-*;i/3}^>mtert->^^;Kl. 96g)*5 j:aC5^-r Vfa \d)VJi^)Ur 
^ XI. 68g) ©DMF^^dOOmL) \zmMl^. OX:iZlf^mi^ fSiT!)^ ?>m.ih^ ^ > 7. Jl^^- 

;ki. 52g) ^iu^xox:x2mm:^^^m^rco -^^k^^ v^u tr;i/x^;i/T^ > 

(1.68g):feJ:rXii[>fb^i$'>x;i/sf::n;i.(i.52g)^mT^iaTl6l^r^j5^^^i±Tc„ 

n%m^i^x^^\^. lN7m<b:^^u^7A7K^^g^^ID^TpH9^c^Sb. i^mx 
xmmit^ma.zg, io%)^mM^m^mtvxnrco 

NMR (200MHz, CDCI3) 6: 1.48 (9H. s). 2.16 (6H. s). 2.59 (2H. br), 3.58 
(2H. t, J = 5.7). 4.02-4.06 (2H, m), 6.13 (IH, br). 

35c) 4-(4, ^ d^^J-)V-'L-^ )V) tf^U M^ymXtiX- 

^»J35b)Tme.n;^4-(4, 5-i^p<5^;P-lH-r ^yy-;i/-2-r )V)-\, 2, 3, 6-5=- 
h ^ b H □ hf U >^>-l-;^7;P3}^>'^tert->^5^;i/ (1. 30g) i 10%A^^:^«j7A^^ (50 
%-^7K. 0. 20g) ^^^iS' /-;K30inL) fc:iq;lT5^JEO7jc^#ffl^T^iaTl0^r^j&i 
^Miffeo SlS:^-&#l<&;3jgb. ^?^^MiEEJ^ililbTMi5'fb'8r#Kl.l8g, 90!i;)$ 

NMR (200MHz. CDCI3) 6: 1.45 (9H, s), 1.53-1.74 (2H, m), 1.93-1,98 (2H, 
m), 2.13 (6H, m), 2. 75-2.89 (3H, m), 4.14-4.20 (2H, m). 

35d) i-{3-[(6-i?DD-2-:^:75^;Wx;i/sf:-;W:/D/ty-r;H-4-(4,5->?p<5^;i. 
-iH— r ^ :$^y-;u-2-r ;i/) tf ^ u ^:?> 
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^»j35c) T#e.nfe4-(4. s-y^^ji-m-i )u) tf^u i^-i- 

NMR (200MHz, CDCI3) 5: 1.52-2.10 (4H. m), 2.12 (6H, s). 2.63-2.74 (IH, 
m), 2.83-2.94 (3H, m), 3.08-3.20 (IH, m), 3.52-3.61 (2H. m), 3.87-3.94 (IH, 
m). 4.48-4.54 (IH, m), 7.58 (IH, dd, J = 2.0 and 8.8), 7.88-7.97 (4H, m). 
8.48 (IH. s). 

(%) : C, 60.05 ; H. 5.70; N, 9.14 
^{ii (%) : C, 59. 82 ; H, 5. 67 ; N, 9. 08 

1 - {3- C (6-^ D D -2-i- y 5^; W X )V-^=.JV1 :/D ;i y -f -4- (i , 4, 5- b u >^ 

-lH-1' 5 y'/-)V-2-^ }V) tf ^ u > 

36a) 4- (1, 4, 5- h U ^^)V-m-^ 5 ^V-)V-2-CM U i^>-l-;^;l'3j^>M 

^W!i35c) T?#e.nfe4-(4, 5->?^^;i/-iH-r ^ ^'/—)v-2-^}V) tf^u 

-l-?!7;i/7t^>'^tert-y5=';K0. 24g);0^6.|IMM34a^(^i|{cUT®IB'ft;-&^(0. 26g, 

NMR (200MHz, CDCI3) 6 : 1.46 (9H, s), 1.76-1.82 (4H, m), 2.09 (3H, s), 2.13 
(3H, s), 2.70-2.90 (3H, m). 3.42 (3H, s), 4.18-4.25 (2H, m). 
36b) i-{3-[(6-i^ o a-2-i-y^M 7.)V-^:zM yDAV-r;W-4-(i. 4, 5- h U 
^)V-m-^5.^^V-)\^-2—(M k!^U z^> 

ll»J36a) xn^ntcA- (1 , 4, 5- h U ^ ^)V-m-f S. ;i/-2-r )V) tf A U 
v^>-l-:?t7;i/4?>Mtert-r^g^;K0. 25g)75ie)^5S#J 1 tmmzVxmBit^^ 
(0. 16g. 38«)&*ffifeif!^>*^UT#fec 

NMR (200MHz. CDCI3) 5: 1. 60-2. 05(4H, m), 2.09 (3H. s). 2.10 (3H. s). 
2.30-3.35 (5H. m), 3.41 (3H. s). 3.51-3.61 (2H, nO, 3.90-3.97 (IH, m), 
4.52-4.58 (IH, m), 7.58 (IH. dd, J = 1.8 and 8.8), 7.89-7.99 (4H, m), 8.49 



wo 2004/048363 PCT/JP2003/014793 

85 

(IH, s). 

Ttm^^M CMHjgClNgOjS-O.THjOtbT 

th#M (%) : C. 59.24 ; H, 6.09; N, 8.63 

(%) :C, 59.33 ; H, 6.13; N, 8.34 

5 

i-{3-[(6-iJ7 Dn-2-:^:7^;u) yoAy-f ;W-4-(i-x5^;p-4, 5-i^^ 

37a) 4- (i-x5^;W4, 5-i^^^;i/-iH— T 5 ^V— ;i/-2-r tf i^>-l-*;l/Jl^ 
10 >i?tert-y5^;i/ 

IIWJ35c)T#e.tL)fc4-(4. 5-i:^y<^JU-m-'i S.yV-)i^-2-^ )V) tf^U>^> 
-l-;j!7;i'3}?>j^tert-:/5^;K0. 24g) ^a':7'ft;x^;Kl34mg):f&>e>^M«^34a) tRI^ 

\z vxmm^t^^ (0. 27g, ^n^m-^m t bx#feo 

NMR (200MHz, CDCI3) 5: 1.26 (3H, t, J = 3.6), 1.45 (9H, s), 1.70-2.22 (4H, 
15 m), 2.11 (3H, s), 2.12 (3H, s), 2.70-2.90 (3H, m), 3.81 (2H, q, J = 7.0). 
4.18-4.25 (2H, m). 

37b) 1- {3- [ (6-^7 p u-2-±y^)V) x;i/3jsx;i/] :/a/i y -r ;i/}-4-(i-x^;i/ 
-4, 5->^p^^;i/-iH— r ^ y v-;i/-2— r ;w) tf 
^»j37a) i^m&nft4- (i-x5^;i/-4, 5->5^ 5^;u-iH-r 5 v-;i/-2-r ;w tr 

20 >?>-i-*;V5i^>mtert->^^;Ko. 26g) ff^iommm 1 tI^ittc:LT@|B'fb:'& 

tl(0.15g, 36«)$M^i^5|5a:bT#fCo 

NMR (200MHz, CDCI3) 6: 1.27 (3H, t, J = 7.2). 1. 76-3. 19 (9H, m), 2.10 (6H, 
s), 3.15-3.61 (2H, m), 3.85 (2H, q, J = 7.2), 3.51-3.61 (2H, m). 3.91-3.99 
(IH. m). 4.54-4.61 (IH, m), 7.58 (IH, dd. J = 2.0 and 8.8), 7.94-7.99 (4H, 
25 m), 8.49 (IH, s). 

Ttm^^M CjsHsoC 1 N3O3S • 0. 9H2O • 0. 20^62 tVX 
th^ffi (%) : C, 59. 38 ; H, 6. 45 ; N, 8. 05 
HaiJfii (%) : C, 59.71; H, 6.72; N, 7.83 



wo 2004/048363 PCT/JP2003/014793 

86 

)-3->^5^;P-6, 7-i?b FD^ $iS^>y[l, 5-a] t!^>?>-8(5H)-:^> 
38a) 4-[(2-b h*D4^S>x5^;p)T^y] tf^U>?>-i-:;b;i.7l^>j^tert->^^;i. 
4-::t^yfcf-^US^>-l-;^7;U:^>mtert-y^;i. (15. Og) , 
(H.OmL) , Wm. (6.6111L) <D1.2->?iJ7PDX3'> (300mL) 1 1^5^ 

d^^^iif feo ^d'N. h U T-fe h^v-TK^^bxi^i:?^^ h U ^h. (49. 2g) ^in^^M 

i7Dn3jN;UA (100 mL) TttffiL;^Co ^mm^Uimm.'^^^ly^J^-ximm^fz. 
^> ^^§M£Eg*bTMIB^t:frtf(18.0g. 89«)^i|-fe?ft)btf^iLT#7to 
NMR (200MHz, CDCI3) 6: 1.17-1.37 (2H, m). 1.46 (9H. s). 1.88 (2H. t). 
2. 57-2.85 (5H. m), 3.66 (2H, t). 4.06 (2H, d). 

38b) 4-{(2-fc Hn:^>'X^;i.) [(2-^5^;w-iH-^$iS^>/^;i.-4-f ;W;F7;i.4^x;i/ 

2-^^;U-f^iS^V^-;i.-4-;^;;Vji^>^ (2.0g) OT-fehxbU;^ (150mL) jl^ 
?^-\HOBt (3.7g) iWSC (4.6g) <&li^^in^. ^MT20^}e»^^?g-l?fco ^KD^i^;;?^ 
fc.^Jg^J38a)T#fe4-[(2-t: Hd^v-x^^;!.) y] tf-^U iPy-\-ti 
\ert-y^^JV (4.7g) UX5^;Wy5 > (S.OmL) ^T±:h=lhV)U (SOmL 

) (c:^/&^b75:^^^jn^T. mM.Timmi)^^miirco T±h=Lhujv^mmm 

^VtzWi. mmmzi7unMJ^ (lOOmD i:7K (lOOmL) <&iJD;tfeo ^tiM^i^ 
UiJ^Jlti^i:, (@^mx^;i.:XiS^y-;i.= 5 : 1) TJWMb. ®fB{h:^#»(i. Og, 

18«) bT#>feo 

NMR (200MHz. CDCl,) 5 : 1.47 (9H, s), 1.84 (4H, bs). 2.37 (2H. bs), 2.78 
(2H, bs), 3.82 (4H, bs), 4.27 (3H, bs), 7.31 (IH, bs). 
38c) 4-(3-^5^;i.-8-:t^V-5. 6->^fc: Hd< ^^$^^[1, 5-a] ld^i^>-7m-i }V 
) tf^U >?>-l-;^7;i/j}^>^tert->^5^;i^ 

^iS^J38b)Tf#;fc4-{(2-t HD:^r'>x5^;W \.i2~^^}V-m-( 5.^V-)V-%-^ 
Mt!)Vrs-)Vl7^^}\f:^\)i^y-l-t,}],if.>mieri-^=f-)V (940mg) tNUx 
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^jvy^> (720/zL) (Dm (30mL) mm^^mT. >^^>xM>m^a^j k ( 
240 ^.L) ^mru ^ui^smmif^^miirc. Rmm\zd7aa^.juM. (somi) t 
7jc (soinL) ^ia^rco mmm^^mu MTmrn^^^zy^j^-c^^^Wi. mm^ 

: 1) T^i^L. mmt^m (Z90mg, 448;) ^e-6®#:<t LT#feo 
NMR (300MHz. CDCI3) S : 1.47 (9H. s), 1.52-1.72 (4H. s), 2.41 (3H. s). 2.85 
(2H, t). 3.57 (2H. t). 4.04 (2H. t), 4. 23 (2H. bs). 4.73-4.81 (IH, m), 7.62 
(IH. s). 

38d) 7-(i-{3-[(6-^Dn-2-:^:75^;Wx;i.fc;W:/nAV^;W-4-tf^Ui?- 
;W -z-^ ^ji-e, 7-i^ t H n-f 5 [1 . 5-a] tf ^ z^>-s m 

*»J38c) T#;fe4-(3-^5^;U-8-:t:^y-5. 6-i?b K n-f 5 yvU, 5-a] }f^i^ 
>-7(8H)-<;Wbf-^Ue^>-l-:*r;i.#>mtert-:/5^;i. (420ing) fcM^^CSmL)^ 

iaxxmi^^vrco ^<Dmmizj:t^y^jv (somL) ^^^MKM^bfco 

)]^:Ji-y'Ji'-Cm;km^U MJE^j!SbT3-^^;U-7-(4-tf-^U i^n;W-6, 7-5^b 
Hn-f 5yy[l,5-a]fc!^i^>-8(5H)-:t>. 2|gm4g^fi^@#:i: bT#fco ' 
3-[(6-^DD-2-:^:75^;i.)^;U3j^-;p]yntr:j->^ (400,^) ^T-feh-hU 
;U (lOmL) (ClM^U. HOBt (310ing) iWSC (380ing) <£ili;^io^. mUl^20m^^ 
m^fco :i(DKf!^miZ. ^WJ38c)T»fc3-pt5^;P-7-(4-hr^U>^-;i.)-6.7-v^ 
tHP^5i5^y[1.5-a]b^S^>-8(5H)-:t->2|^^:^. mv (330mL) *5J:D?hU 
X^;i.T5> (460niL) ©T-feh" }>U;i. (lOmL) ^J^^jo^x. ^MT15^^1jJ|. 

^^iffco y±h=.huju^m&m^hrc^. nmm\z^au^s)i.A (somD t 
* (50mL) ^iu^fco mmm^^mv. m7i^mmT^^iy^Ax^$mm. mm^ 

NMR (300MHz. CDCI3) .5 : 1.54-1.67 (IIH. m). 1.72-1.85 (2H. m). 2.41 (3H. 
s). 2.61-2.79 (IH. m). 2.80-2.87 (IH, m), 2.94-3.05 (IH, m). 3.17-3.25 (IH, 
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m), 3.45-3.55 (IH, m), 3.60-3.70 (3H, m), 4.67-4.72 (IH, m). 4.83-4.90 (IH. 
m). 7.58-7.63 (2H. m). 7.89-7.96 (4H, m), 8.48 (IH. d). 

th^M (%) :C, 58.30,- H, 5.28; N, 10.88 
Mmm. (%) : C, 58.13; H, 5.15; N, 10.67 

7- (1 - {3- [ (6-:J7 D n -2-:^ y y n/^ / -r -4- tf ^ » j 

) - 5^;i/-6, 7->^ t F D < $ [1 , 5-a] tf ^ >-8 (5H) > 

39a) 4-{(2-t Hn^v-x^^;!/) ^^^J-)^-^-^ )V)ti)V^:L)V 

] y } tf^ U >^>-l-;«7;i'xH>^tert-y5";p 

4-;<5^;Wayv^-;i/-5-;«7;V3}?>m-ii;^ii (G. Wellmannet al. Synthesis. 
356 (1984)) (1.6g) (DTir hn h U;i/ (lOOmL) ^?ll?^^HOBt (2. 8g) iiWSC (3.5 

g) ^mkmpL. mB.-^2Q^t-^^m^stc (sjs&^^a) » sij©:7^xnic. 4-[(2- 

kHp:^^>'X5^;i/)T5y]hr^Ui^>-i-;!?7;U3j^>^tert-:/5^;i/ (3.0g) . N-b 
U;^5^;i/i^U;i/T-fehy$ H (S.lg) :fe<fcr)JhUx5^;PT5> (S.Oml) CDTirh 
:ihU;^ (50mL) ^*^MT20^)-j5i#?ii?fe (S)i£Cl^B) „ Kjm.B^K^M 

iZi^uu^jVA (lOOmL) t7jc (100 mL) ^Ua^Tco WtiSSri^Mb> il7K«J^^V 

i^^X^;i/:Xi§^y-;i.= 5 : l) TMiSb. Mta'fb'&tJ(2.0g. 59%) ^^fe^ft^l^ 

NMR (300MHz, CDCip a :1.46 (9H, s). 1.84 (4H, bs). 2.27 (3H. s). 2.77 
(2H, bs), 3.68 (2H. bs). 3.79-3.82 (2H, m), 4.20-4.33 (3H, m). 7.32 (IH, 
s). 

39b) 4-(l-p^5^;i/-8-:t^y-5,6->^l:: HP-r5^y[1.5-a] t^^5^>-7(8H)-1';^ 
^M^J39a) Tt#6nfe4-{ (2-b H D=!r->X5^;i/) [(4-pt5^;l/-lH— T 3 ^V—JV 
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38c) tmmzVxmB<[:^m(56Qmg, 30%)^a^@#i:bT#^o 
NMR (SOOiMHz, CDCI3) 6 : 1.47 (9H, s), 1.55-1.71 (4H, m). 2.54 (3H, s). 2.84 
(2H. t), 3.55 (2H, t). 4.13 (2H. t). 4.22 (2H, bs), 4.74-4.83 (IH. m), 7.39 
(IH. s). 

39c) 7- (1- {3- [ (6-^ o u-2-'^y^)V) ^unj -i ;i/}-4-fcr^ u -J:=~ 
;W -1-^ 5';i/-6. 1-J\lYu^^^-J\X, 5-a] tr ^ >-8 (5H) > 

%Wm^\s) T# e> n7fc4- (l-p< 5^;V-8-:e-4^ V-5. 6->J h H n ^ [1 , 5-a] tf 
^>'>-7(8H)-r;W tr^U-^>-l-;*f;V#>^tert-y^;i.;0^e>^»J38d) <i:|W|:^ 

bTSIB'fb'&tl (475mg, 46 %) ^ &^m^ (X^ / —JWmmJ^^JV) t. bTftfe. 
NMR (300MHz. CDCI3) 6 : 1.52-1.80 (6H, m), 2.54 (3H. s), 2. 57-3. 26 (3H, 
m). 3.43-3.68 (3H, m). 3.97 (IH. d). 4.14 (IH. t). 4.69 (IH, d), 4.81-4.93 
(IH, m), 7.41 (IH. s), 7.61 (IH, dd), 7.89-7.98 (4H, m), 8.49 (IH. s). 
j^M^^m. C25H27CIN4O4S • 0. 2EtOAc<i: 
tf^ffi (%) :C. 58.18; H. 5.41; N, 10.52 
imm. (%) :C. 58.01; H. 5.19; N. 10.39 

7-(l-{3-[(6-;j7 D Xi-l-±-y^)Vi7s}V'^-M ^unj ^ M-i-}d^\} 
)-l-X5^;i/-6. 7-5^t: Fo-r [1. 5-a] tr^>?>-8(5H)-:t> 
40a) 4-{(2-b Hn:^^5>x^;p) [(4-x5^;p-iH-'r 5yy-;i.-5-<;W;?7;w1^x;i. 
]T5 7} tr^u s?>-i-;^7;w#>^tert-:/5^;v 

4-X^;W5:$^\/-;i/-5-;«j;i/#>^X^;U (2.3g) S8N Igj^ (50inL) 

ioo'CTi5WiipiiiUfeo ^i«<&MJBEM*f §^:^:^cJ;^94-x5=^;^-r^^s^^/- 
;^-5-:^;^zI?>i6 . «tSlii^llfe®#t UT#;^Co C©^fi®#:<£ffiViT^S£^J 
39a) t IWHiJc L/TMfB<b-^#; (2. 5g, 46^) ^^^mmi t bT#fco 
NMR (200MHz, CDCI3) d : 1.14-1.29 (3H, m). 1.46 (9H. s). 1.83 (4H, bs). 
2.73-3.02 (4H, m), 3.60-3.81 (4H. m). 4.08-4.39 (3H. m). 7.32 (IH. s). 
40b) 4-(l-X5^;W-8-::f:^y-5. 6-5^t HD-f [1, 5-a] tf7>^>-7(8H)-r ;U 

) tf^Ui^>-i-;^7;Pzl?>^tert-:7'^;i. 
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38c)<his)^ic:bT^tB{b'a-#f(i.5g, Q2%)^n^mvtmthxm:io 

NMR (200MHz, CDCI3) 5 : 1.28 (3H, t), 1.46 (9H. s), 1.53-1.75 (4H, m), 2.84 
(2H, t). 2.97 (2H, q), 3. 52-3.58 (2H, m), 4.11-4.29 (4H. m), 4.73-4.85 (IH. 
m), 7.42 (IH, s). 

40c) 7-(i-{3-[(6-^ n D-2-:^:75";^) >;;i.7}>-;w yn/iy -f ;H-4-fc?^ u 

;i/)-l-X^;i/-6. 7->?h HD-f 5i§^y[l, 5-a] If ^i^>-8(5H)-:r> 

mmmm)x-n^nrc4-(i-jL^)i^-s-:t^v-5, e-i^k Fn-r ^^j^y d, 5-a] tr 

^>^>-7 (8H) --f ;0 fc!^ U i^>-l-;^j;W3}^>^ter t-:/^;Uj&i e>^JfiM38d) 
JcbTMIBYt:-&#j(i. 3g, 57%) ^efe^^(@^^x5^;i//>?x^;i.x-^;W t b 

NMR (300MHz. CDCI3) 5 : 1.28 (3H. t), 1.49-1.66 (2H, m). 1.69-1.85 (2H, 
m). 2.59-2. 68 (IH, m), 2. 77-2. 92 (IH, m), 2.93-3.03 (3H, m). 3.14-3.24 (IH, 
m). 3.45-3.55 (3H, m), 3.59-3.69 (IH, m), 3.97 (IH, d), 4.10-4.15 (2H. m), 
4.74 (IH, d), 4.80-4.90 (IH, m), 7.41 (IH, s), 7.59 (IH, dd), 7.89-7.93 
(4H, m), 8.47 (IH, s). 

Ttm^m^ C26H29CIN4G4S • 0. 5H2O • 0. lEtOAc t VX 
mmU (%) :C, 57.98 ; H, 5.68; N. 10.25 
mmm (%) C. 58. 25 ; H, 5. 64 ; N, 9. 98 

mmmn 

7- (1- {3- [ (6-^ p x;1/7}nx;w y d/i / < ;w -4- 1!^ Uz^-jv 

)-l-X5^;i.-3-^5^;i/-6, 7-i^b H 5 5-a] fcf^ $^>-8 m-:t> 

41a) 4-X5^;i/-2-;<5^;P-lH— r 5 ^'/—Jl^-S-tlJU^ym 

4-X5^;i/-2-p<^;i.-lH-'f ^i5^y-;i'-5-:tj;i/;t;u^t H (lOg) *5<fctXU 
TK^rhhU^zA (26g) ^tert-:/i$^y-;i.: 7jc : 2 - 2 -Z^v'>= 5 : 
4 : l^^g-^^?^ (200mL) tcM^L. ^Cl'vMit^^:?- N U "i^A (35g) 
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NMR (300MHz, DMSO-dg) 8 : 1.17 (3H, t), 2.32 (3H. s). 2.56 (2H. q). 
41b) 4-{[(4-X5^;l/-2-^5^;l/-lH-< 5 ^'/—Jl-5-^)U) t!)i^^=LM (2-h H D 

^M^J41a) Tft e>tlfe4-X5^;i/-2-p^^;i/-lH— r 5 )\^^>m7b-=^ B 

mmmidR) t mmz Lxmm^t^m (3. 3g. m ^m^m^^ t. ut^^o 

NMR (300MHz, CDCl,) 5 : 1.24 (3H, t). 1.46 (9H, s), 1.67-1.87 (4H. m), 2.24 
(3H. m), 2.61 (2H. q), 2.76-2.83 (4H, m). 3.64 (2H, t), 3.79-3.81 (2H. m). 
41c) 4-(l-X^;i/-3->(5^;i/-8-r:t4^y-5, 6->?t: KP-f SiS^yCl. 5-a] tf 

-7(8H)-r;0 if'^u v>-\-ti)\^i!^>m%n-^^)\, 

^Jg^»J4lb) T#&n;^4-{ [(4-x5^;i/-2-;>t5^;MH-< ^ iry-;i/-5-^ ;W ti )V 
(2-h Ho^vx5^;WT^y}if^U5^>-i-:^7;i.7i^>Mtert-:/5=-;i^;&^e. 

ll»J38c) .JiUm^CbTMIB'fb^i^d. Ig, 35%)^m^?ft4^#|^:L.T#^, 
NMR (200MHz. CDCI3) 6 : 1.31 (3H, t), 1.47 (9H. s), 1.67-1.75 (4H. m). 2.52 
(3H, s), 2.67 (2H. q). 2.84 (2H, t), 3.50-3.56 (2H, m), 3.91-4.02 (2H. m), 
4.21-4.27 (2H, m). 4.72-4.84 (IH, m). 

41 d) 7-(i-{3-[(6-i;7 o u-2-'ty^M 7.)V^-)U] :/aAV-r;i/}-4-tf>^u s^x 

;i/)-l-X5^;W3-^5^;i/-6, 7->^b HP< 53^V[1, 5-a] tr^>»>-8(5H)-5r> 

^»J41c)T#Cn;/fc4-(l-X5^;i/-3-;>^9^;W-8-:t4^y-5, 6->^t Hn-f 
[l,5-a]lf^S^>-7(8H)--f;Wbf^Ui?>-l-;^7;i.3K>^tert-:7*5^;i./i)ie>^»J 

38d) t iwi^tfc: UTMIB'fb'&#j (740mg, 45%) ^fi-fe^^ (i^i^x^;i<'/XiS7 y — ;i/) 

NMR (300MHz, CDCI3) 5 : 1.31 (3H, t), 1.50-1.84 (4H, m), 2.51 (3H, s). 
2.60-2.70 (3H. m), 2.77-2.87 (IH. m), 2.93-3.04 (IH. m). 3.19 (IH. t). 
3.45-3.55 (3H. m), 3.59-3.69 (IH, m), 3.96-4.00 (3H, m), 4.69 (IH, d). 4.85 
(IH. to. 7.59 (IH, dd), 7.89-7.96 (4H, m), 8.48 (IH, d). 
Ttm^^m. Cj^HaiClNAS • 0. lEtOActbT 

(%) :C. 59. 63 ; H, 5.81; N, 10.15 
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mmm (%) :c, 59.34; h. 5.61; n. 10. le 

)-5-X5^;l/-l. 2->? t H P-SH-f $ ^Vil, 5-c] -f ^ ^V-)i'-3-^> 

42a) 4- { [ (2-X5^;i/-lH— r $ V-;P-4— T ;W ^ T $ / } tf ^ U >-l-* 

;i'7i^>^tert-:;^5^;i/ 
2-x5^;i/-r5^\/-;u-4-:^7;i/A';V5^bF (5.0g) . i-T^y\f^v-y>-i-tj 

)\^^>mteTt-^^)V (8.9g) ^-J;tXg^^ (LOmL) (Dl,2-i^i^unx.^y (lOOmL 
i7g) <&ip;^. ^MTi5^PBl;&^^^if:fc, MiS^^K'NlSfn^^mrh h >J »:7A7fc^?K 

(loomL) ^Mxtzo ^mm^^mv. m7Kmm'^if^>^^A^m,m^'t^rzWi. m 
=10: 1) -vmmL. mmih^maog, sn)^m^m^mtvxmco 

NMR (300MHz, CDCI3) 5 : 1.19-1.31 (5H. m>, 1.46 (9H. s), 1.46-1.84 (2H, 
m), 2.67-2.81 (4H. nO, 3.75 (2H, s), 4.04-4.09 (3H, m). 6.73 (IH, s). 
42b) 4:-(S-X.9-)U-Z-^^V-lE-i 5.^^11, 5-c] ^ ^ i$^y-;i/-2 (3H) JV) tT^ 

^»J42a) Tl§e»tl75:4-{ [(2-X5^;U-lH— r 5 y\/-;i/-4-l' ;W T$ 7 

}tf^Ui^>-l-;^7;W#>^tert-:/5^;P (lOg) :feJ:tXDBU (5.8111L) ©v^^^pp^ 
^> (lOOmL) ^?S'sN,N'-;^7;i^4^x;i.>^<5iSfy-;i. (5. 8g) ^^jn^, mUT5 

mm:^^^m'\frco ^^^miZT^ (loomD ^mx. ^mm^^mvrcm. mT^mm^ 

^JV:X.^y-)V=5 : 1) ^i2^t;-&#j (4. 8g. 4451;) L 

NMR (300MHz, CDCI3) 6 :1.35 (3H, t), 1.40-1.49 (IIH. m), 1.64 (2H. qd). 
1.85 (2H. d), 2.83 (2H, t). 3.02 (2H. t). 4.04-4.15 (IH, m), 4.30 (2H. m). 
6.72 (IH. t). 

42c) 2- (i-{3- [(6-^7 p a-2-i-y^)\.) x;P3j^x;W y^p/w <;W-4- 1 j 
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^»J42b) T^i ^ tlfe4- (5-X5^;i/-3-:t^y-lH-l' 5 y y [1 , 5-c] ^ ^ ^ >/- 
;W2 (3H)-^;U) tf^U >?>-l-;^7;i.7K>^ tert-y5^;Pj5^ SIIM^ilSSd) iii^^m^c 
bTSIBYt:-^^^ (1 . 7g, 47%) $ 66^^ (XiS7 / -;i//s^^x^;u) <h vxnTc. 

NMR (300MHz. CDCI3) 5 :1.35 (3H, t), 1. 58-1.75 (2H, m), 1.87-1.99 (2H. 

m), 2.63 (IH. t), 2. 82-2.93 (2H, m), 3. 00 (2H. g), 3. 19 (IH, t), 3.47-3.65 

(IH. m), 3.99 (IH, d), 4.08-4.22 (IH, m), 4.25 (2H, s). 4.72 (IH. d), 6.72 
(IH, t). 7.59 (IH. dd). 7.89-7.26 (4H. m), 8.48 (IH, s). 
TvB^^M C25H27CIN4O4S • 0.5EtOActbT 
fh^M (%) : C, 58.00 ; H, 5.59; N. 10.02 
(%) : C. 57. 83 ; H. 5. 32 ; N, 10. 25 

mmmiz 

2-(i-{3-[(6-i> n n-2-:^:75=-;W x;i/7}sx;w :/DAV-r;W-4-;^5^;i.-4-t!^g 
$^x;i/)-5-pt 5^;i/-l. 2-i^b H D-3H-< 5 ^VLi, 5-c] < 5 ^V-Jl^-3-^> m. 
MM. 

43a) 4-^ 5^;V-4- { [ (2-^ 5^;i/-lH-f 5 ;i/) ^ T ^ y } tf ^ u 

2-:^^A-i-^JV5.)\^'i S.^V—JU (670ing) cfe j:tK4-r 5 y-4-;><5^;Hf 
>-l-;^;i/3}?>^ teri-y^JV (31^5^19^01/4021 7-^A'>:7P 5/ h) (1.3g) 

e»^»j42a) tmm\zvxmmi\:'^m(2somg, m) ^m^mmmtvxmco 

NMR (200MHz. CDCI3) (5 : 1. 18 (3H, s). 1.45 (9H, s), 1.48-1.57 (4H. m), 2.39 
(3H. s). 3.36-3.49 (4H. m). 3.66 (2H, s). 6.75 (IH. s). 

43b) 4-^5^;i.-4-(5-^5^;i.-3-:t^y-lH-r ^iS^V^Cl, 5-c]-r ^y\/-;^-2(3H)- 
-r;^) tr^U >^>-l-;^7;i/3j^>ji?tert-y5^;i/ 
^M^!l43a) T#&n7t4-p<5^;W-4-{ [(2-^5^;i.-lH-< ^ yV-JV-i--^ )V) 

iB{b^ti(i70mg. ^%%)^nmi^mt\^Tm^o 

NMR (300MHz. CDCI3) 5 : 1.44 (3H. s). 1.46 (9H. s), 1.67-1.80 (2H. m). 2.04 
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(2H. bs). 2.59 (3H. s), 3.32-3.41 (2H. m), 3. 55-3.60 (2H, m). 4.34 (2H, 
s). 6.66 (IH. s). 

43c) 2- (1 - {3- [ (6-;57 n y ^}V) X )Vi}^-)V\ yu/^/^M -4-^ ^ JV-4- 

tf^U >?n;i/)-5-^5^;v-i, 2-e^t Hn-3H-r 5-c]-r 5i5^\/-;i/-3-;d- 

> mmm. 

^ii^«l43b) T#&n>t4-p<^;i/-4-(5-^5^;U-3-:t4^y-lH— r [1, 5-c]-r 

5^y'-;p-2(3H)-r;W tf^U>?>-i-;«7;i/3i?>mtert-:7'5^;i/die.lliiW8d) 
bT2- (i-{3- [ a ^-2-:^:75^;^) x;1/5Jn y p A/ ^ ;i,}-4-P^ 5^ 

;U-4-tr-^U v^n;U)-5-^5^;i.-l, 2->'t: HP-SH-'f ^i5^y[l, 5-c]^5>Sfy-;p 
-3-:t><£4a^?ftJ|:^i^a:bT#fco CO?ft)|^#j^@^^X5^;i/ (2mL) t^y^^b. 4N 

(i53ing, 5i%)^m^m^tvxnrco 

NMR (200MHz. CDCI3) 6 : 1.54 (3H. s), 1.75-2.02 (2H. m). 2.17-2.25 (IH, 
m), 2.47-2.55 (IH. m). 2.85-2.92 (2H. m). 2.96 (3H, s). 3.46-3.63 (6H. m). 
4.65 (2H. s), 7.22 (IH. s), 7.57-7.62 (IH, m>. 7.88-7.98 (4H. m), 8.48 (IH, 
s). 

7tm:^¥rm C25H27C 1 N4O4S • HCl <h b T 

th^M (%) : C. 51.90; H, 5.40; N, 9.68 

mmm (%) C, 52. 16 ; H, 5. 55 ; N, 9. 81 

^»J44 

2- (1- {3- [ (4-::/D ^ >' a: =.)V) X)V:^:=.M -Zfunj^M -4- tf^ U -5-;s< 
5^;i/-l, 2->^k h'n-3H-<$^y[l. 5-c]-r $iS^\/-;i/-3-:t> 

3-[(4-yDqE7a:~;Wx;i/.3f?-;i/]yDtf:r>^ (S^^li^98/05635-^/\°> 
>'I/'yh) (l.lg) 43d;0:^JflM69b)T#e>n;^5-;>^^;i/-2-(4-tr^U>^n;u 
)-l. 2->^k Ho-3H-f ^iS^ya, 5-c]< (1. Og) ;&^e>^»J38d) <i:|^:m 

bT^|3{b-&#> (720ing, 39!i;) S^,^^ {^UU i!s^)Vh./-J:L.^)\^x.-^ )V) t 
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NMR (300MHz. CDCI3) d : 1.56-1.77 (2H. m), 1.88-2.05 (2H, m), 2.61 (3H. 

s). 2.66-2.70 OH. m), 2.76-2.99 (2H, m), 3.15-3.25 (IH, m), 3.38-3.59 (2H, 

m), 3.98 (IH, d), 4.18 (IH, m). 4.27 (2H, s), 4.73 (IH, d), 6.71 (IH, t), 

7.71-7.80 (4H, m). 

Ttm^mW. C2oH23BrN404S • H^O i bT 

th#M (%) :C, 46.79 ; H, 4.91; N, 10.91 

mmm. i%) :C. 47.09 ; H. 4.77; N, 11.03 

6-(4-{3-[(6-^ D D-2-:^:75^;W x;W5f;::i;W :/uA/-r M-i-tf^U v^riji/ 

)-2-^^;V-6. 7-i^fc H n-SH-l' 5 ^VU, 5-a] ^ y'/—)[^-5-:t> 
45a) 4-^^;V-f ;V-2-;^7;i/A';i/-7^fc: H 

S.^V—JV'^^^XM. (N. J. Curtis et al. J. Org. Chem., 45, 4038 
(1980)) iZ^-oX^^hfc (99%) o 

NMR (300MHz, DMSO-dj) 6 : 2. 23 (3H, s), 6.81 (IH, s). 9.51 (IH, s). 

45b) 4-{[(4-p^^;wH-r $a^v^-;i/-2-r;W ^^;l']T5 /} H^U i^>-l-tl 

lijfiM45a)'e#e)n7^4-p<^;w-f 5i?^v'-;^-2-:^7;w\';i/-7'b H (3.4g) 43j:tx 
4-T5y tf'^u>^>-i-;«7;wj}^>^tert-:j^5^;i/ (6.3g) ^^^mmmi2a.) tmm\z 

NMR (300MHz, CDCI3) d : 1.16-1.29 (2H, m), 1.45 (9H, s), 1.84 (2H, d), 2.22 
(3H. s), 2.59-2.66 (IH, m), 2.76 (2H, t), 3.89 (2H, s), 4.00 (2H, bs), 6.63 
(IH, s). 

45c) 4-(2-p<^;i'-5-:t=^^y-5H-< [1, 5-a] -f ^ i5^^/-;i'-6 (7H) --1' ;U) tf'^ 

U >?>-i-;^7;i/Ai?>i^tert-:;^5^;i' 

mmm45h) t# &nfe4- { c (4-^ ^jv-m-^ 5 yv~ji-2-( ^ r $ y 
(1 . 2g. 46X) ^n^m^m t i^xmco 

NMR (300MHz, CDCI3) 5 : 1.47 (9H. s), 1.56-1.70 (2H, m), 1.85 (2H, d), 2.28 
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(3H, s). 2.82 (2H, t), 4.10-4.24 (3H, m), 4.27 (2H, s). 7.00 (IH, s). 

45d) 6-(4-{3-[(6-iJ7 oD-2-:^:75^;V')x;i/3iN-;wyD/i/-rM-i-t!^U 

;P)-2-^9^;P-6, 7->?ti FD-5H— r ^tJ^yCl, 5-a]-< ^^\/-;i/-5-:^> 

mmm^c) t# e. ntcA- (2-^ ^;w5-:t^y-5H-r ^ y 1/ ci , 5-a] -r s is^y- 

;V-6(7H)— r;V) tf^U v?>-l-:^;V3i?>mtert->^5^;Vy?>>S^»J38b) t|W|il|fcU 

MR (300MHz. CDCI3) d : 1.53-1.75 (2H, m), 1.88-2.01 (2H. m), 2.28 (3H, 
s), 2.62 (IH, t). 2.81-3.02 (2H. m), 3.18 (IH. t), 3.47-3. 64 (2H, m), 3.99 
(IH, d), 4.18-4.27 (3H, m), 4.71 (IH, d). 7.01 (IH, d), 7.59 (IH, dd), 
7.89-7.96 (4H, m), 8.47 (IH, d). 
Ttim^^M C^HjsNASCl • 0. lEtOActbT 
WrWm (%) : C. 57.48 ; H. 5.10; N, 10.99 
^SiJfii (%) : C, 57.19; H, 5.17; N, 11.01 

6-(4-{3-[(6-iJ7DP-2-:^:75^;v)x;V5f;-;w ^D/ty^fM-i-tr^u >?n;w 

)-2-^^;i/-6. 7->' t H n-5H— r ^ y^/Li, 5-a] -f a mmm. 

46a) 4-h H □^>'-4-(7-:t^V-6, H D-5H-fcf P D [1, 2-c]-< $^V— ;U 

1.0 M, ISmL) ^THF (lOmL) ~T^^ni^rc^. -60'CtC?^5^bfco ^1(0^1^^5.6- 

FP-7H-t!Pn[l,2-c]-r a^y— ;i/-7-:r> (C. Christine et al. 
Tetrahedron, 56, 1837 (2000)) (1.0g)<DTHF^^ (50mL) <£:-60''CT?itTb, ^ 

omm-^ 2 mmib^^m^rco m^^x. myi^it^:^) ^^h. o. og) (Dmmmm misn 

) §-60'CTSP^fc:^. 4-:^4^Vtf^U5^>-l-:^;l'Jt^>^tert-:/5^;i/ (1.4g) (D 
THF (20mL) ^^*?^TL, I^MIlT? 3 Btrel/^J^^^if fee -60t:TiSfDit^bT>^ 
-'t^ATK^^ (50inL) 2rJP^. ^ia{::ML';^m^ i>PP3H;l/A (50mL) TtttHb 
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NMR (300MHz, CDCI3) 6 :1.45 (9H, s). 1.48-1.71 (2H, m), 3.15 (2H, bs). 
3.37 (IH, dd), 3.69-3. 92 (4H, m), 4.24 (IH, dd). 4.48 (IH, dd), 7.60 (IH, 
s), 7.74 (IH, s). 

46b) 6- (1- {3- [ (6-i^ n u-2-iry^JV) y n/ W M -4- tf^ U 

;U) -5, 6-S? k H n-7H- hf D D [1 , 2-c] ^ > WkM 

m^m^^^y-}\^::i^=l : l^i'&^i® (lOmL) {^^56^b. lOXPd/C 

(50 mg) «rjn;i. 7jc^#H^TT3i^K;&i#iiif;^o h^m^^X 
^mvTci^. ^m^mEEmmv. 6-(4-tf^u>^-;u)-5,6-i^bFa-7H-fcrDD 
[i.2-c]-r5i5^y-;p-7-:t>- 2mmm^n^mi^tvxmco :^^t^mf}^^m 
mmsc) t mmz vxmm^t^<^ (3oomg, 34%) ^ t hx^r^o 

NMR (300MHz, CDCI3) 5 : 1.17-1.55 (3H, m), 1.78-1.97 (IH, m), 2.29-2.55 
(2H, m), 2.73-3.03 (3H, m), 3.41-3.57 (3H, m), 3.88 (IH, bs), 4.53 (IH, 
bs). 4.71 (IH. bs), 4.95 (IH, bs), 7.58 (IH. dd), 7.86-7,99 (5H, m), 8.47 
(IH. s). 9.66 (IH, s). 
Ttm^^m CANSO4SCI • HCl • 0. SE^OtVX 
th^fit (%) : C, 54. 24 ; H, 4. 93 : N, 7. 91 
(%) :C, 54.37 ; H, 4.93; N, 7.86 

^»J47 

6- (i-{3- [(6-i7 o a-2-:h:7^;i/) 7.;V5f:-;W :/D/iy < ;i/}-4-t l< p^'^-4-t! 

^ U >^n;i/) -l-p< ^;i/-5, k F D-7H- 1! O D [1 , 2-c] ^ ^ ;i/-7-::r > 
47a) l-y^^)U-5.6-i^\i HD-7H-krDD [1, 2-c]-r 5 ^\/~-;i/-7-:^>' 

4-p^^;i/-iH-'f ^ ^V'-)\^-^-:^}WVVy^\i H*^ e):»i3m<^;^ffi (c. 

Christine et al. Tetrahedron, 56. 1837 (2000)) iZ^-DX^^VTz (iR^ 8.53; 
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NMR (300MHz. CDCl,) d : 2.44 (3H, s). 3.19 (2H. t), 4.31 (2H. t), 7.58 (IH. 
s). 

47b) 4-bHn4^>'-4-(l-^5^;i^7-:t4^V-6.7-S^b:Hn-5H-t!Dn[l,2-c]-f ^ 

mmm^ia.)i^n&nrci-^^)v-5, 6->?h HD-7H-tfDu [i. 2-c]-r ^^j^y-;!- 

-7-:t> (500mg) J6^^^»J46a) i|^a{cbT^fBfb^i^(790ing. 64X)^a-fe@ 

NMR (300MHz. CDCl,) 5 :1.45 (9H. s). 1.48-1.76 (4H. m). 3.15-3.21 (2H, 
m). 3. 82-3.95 (2H. m), 4.09 (IH, dd), 4. 39 (IH, dd). 7.60 (IH. s). 
47c) 6-(i-{3-[(6-i^DD-2-':h75^;i/)x;i//}N-;wynAV-r;W-4-h: \^u^-> 
-4- tf ^ U i^-;w-i-pt5^;p-5, 6->^fc h- D-7H-fcf n p [i, 2-c] ^ iS^:/~;i'-7-:r 

^mmm)-v^^nrc4-\i Kn^>^-4-(i-^9^;i/-7-:t^v-6, 7-s^t Fn-sn- 

tf nn [1. 2-c]-r 5i5^y-;i/-6-^;i/) tr^u 5?>-i-;«7;i/3j^>^tert-y5^;i/y&i^, 

^»j38d) t mm\z i^xmmt^m (i 70mg. 5ox) ^ a^i^a (i^mx^^ ;i'/x^ y 

NMR (300MHz, CDCI3) 6 : 1.46-1.89 (2H, m), 2.44 (3H, s), 2.83-3.06 (3H, 
ra), 3.32-3. 73 (6H. m). 3.97-4.12 (2H. m), 4.39 (2H, dd). 7.58-7.61 (2H. 
m). 7.88-7.98 (4H, m). 8.48 (IH. m). 
Tcmi^mm CjsH^jNsOsSCl • 0. eH^Oi: LT 
Wr^m (%) : C, 57. 00 ; H. 5. 20 ; N. 7. 98 
mmm (%) C. 55. 79 ; H, 5. 28 ; N. 7. 83 

6-(i-{3-[(6-^ D p-2-:^75^;i/) x;^J^^x;^] :/n/^y ;w-4-tf ^ u >^x;u 
)-i-^5^;i/-5.6->^h Ho-7H-tfDD[i.2-c]'r5iS^v-;i.-7-:t> mmm. 

lliiW7b)T#e.nfe4-t: Hn^v'-4-(l-^5^;p-7-:t^V-6, 7-v^t: KD-5H- 

tf DD [1, 2-c]-r ^^y~;i/-6-<;p) tr^u >^>-i-:^7;i'zl?>^tert-:;^5^;i/j{>^6 

^Jfi^J46b) t I^HHtC LT^^Yb'&i^ (41 Img, 38X) ^m^Mi^t bT#feo 
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NMR (300MHz, CDCI3) 6 : 1.31-1.40 (IH. m). 1.51-1.56 (IH, m). 1.80-1.98 
(IH. m). 2.28 (IH, bs), 2.50 (IH. t). 2.62 (3H, s). 2.75-3.09 (3H, m). 
3.25-3.31 (IH. m), 3.44-3.60 (2H. m). 3.88-3.89 (IH, m). 4.52-4.57 (2H, 
m). 4.78-4.87 (IH. m), 7.59 (IH. d), 7.88-7.97 (4H, m), 8.47 (IH, s), 
9.54-9. 58 (IH, m). 
Ttm^^m. C2BHJ7N3O4SCI2 • 1 . m^Oh 

(%) : C, 53. 29 ; H. 5. 37 ; N. 7. 46 
mmm. (%) : C, 53. 08 ; H, 5. 31 ; N. 7. 65 

6- (1 - {3- [ (6-i^ n D -2-^ y =5^)V) - y d y -r ; W -4- tf ^ u >^-;i/ 

)-6, 7->?k HD-5H-trDD [1, 2-c\^ 

^»J46b) T# e> n;fe6- (1- {3- [ (6-^7 □ D-2-:^ y -;w y n n j 

;w-4-if 6-i>^t h*a-7H-tf DP [1. 2-c]-r $^y-;i/-7-^> • 

(200mg) (0-JiPUU:x.^>mWL (3mL) fcgfj^ (2inL) ^^XS-^T Jim^ 

i^^^n-^-v^)^:^ (390mg) -^wc^x. immi^^m^tz.. K^mzm^ 

^Wm^Y^y^^hJmWL (30mL) ^iP^, @^mx5^;i/ (3GinL) TrJftmUfeo ^ 

/X^S7y-;^;0ie»^^^L^X®BBfb•a■i^(45IIIg. 24X) ^e^i^^tbT#feo 
NMR (300MHz, CDCI3) 6 ; 1.12-1.38 (2H. m), 1.57-2.20 (5H. m), 2.48-2.60 
(IH, m), 2.66-2. 68 (IH, m). 2.83-2.89 (IH, m), 2.98-3.18 (IH, m), 3.54-3.64 
(2H, m). 3.84-3.85 (IH. m). 4.06-4.24 (IH. m), 4.53-4.57 (IH. m), 4.98-4.99 
(IH. m), 6.82 (IH. bs), 7.38 (IH, bs), 7.56-7. 60 (IH, m). 7.88-7.95 (4H. 
m). 8.46 (IH, s). 

Ttm^mm C2,H26N304SC1 • 0. SH^O • 0. lEtOAct 
(%) : C, 57. 94 ; H, 5. 54 ; N, 8. 31 

mmm (%) :c, 58.04; h. 5.53; n. 8.04 
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N-(i-{3-[(6-i^op-2-:^:75^;W;^;i/3f:-;WynAV-f;H-4-fc!^U>^-;i/ 
50a) i-{3-[(6-i^DD-2-:^:75^;u)x;i'3iN-;wyD/iy-r;wtf^u^>-4-T 

tf^U~:^>-4-T^y (26g) t^yXrJVy"}! \^(27mL)7!}^^:Scmmm 
(Synthetic Communications. 22, 1357-2360 (1992)) OOiJ^^tC^CX. li-yx.ziJV 
^5^U7^>tf^gs?-;i.-4-y$>(49g. ^«W)$^^U. JltSST-Sii^ 

3-[(6-^po-2-:^:75^;^)7;;^7^c-;^]y□lf:t>^(2.•4g),N-7a:-;^^5^u 

X > fcf^ U >?:n;i.-4-y 5X1. 5g) i:HOBt (1 . 3g) ©>?^ n P ^ ^ > (50mL) ^^-v 
WSC(1.7g)^iB;^. ^iaT16l^^:d^#MWco ^iJ&l^fClNHCl (30mL) ^iD^. 
T8^^^;^>^^iif fe„ Kf^m^mm.:^ U A7jc^?^TT;U;^j > J mz bTt^. p p 

mmm^mm^zy u ;^<jr*;i.:^ ^ AT?«mbTMSEft;^i^ (2. og. 59515) ^w^mt 

NMR (200MHz, CDCI3) 5 : 1.59-1.70 (4H, m), 1.77-1. 92 (2H, m). 2.62-2.75 
(IH, m). 2.84-3. 02 (2H, m). 3.06-3. 25 (2H, m), 3.48-3.60 (2H. m). 3.76-3.84 
(IH, m), 4.32-4.40 (IH, m), 7.59 (IH. dd. J = 8. 8. 1.8). 7.93-7.98 (4H, 
dO. 8.48 (IH. s). 

50b) N-(l-{3-[(6-^ P a-2-^y^)V) :/P/NV ;W-4-lf ^ U i^- 
;|/) -IH-^ 5 yV-Jl^-4-tlJl^^^1)-^ H 

^»>)50a) T#e,n^ci-{3-[(6-i> p p-2-:^:75^;^)7.;^3J^-;^] :/p/>?/^;i. 

}t!-^U5^>-4-T5>(0.29g). < 5 ^!/>-;W4-:^7;i/5!|?>^(0. 08g) tHOBt(0.13 
g)O>'irpp^i5'>(30mL)^?^^WSC(0. 16g)^m. ^iaT16B#Ppl;6^#Jliffc„ 

ti^jv:ti^Ai^mmvxmmih^m (47mg. i3x) ^m^Bii^t VTmrco 

NMR (300MHz, CDCg 5 : 1.13-1.45 (2H. m). 1.92-2.08 (2H. m), 2.74 (IH. 
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t. J = 11.7). 2.82-2.89 (2H. m), 3.15 (IH. t, J = 11.7). 3.52-3.57 (2H. 
m), 3.78-3.82 (IH, m), 4.10-4.13 (IH, id), 4.36-4.41 (IH. m). 7.17-7.20 (IH, 
br), 7. 56-7. 59 (3H. m). 7.86-7.94 (4H. m), 8.45 (IH, s). 

^»J51 

l-{3- [(6-^7 p D-2-:^:75^;i/) yoAV-f ;H-N-[(lH-'r 5 

-4-1* Jl/) ^^-JV] tf^ U z^>-4-T 5 > 

} fc!^ U S^>-4-T 5 >(2. Og) . 1- h U 5^;i^-r 5 ^V~-)V-i-ti)\^?VV^\z K (1 . 8g) 
hWrno. SmL) ©1. 2-i^i^ p PX:$'>'(30mL)^|^^ h U T-fe h^e^7mb5tcr>^ 
:^ h U ^:7A (1. 3g) ^Jo^. ^iaT3I^K:d^^?ii?;fe. i^^<^^m:^7 U •^AtK^^ 

1- {3- [ (6-i7 p p-2-:t-:7 5^;u) xjv^-jv] :/d/i / ;w -n- [ (i- h u $ 
\/-;i/-4-rJl/)^^;Wif'^U>^>-4-T^>(3.0g. 84«)<&#:fe„ ii®4'FBi'f2^ 

(0.5g)^. ^i§'/-;Kl0niL):feJ:tKlNii:m(5mL){c:^^b, SO'CTS^Mj&i^jii'lf 

NMR (300MHz. CDCI3) 6 : 1.15-1.29 (2H. m). 1.79-1.93 (2H, m), 2.62-2.86 
(4H. m), 2.97-3.09 (IH. m), 3.48-3.56 (2H. m). 3. 63-3.75 (3H. m), 4.24-4.31 
(IH. m), 6.85 (IH, s). 7.52-7. 57 (2H. m), 7.87-7.93 (4H, m). 8.43(1H. s). 

II»J52 

l-{3-[(6-i^PD-2-:^:75^;^)x;^s^:-;|/]yp/^v-r;^}-N-[(2-;<5^;^-lH-1'^ 
y V-;i/-4— r ;i/) ^ bf ^ u >^ >-4-y ^ > 

52a) l-{3-[(6-i^PP-2-:^->'5^;W;;^;i.j}^-;Wyp/>?y<;i,}-N-[(2-^^;i.-l- 
^»J50a)T#e>nyS:l-{3-[(6-i^PP-2-:^75^;W;^;i'3j>n;U]ypAy-r;i. 
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}-4-tf^U >?>T5 >(4. Og). 2-^5^;V-l- h U ^Jl^ S.^V-JV-^-:^JVWly^ 

t: H (3. 7g) e>^ti0!i5i t nmizMTv^r ^ J ^tSfrV^, ^tB^t;^t» (1 . 9g. 24a;) 

NMR (200MHz, CDCl,) d : 1. 21-1. 28(2H, m). 1.61(3H, s), 1. 81-2. 03(2H, m). 
2. 61-2. 88 (4H, m), 2. &8-3. 11 (IH, m), 3. 47-3. 57 (2H. m), 3.63(2H, s), 
3. 75-3. 81 (IH. m). 4. 28-4. 34 (IH, m). 6.57(1H, s), 7. 10-7. 31 (15H, m). 
7. 33-7. 60 (IH, m), 7. 91-7. 96 (4H, m). 8.46(1H, s). 
52b) l-{3-[(6-^7na-2-:h:75^;Wx;i'5jN-;wyDA/-r;W-N-[(2-;><5^;i/ 
-IH— r ^ V-;v-4-'f U 5^ >-4-t ^ > 

|ISg^J52a) T# e>n;/ti-{3- [(6-i5' p a-2-:^:75^;W T'n/NV ;i/ 

} -N- [ (2-^ ^;p-i- h u ^ y \/-;i/-4-'r ;w ;< tr^ u -J >-4-t ^ > • 

(0.4g)j&ie>^JI«»l51i:|B):||lc:|JJbU5";Wt:bT., MIB{t;^'^(0.23g, 87!«)^e^ 

NMR (200MHz. CDCI3) 6 : 1.19-1.31 (2H, m), 1.83-1.96 (2H, m), 2.37 (3H, 
s). 2.68-2.91 (4H, m), 3.00-3.13 (IH, m). 3.51-3.60 (2H, m), 3.72-3.82 (3H, 
m), 4.28-4.34 (IH, m), 6.74 (IH, s), 7.61 (IH, dd, J = 8. 2, 1.8), 7. 87-7. 97 (4H, 
nO, 8.47(1H, m). 

IIM53 

l-{3-[(6-i7 D U-l-^VJ-M -^unj^ ;H-N-[(4-p^5^;i/-lH-'l' 5 

y^/-;v-5-f ;w ^^)V\ tr^u v^>-4-t^ > 

53a) i-{3-[(6-^nn-2-:h:75^;i/)7.;i/>i>n;i/]:/DAV'i';W-N-[(4-p^5^;wi- 
^SS^aJSOa) T# S nfe 1- {3- [ (6-57 D P -2-:^ v :/D/1 / -f ;i/ 

} tr^ U >^>-4-T s >(2. og) X 4-;< 5^;i/-i- h u ^ ^ ;p-5-:^7;w\';i/-x 

t H(1.9g);^>^e>^»J51i|S|^{cM7ic6<JT$y'ft:^^ff(^i^ MfB'fk;^#j(2. 2g, 59SK) 

NMR (200MHz, CDCI3) 5 : 1. 21-1. 29(2H, m), 1.39(3H. s). 1 . 78-1 . 98 (2H, m). 
2. 66-2. 89 (4H. m), 2. 97-3. 14 (IH, m), 3. 49-3. 57 (2H, m), 3.65(2H, s). 
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3. 71-3. 80 (IH, m), 4. 26-4. 32 (IH, m), 7. 11-7, 32 (16H, m), 7. 54-7. 59 (IH, m), 
7. 91-7. 95 (4H. m), 8.46(1H, s). 

53b) 1- {3- [ D 0-2--^ y 7s ; W rfunj-i m -n- [ (4- ^ 
-iH-f $yy-;i/-5-r ;W :^^M tf^U >^>-4-T5 > 

mM¥i 5 3 a) -e# e>n;^i-{3-[(6-i^DD-2-:^>'5^;v)x - n / w -r ;i' 
}-N- [(4->^5=-;w-i- h u ^ i5^v-;i/-5-r ;w tf ^ u >^>-4-t ^ > 

(0.7g)55^e.||JI^J51<i:l^^(c:fl}ihU^;WbLT. MIB^b'&^l (0. 20g, 76a:)^e^ 

NMR (200MHz, CDCI3) 6 : 1.20-1.30 (2H, m), 1.78-1.98 (2H, m), 2.15 (3H. 
s), 2.65-2.87 (4H, m), 2.95-3.12 (IH, m), 3.45-3.58 (2H, m), 3.67-3.78 (3H, 
m), 4.23-4.30 (IH, m), 5.01-5.68 (IH. br), 7.36-7.41 (IH, m). 7.54 (IH. 
dd), 7.88-7.93 (4H, m), 8.44(1H, s). 

^liM54 

i-{3- [(6-i57 n 0-2-^:7 x;i/3i>n;w yn/^y ;i/}-N-[(iH--r ^ y^J—)^ 

^Ji^i|50a) T# e>n;^i- {3- [ (6-57 n n-2-:^:7^;i/) x;i'5fsn;i/3 ':funj^ )V 
} tf ^ u >?>-4-T 5 > (0. 5g) X -r 5 i5^^/— ;^-2-;^7;w^v^x t F (o. i3g) fj^i^mM 

NMR (200MHz, CDCI3) 6 : 1.02-1.48 (2H, m), 1.80-2.03 (2H, m), 2.69-3.06 
(5H. m), 3. 53-3.60 (2H, m), 3.75-3.96 (3H, m), 4.29-4.43 (IH. m). 7.02 (IH, 
s), 7.04 (IH, s), 7.51(1H, dd), 7.93-7.98 (4H, m). 8.49(1H, s). 

*Jg^J55 

N- (1- {3- [ (6-iJ7 D t2-2-±y^jU) y d/i y -< ;u} -4- tf ^ U 

) -N- (IH-f a yV—JV-^-^ )V) h T 5 H 

^»J5iT#e>nfci-{3-[(6-i7 D 7.;i/3j^:ii;W ypyiy < ;i/ 

}-N- [ (1- h V 5 ^^/-;i/-4-i' ;w) ^ 9^;!/] tf^ u s^>-4-7 ^ > (o. 6g) . h 
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ij X.^)VT 5 > (0. 24mL) (D>^^ati^^> (30mL) m^^^^T. iiftT-fe^;!/ 

(G.o68mL)^joA. ^iai?i6^F^:6^#ig-if fc. mm^^^W:. mmm\zhuy)v:t 

NMR (200MHz. CDCI3) 6 : 1. 52-1.84 (4H, in), 2.15 (3H, d), 2.44-2.60 (IH, 
m), 2.79-3.10 (3H, m), 3.49-3.56 (2H, m), 3.58-4.07 (2H, m), 4.32-4. 37 (2H. 
m), 4.49-4.63 (IH. m). 6.79-6. 89 (IH, m), 7.47-7. 59 (2H. m), 7.89-7.95 (4H, 
10 m), 8.43-8.46 (IH. m). 

11^56 

N-(i-{3-[(6-^ a p-2-:^:75^;i/)x;i/fc;i/] :/n/iy-r;i/}-4-tf^U v'n;!/ 

15 ||»J5lT#6>n;/S:l-{3-[(6-57DD-2-:^>'^;^)x;^3^^::l;^]:?'□/^V'1';^ 
}-N- [ (1- h u 5^;w 5 iry-;i/-4— r ;0 ^ t?^ u >^>-4-t5 > (o. eg) > h 

U X^;i/7 ^ > (0. 24inL) <Di^^nti;^^> (30mL) ^M'\^X}^T> Mlb;^^?^ >7.;V 

(o.o74inL)^m^ mw^imm-^-^^m^nio mm^^^^^ mmmizh 
y Axmm vxmB^t^m (9omg, i m ^mn^m^ ^ LT#fco 

NMR (200MHz, CDCI3) <5 : 1.58-1.87 (4H, m), 2.17 (3H, s), 2.30-2.48 (IH, 
m), 2.64-3.09 (3H. m), 3.47-3.63 (2H, m), 3.72-3.94 (2H, m), 4.21-4.39 (2H, 
25 m), 4.51-4.57 (IH, m), 6.97 (IH, s), 7.51-7.55 (2H, m), 7.82-7.92 (4H, m), 
8.42(1H, s). 

^»J57 

l-{3- [ (6-^ P - ;W yuA / -r M -h-jl^ji-^- C (.2-^ ^ 
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(0. 5g) . T-fe h T;i/^b (0. OSmL) H)^ 6llJg^J51 1 bTMIB'fb'&i^ (0. 23g. 
65%) ^jSfem^lJ^^^ bT#fco 

NMR (200MHz, CDCI3) 5 : 1.03 (3H, t), 1.32-1.46 (2H, m), 1.72-1.86 (2H, 
m). 2.38 (3H, s), 2.46-2.58 (3H, m), 2.69-3.02 (4H, m), 3.52-3.60 (4H, m), 
3.81-3.88 (IH, m). 4.49-4.56 (IH. m). 6.72 (IH, s). 7.29(1H, d), 7.58 (IH. 
dd). 7.92-7.97 (4H, m), 8.47 (IH, s). 

^M^J58 

N-(i-{3-[(6-:^ p p-2-:^75^;^);^;^3^c-;^] 7^n/iy -i';w-4-tf^u 

) -N- [ (2-^ 5=-;i'-lH-f ^ yV—JV-A-f )V) ^ h T ^ H 

^il«ai52a)i?#e>nfei-{3- [(6-i^ D o-2-:^•75^;^) ^p/w -r ii- 

}-N- [ (2-^ 5^;i/-i- h u ^ ^v-jv-i-i M ^ tf ^ u >'>-4-t ^ > 
(0. 5g). mity^^^vio. oQmL)i!}^&mmmB^tmM\zvTm^ih^^(o. ug, 

NMR (200MHz. CDCI3) 6 : 1.25-1.77 (4H, m). 2.16 (3H, s). 2.33 (3H, s), 
2.41-2.48 (IH, m), 2.58-3.05 (3H, m). 3.49-3.58 (2H, m), 3.79-4.03 (IH, 
m). 4.27-4.32 (2H, nO, 4.56-4.67 (2H, nO, 6.68(1H, d). 7. 54-7.60 (IH, m), 
7.89-7.97 (4H, m). 8.44-8.48 (IH, m). 

IIJ6«aj59 

7- (1- {3- C (6-^ D X JP5fsn;i/] :/p /^^ y -4- tf'^ U z^:=-)V 

) -3-^ W, 8-5^ t H P 5 [1 . 5- a ] hf 7 >-6 (5H) -:t > 

^Jg^H|52a) Tf#e>n;fei-{3-[(6-i?pp-2-:^>'5^;i/):^;i'jKn;W7'PAV'f;i/ 
}-N-[(2-^5^;v-i- h u 5";w 5 iS7V-;v-4-f ;w y if >'>-4-t5 > 
(0. 5g).m.it^ p PT'fe5^;Ko. ijaL)i)^^mMmi^tmM\z\^xmm^t^^io. osg, 

24SK) bT#feo 
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NMR (200MHz. CDCI3) d : 1.60-1.80 (4H, m), 2.38(3H, s), 2.63-2.72 (IH, m), 
2.86-2.99 (2H, m), 3.10-3.29 IH, m), 3.50-3.64 (2H. m). 3.97-4.03 (IH, m). 
4.42 (2H. s). 4.55 (2H. s). 4.69-4.82 (2H. m), 6.80 (IH, s). 7.62(1H. dd). 

7.90- 7.99 (4H, m), 8.50 (IH, s). 

N- (1- {3- [(6-:^ o D-2-:^ y -zfun/^M -4- 1!^ U i?r:;i/ 

) -N- [ (4-^ ^)W\Yi-^ $ iS^\/-;l/-5-r )V> :^ T-k h T ^ H 
^»!)53a) T# e> nfc 1 - {3- [ (6-i7 P P -2-:h:7 ;^ A y 

}-N-[(4-^5^;Wl- h U ^Ji^^^y^Z-JV-i-iM :f^j-M tf^U i^>-4-T5 > 
(0. 5g) . li'fkT-fe^;!' (0. 06inL) il^ e>^Ji^J55 ii WmzA^X.mmc^ (0. 1 Og. 2851;). 

NMR (200MHz, CDCI3) 6 : 1.60-1.78 (4H, m), 2.18 (3H, s), 2.19 (3H, s). 
2.49-2.55 (IH. m), 2.78-3.08 (3H, m). 3.48-3.62 (2H, m), 3.65-4.05 (IH, 
m), 4.24-4.39 (2H, m), 4.48-4.65 (2H. m), 7.34-7.43 (IH, m), 7.57 (IH. dd), 

7.91- 7.97 (4H. m), 8.45-8.47 (IH. m). 

1- {3- [ (6-iJ7 D D-2-^r7 x;WJJ^n;W y n/i y ;W -n-x^;u-n- [ (4-^ ^ 

^»J53a) T# e. n:fei- {3- [ (6-^ P P-2-:^:7^;w y a /t y -r ;!/ 

}-N-[(4-y 5^;i/-i- h u ^jv^ 5 iS^y'-;i/-5-i';i/) y tf^u >^>-4-T5 > 

(0. 5g)> T-fe hT;i/xt: F (0. Ob!siL)i}^^mmMSl tmm^zVxmBit^miO. 14g, 

40%) ^mm^^tvxmtco 

NMR (200MHz, CDClj) 6 : 0. 99 (3H, t), 1.32-1.47 (2H, m), 1.71-1.84 (2H, 
m), 2.18 (3H, s), 2.38-2.55 (3H, m), 2.70-2.94 (4H. m), 3.52-3.58 (4H. in), 
3.82-3.88 (IH. m), 4.49-4.56 (IH. m), 7.55 (IH. s). 7.57 (IH, dd). 7.92-7.96 
(4H. m). 8.47 (IH, s). 
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7- (1- {3- [ (6-^ u u-2-±y^jv) zfuAy^ ;H-4- tf ^ • J 

)-7. 8-S?b HD-r 2- a] t!^>?>-6(5H)-:r> 

^M«»J54T#fci- (3 { [ (6-^ p x;i/7l^-;w y d/\° y < 

}-N-[(lH-<^i5^\/>-;i/-2-r;W^5^;Wtf^U>'>-4-T5> (0.5g), Mit^a 
PT-k9^;i/(0. liDL)/&^e>^JS^J55t|Wl^{CbT^|BYb^«^(0.03g, 55K) 

NMR (200iMHz, CDCI3) 5 : 1.61-1.81 (4H. m). 2.56-2.72 (IH. m), 2.87-2.97 
(2H, m). 3.11-3.28 (IH, m), 3. 54-3.62 (2H, m). 3.97-4.09 (IH. m). 4.49 (2H, 
s), 4.69-4.78 (4H. m). 6.89 (IH. s), 7.11 (IH, s). 7.60 (IH, dd), 7.95-7.99 
(4H, m), 8.49 (IH, s). 

^iS^3J63 

7-(i-{3-[(6-^ D n-2-:^:75^;W;;^;P3}>r:;i/] yo/\v-<;W-4-h!^U >^-;i/ 
) -3-p^ 5^;i/-5. 6. 7, 8-r- h ^ t H D -r ^ iS^ y [1 , 5-a] tf ^ > 

-r 5 yV-JV-i-tUWVVy"}! K (3. 5g) fe^M^llS 1 i mUiZ LT4- [ (2-^ 5^ 
-1- h U ^;i/-r ^ T 5 y tr^ U i^>-l-;)!7;P3i^>mtert- 

>^^;K4.0g, m)^mco 'A\z. ^:®{t:^#ftmt:i7PnT-fe^;Ki.iinL);&>e, 

^il^J59i[Rj^}CbT4-(3-^5^;i/-6-:t4-y-5. 6->?t Ko-f ^yV'Tl, 5-a] tf^ 
>^>-7(8H)-^;V)lf^U>^>-i-;«;;P7}^>Mtert->^5^;K2.0g. 8G«)$#y^c<. ;in 

^THF(20mL)tC^^U, 1M<D7}?^> • THF#t#THF(18mL)^^^iJP^, — i^feJni^iieiiE 

:tuwm.(.n\siL)\zmm\^> mocim:. rn^rnm) t:mm.\z. 3-[(6-i^np-2-:^ 
:75^;wx;u5tc-;w ytu tf:^->m(i. 7g) t.m^\.xmmt^m(s^. 04g, i. 4si;) ^ 

NMR (200MHz. CDCI3) 5 : 1.17-1.48 (2H. m). 1.80-1.94 (2H. m). 2.27 (3H. 
s). 2.58-2. 63 (2H. m), 2.81-2.89 (4H, m). 2.98-3.12 (IH. m), 3.42-3.56 (2H. 
m), 3.70-3.81 (5H, m). 4.43-4.50 (IH, m), 6.59 (IH. s). 7.54 (IH, dd). 



wo 2004/048363 PCT/JP2003/014793 

108 

7.89-7.93 (4H, m), 8.44 (IH, s). 

7-(i-{3-[(6-tJ7 D D-2-:^:75^;W;^;i/7iN-;i/] 7'D/iy-r;i/}-4-fcr^U 

) -1 , 5-zP;<^)V-7, 8->? h F D < ^ [1 . 5-a] tf ^ >-6 (5H) > 

53a) s tife 1- {3- [ p xji^^^iM :/d/\- 

}-N-C(4-p^ 5^;i/-i- h u 5^;u-f 5 :5^y-;i/-5-'r;W tf ^ u >?>-4-t$ > 

(1 . 5g) > mt2-^ any a tr:tn;i/ (o, 24inL) H)^ ^mmm^Q h mm\z vxmw^^t^ 
#;(o.66g. m)^B^^^tVTnrco 

NMR (200MHz, CDCI3) a : 1. 16 (3H, d), 1.69-1.76 (4H, m). 2.20 (3H. s). 
2.48-2.78 (IH, m). 2.93-3.02 (2H. m), 3.11-3.30 (IH, m). 3.53-3.73 (2H. 
m), 3.98-4.05 (IH. m), 4.33 (2H. s), 4.72-4.78 (3H, m). 7.46 (IH. s), 7.62 
(IH. dd). 7.96-7.99 (4H, m). 8.51 (IH, s). 



2-(i-{3-[(6-i^ D D-2-:^:75^;i/)x;P7}^-;W :/D/iy-r;i/}-4-tf^u 

)-7-p^5^;i/-l. 2->?fc HD-3H-r 5 yVll, 5-c]-r $ i^V-Jl^-Z-^> 

} -N- [ (4-p< 5^;i/-i- h u 5^;i/-r ^ yv-ju-s-i ju) ^ tr^ u e;? >-4-t ^ > 

(1.5g)SrlNmM(20inL)tc:^^b, 70"CT4^P^5{|i^^gif;'t„ ^Ji£C|^*^^ 

mmV. DBU (0. 16mL) ^^niJ)V^-)Vi^^ ^ ^V-)V(Si. 19g) ^in^fco SiiS:?^ 

^m^iy U ;^7^;P;^ ^ ATM^bTMB'fb^^/ (83ing. 7«) LT#fco 
NMR (200MHz, CDCI3) 5 : 1.64-1.88 (2H, m). 1.96-2.04 (2H. m). 2.24 (3H. 
s). 2.60-2.73 (IH. m), 2.87-3.01 (2H, m). 3.15-3.27 (IH. m). 3.46-3.73 (2H. 
m). 3.99-4.33 (2H, m), 4.28 (2H. s). 4.71-4.78 (IH, m). 7.62 (IH, dd). 
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7.87-8.00 (4H, m), 8.51 (IH, s). 

7-(i-{3-[(6-i^ D D-2-:^:75^;wx;i/3jN-;i/] :/p/i/-r;p}-4-tf^u 

)-l-^^JV-7, 8-i^t: Ko< $^y[l, 5-a] tf ^>?>-6(5H)-:r> 
^JS^J53a) T# e>n;t l-{3- n a-2-:^:75^;W ;:?.;i/7jN-;i/] y n AV -r 

} -N- [ ^Jl^-l - b U 5^;i/-f ^ ^y-;i.-5-^ tr^ U >-4-T 5 > 

(0.5g). :^YbT-fe5^;i/(0.1inL)5e>^eil»J59t|l|:^fcbTSIB'fb^i^(0.11g. SOX) 

NMR (200MHz, CDCI3) (5 : 1.67-1.81 (4H, m), 2.19 (3H, s). 2. 59-2. 72 (IH. 
m). 2.87-3.02 (2H. m), 3.08-3.32 (IH, m). 3.50-3.65 (2H, m). 3.99-4.08 (IH. 
m). 4.19 (2H, s). 4.67 (2H, s), 4.71-4.82 (2H, m), 7.44 (IH, s). 7.62 (IH, 
dd), 7.90-7.99 (4H, m), 8.50 (IH, s). 

^M^J67 

7-(i-{3-[(6-i^ n u-2-i-y^)i)x)V:^-M :/DA/-r;W-4-tr^u >?r:;i. 
)-l-^5^;P-5, 6. 7, 8-5^ h'^/W F n-r ^ iJ^yCl. 5-a] If ^5/> 

4-T$ y k!^U i^>-l-;^7;i./}^>mtert-:/5^;K2. Og) i:4-^5^;i.-l- hV^)l^ 
^ ^iS'V-;i/-5-;?j;W\';U5^t H(3.5g)j&^e>||ii^J51i:|^afc:LT4-[(4-^^;U 
-1- h U $ iS^y-;i-5-<;W T5 y tf^U >^>-l-;t7;U3i?>mtert- 
y5^;K4.5g, 84!K)^#fe„^^{c. ;i(D>fb'^#j(3. Og) ttl;{b:/ntT-fe^;Kl. 4raL) 
;0^e>^»!l59i:imitcLT4-(l-^5^;i/-6-:t^V-5, 6->?t: Hn-f ^^V[l, 5-a] 
tr7>^>-7(8H)-'f ;W tf^U >^>-l-tlJV:^>mievt-^^Jl(2. Og, 67X) ^#feo 
^n^m(20mL)\zmmU lM©3|^^>.THF#f#rrHF(18mL)^^Srm> -Djfc&nf^ 
51$fEL/feo >K^S^^lN:Sim(20inL)^}tin^j5i#?iif;t^, mmLfc. B^m^h^J 

y)v:tamm(nmL) izmmi^. moc^m. mmmm) tmmiz. 3-[(6-^ p d-2- 
iry^M xjv^.-M fa \d:t>m(i. 7g) tm^vxmmt^mio. ug, i%) ^ 

NMR (200MHz, CDCI3) 6 : 1.39-1.57 (2H, m). 1.85-1.99 (2H. m), 2.11 (3H. 
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s), 2.56-2.94 (6H, m). 3.02-3.14 (IH, m), 3. 53-3.60 (2H, m). 3.69 (2H, s), 
3.71-3.82 (IH, m), 3.89-4.00 (2H, m), 4.50-4.57 (IH, m), 7.30 (IH, d), 7.58 
(IH, dd). 7.93-7.97 (4H, m). 8.48 (IH. s). 



^»J68 

2- (1- {3- [ (6-iJ7 D ^-2-± y :/d / w M -4- tr^ u >^n;i/ 

)-5-^^;u-i. 2-i^t KP-3H— r ^y\/ci. 5-c]-r ayy-;v-3-:^> 
mmmm) T#enfe5-^5^;i'-2-(4-tf^u >?zi;0-i, 2->? t h d-sh-t ^ 

VCi, 5-c] -r ^ i5^\/— ;i/-3-:t >(2. Og) , 3- [(6-^57 a D-2-:^>'^;i/) 

y^D bf:t>^(2. 7g) . HOBt (1. 5g) *5 h U X^JUT^ >(1. 27mL) (Dv^ii' D □ ^ 

^m^iyvt!^jvt!yAX'mmvr:i. ^^m^^:-^ y-)vf)-^^nm^vx. mm 

^t^m(.2. 36g. 52«) ^B^mB (SH^igsr) i:bT#fco 
NMR (200MHz, CDCI3) d : 1.58-1.72 (2H, 1). 1.86-1.99 (2H, m), 2.61 (3H. 
s), 2.63-2.68 (IH, m), 2.81-3.01 (2H, m), 3.14-3.23 (IH, m), 3.46-3.65 (2H, 
m), 3.97-4.02 (IH, m), 4.13-4.22 (IH, m), 4.25 (2H, s), 4.69-4.74 (IH, m), 
6.70 (IH, d), 7.59 (IH. dd). 7.89-7.96 (4H. m). 8.47 (IH, d). 
Ttm^mm C^H^NASClibT 
th^^a (%) :C, 57.54 ; H, 5.03; N. 11.18 
(%) :C, 57.28 ; H, 5.03; N, 10.91 

2- (1- {3- [ (6-t^ □ u-2-ir y ^)V) x;!/ -funj^M -4- tf ^ U 

) ^;wi , fc H p-3H-r ^ [1 , 5-c] -r s y v/-;i/-3-5t' > 

69a) 2-(l-^>-:^;i/-4-tf^U >?r:;i/)-5-^5=-;i/-l, 2->^k Hn-SH-I* ^r^^y 
[1, 5-c] -f ^ i$^\/-;i/-3-:t > 

2-^5^;i"r^y\/-;i/-4-*;i/A;i/5^fc: H(ii.og), \-^>-J)V\f:^^)-j>-^- 

>(19. Og) *5 (6. 7mL) ®1. 2->?;j7 n OXiJ' >^?^(200inL) '\5!lC^^T^ h 
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u Tiz h^i^Tkm^t^^mi- h u -^A (31. 8g) ^jjDA. mux^-m^^Mi^rco k 
*b:fc^> m^m^mmomL) \zmmv. n,ii'-tiji^=L)iz^-c^y^/-j\,(n, 8g) 

NMR (200MHz, CDCI3) 5 : 1-74-1.85 (4H, m). 2.07-2.20 (2H. m). 2.61 (3H, s. 
Me), 2.97-3.03 (2H. m), 3.53 (2H, s). 3.89-4.06 (IH. m), 4.30 (2H, s). 6.70 
(IH, s), 7.32 (5H. m). 

69b) 5-^5^;U-2-(4-tf^U>?-;W-1.2->^t: KD-SH-r^^yCl.S-cl-f 
— ;i/-3-:t> 

^jSi^j69a)Tt#e)n;fc2-(l-^>>?;V-4-tr^U >^-;U)-5-^5^;Wl. 2-S^t: F 
n-m-i S^^VU, 5-c]< ^i$^^y-;P-3-:^>(18. 2g) i:10!«Pd/C(50;K^7K : 1. 5g) 
^^i5'/-;K300mL)tcJjn^. 7lcm#H^T2.5B^l;0^^Mifj^„ fm^^^. ^ 

m^mmvrco mmm^mmx.^ji^-^^D->Tnmm vxmm^h^m do. 7g. 

8 35K) 

NMR (200MHz, CDCI3) 6: 1.56-1.89 (4H. m), 2.62 (3H. s. Me). 2.75 (2H, dt), 
3.17-3.23 (2H. m). 3.97-4.13 (IH, m). 4.32 (2H. s). 6.71 (IH, s). 

69c) 2- (1- {3- [ D u-2-'^y^j\.) y 0/ ;W-4- tf^ u s^- 

;i/)-5-pC^;i.-l. 2-i?t Hn-3H-r [1. 5-c]< 5iS^y-;U-3-:t> 

^MM69b)T#^n;^5-^5^;i/-2-(4-tf^U v::i;l/)-l, 2->?t HD-3H-r ^iS^ 
V [1 , 5-c] -f 5 i$^l/-;i/-3-:t >(8. 8g) i h U JL^Jl^T ^ >(6. 7inL) CDTHF (1 50inL) 

;K14. 7g)(DTHF(100mL)^^^^?&TT?i§Tbfe,^;&?^^Ot:-e5^ra>&^^jl 

miwAg, %\%)^m^m^ii\^xmco 

Ttm^^m. Cj^H^N^O^SCl <h L-T 
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th^M (%) : C, 57.54; H, 5.03; N, 11.18 
(%) :C, 57.42 ; H, 5.13; N. 10.99 

mmmio 

2- (1 - {3- [ (b-^ u y =^)V) x;v3Jn-;w :/ p a 7 M -4- u 
)-5-p^5^;i'-i. 2-i^h 1^ p-sH-r ^ 5-c]-r a yy— ;i/-3-:t> i^mm 

Il3i^j69c) T# e> nfc2- (1- {3- [ (6-^ p p-2-':^ y ^)V) x;i/3fc:n;i/] :/p y 
-r ;H-4-tf^U >^n;i/)-5-^^;i/-i, 2->^t H p-3H-i' 5 yVLi, 5-c] -r $ ^ V— 

;l/-3-:t>(0.50 g)CD^i5^y— ;i/(20 mD^li^^lNi^'fhiTK^X— 5^;V?§|^(4 mL)^ 

^:51^hXmmt^<^ (0. 51g, 863;) ^mm^^t VX^Co 
NMR (200MHz, DMSO-dg) <5 : 1.40-1.88 (4H, m), 2.54-2. 65 (IH, m), 2. 73-2. 79 (5H, 
m). 3.05-3.16 (IH, m). 3.63 (2H, t). 3.88-4.15 (2H, m), 4.23-4.39 (IH. m). 
4.55 (2H. s), 7.49 (IH, s), 7.74 (IH, dd), 8.00 (IH, dd), 8.17-8.31 (3H, 
m), 8.66 (IH, s). 

Ttm^^m C„HjsN404SCl • HCI • l. SH^O • 0. AEliOtVX 
(%) : C, 51.75; H, 5.60; N. 9.43 
(%) :C, 51.95; H, 5.56; N, 9.30 

^»J71 

2-(i-{3-[(6-^pp-2-^-y^;Wx;u*:n]-/pny^;H-4-tf^Ui^:^;v 
71a) 4-[(4-^5^;w 5iS^i/-;w-5-f ;i/) y] tf^u i^>-i-:fyjv:^> 
i-rs,/ tf^u 5^>-i-:jt7;pji^>m^>>^;Kiog), 4-^5^;w ^^y-;w5- 

•fy)Vn)V^\L H (4. 7g):feJ:Z^l^^(3. OmL) ^1, u PXiJ' XlOOmL) {C^^b> 

^wr. V u y-fe v^zyimwL^'^mi- v u (is. 6g) ^ipA., ^ja-r— 
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NMR (200MHz, CDCI3) 6 : 1.23-1.38 (2H, m), 1.85-1.95 (2H, m), 2.19 (3H, 
s), 2.64-2.74 (IH, m), 2.83-2.95 (2H, m), 3.72 (2H. s), 4.07-4.18 (2H, nO, 
5.12 (2H. s). 7.28-7.37 (5H, m), 7.44 (IH, s). 

71b) 4- (7-^5^;l/-3-:t^V-l, 2-S^b F D-SH-T 5 ^Vil, 5-c] ^ ^'/-J\^-2- 

U >?>-i-;it7;i'j}?>^^>>?;K7. og) >?i$^ n p ^ > (70111L) Jc^^b, 

DBU(3. 4iiiL) *5 J;r>X n'-io ^ (3. 5g) ^iJU^tco KJt^m^—m, 

NMR (200MHz, CDCI3) 6 : 1.63-1.76 (2H, m), 1.84-1.90 (2H. m), 2.22 (3H, 
s), 2.85-2. 98 (2H, m), 4.09-4.36 (3H, m), 4.27 (2H, s), 5.15 (2H, s), 
7.28-7.37 (5H, m), 7.85(1H, s). 

71c) 4-0, 7->^p^^;V-3-:r^V-l. 2-i^t: Hn-3H-f [1. 5-c] 5 i5^y- 

[1. 5-c]-r a y'/-'JV-2-f JV) tf^U z^>-l-:^JV:^>m^>i^JV(l. 5g) ^THF(40 
mL) -78'C-ri. IMU 5^0A^=^^1^^5^;i/5^v'^1f >THF^?^(4. 2iiiL) 

9 ATilil^bT^IB^t;-^^! (1. Ig, 71!«) ^mmnh bT#feo 
NMR (200MHz, CDCl) 5:1.54 (3H, t), 1.58-2.08 (4H, m). 2.22 (3H, s), 2.77-2.98 
(2H, m), 3.75-3.92 (IH, m), 4.26-4.46 (2H, m), 4.65 (IH, q), 5.15 (2H, s), 
7.37-7.40 (5H, m), 7.76 (IH. s). 

7id) i^{fc3- [(6-1^ p u-i-^y^^M x;u>J^:^;H zfun y^ji^ 
3-[(6-i^ pp-2-:^75^;W;^;U3i^:n;wyp tf:t>m(l4.9g)^ m.<t^:t=^)]^ 
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NMR (200MHz, CDCI3) <5 : 3.35-3.44 (2H, m), 3.49-3.57 (2H, m), 7.62 (IH. 
dd), 7.87-8.00 (4H. m), 8.48 (IH. s). 

71e) 2-(l-{3-C(6-i^na-2-:h:75^;i/)x;i/3j^~]7'D;iy<M-4-tf^'J>'::i;i' 
) -1 . 7-e^^ 5=-;U-l , 2->? t H D-3H-r S [1 . 5-c] -f ^ > 

ll»J7ic)T#5nfc4-(i. 7-e^p<^;i/-3-^^^y-i. 2-5^b Hn-sH-r 
[1, 5-c3-f 5:$^V-;i--2— r;v) tf^u )V-^>m^>i^)Viz. 3g) ^x^s^y 

-;i/(50mL) 105KPd/C(50X^7K: 1.6g)^iP;^> tK^SIH^T, — ^^^Mil 

i^DD-2-:^:7^;l/)7.;^:^^:x;^]:/^/^y-r;l/(o. 6g) ^M^Tco Rmm^^WLV2 

28%) ^mM^m^ t vxmcio 

NMR (200MHz, CDCI3) 5 :1.54 (3H, t). 1.88-2.05 (4H, m). 2.23 (3H, s), 
2.53-2. 64 (IH, m). 2.87-2. 95 (2H, m), 3.08-3.20 (IH, m). 3.54-3. 62 (2H, 
m), 3.81-3.94 (2H, jd), 4.62-4.72 (2H, m), 7.60 (IH, dd), 7.79 (IH, s), 
7.85-7.98 (4H, m). 8.49 (IH, s). 

2-(i-{3-[(6-^ □ D-2-:^:75^;i/)7.;i/jfcx;W :/D/iy-r;W-4-tf^u z^^jv 

)-5. 7->^;j<^;V-l, 2-v^fc: l« P-3H-r ^ 5-c] 5 ^'/—)V-Z-^> 

72a) 4-[(2, 4-^5^;K ^ :A^)Vr^ 7 ] tf^U v^>-l-:^?;l/3j? 

>Mtert-7'9^;U 

4-T5 y tf^U >?>-l-;^3;l/Jj^>mtert-::^5^;K4. 8g). 2, 4->^^5^;v-r 5^1/ 
-;i/-5-:^;U/\*;i/5^k H (3. Og) :fe<fctm®?(l. 7ml) <£rl, 2-5^^7 n PX^ > (50ml) \Z 
mmi^> ^^T> hUT-feh4^>'7jc^<b3fc'5'^^hU'^A(7.7g)^m. 
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^•vmmLxmmit^m (s. og. ^mm ^wm^m^t i^xmco 

NMR (200MHz. CDCl,) (5 : 1. 27-1. 40 (2H, m). 1.45- (9H. s), 1.85-1.90 (2H, m), 
2.15 (3H. s), 2.31 (3H, s), 2.66-2.80 (3H, m), 3.71 (2H. s), 4.00-4.18 (2H, 
m), 6.06 (2H, brs). 

72b) 4-(5,7->?;)^5^;V-3-:^^y-l,2->^t Ha-SH-f 5 ^^[1, 5-c]-f ^^5^^/- 

^Sg^J72aT#fe4-[(2. A-z^^^JV-i 5 y^-JU-S-i M 7 ] tf^ U 

i^>-l-iJJV:^>mteTt-y^JliS. Og) z^i^au;A^>(mml) izmMV. 
DBU(3. 6inl):fe N'-;^;U7}^-;i.5^^ ^ ^V-JVii. 9g) ^Jo^fco Kftl^^-m 

^ ATMMbTmB^b-^tf (7. 8g. m) ^mM^m-^t vxmzo 

NMR (200MHz. CDCI3) 5:1.47 (9H. s), 1.57-1.72 (2H. nO, 1.77-1.92 (2H. m), 
2.15 (3H, s), 2.57 (3H, s). 2.77-2.88 (2H. m), 4.03-4.15 (2H, m). 4.20 (2H. 
s). 4.29 (IH, brs). 

72c) 2- (i-{3- c (d-^ u u-i-ry^M 7>;u*-;i/] y n;\v 'T ;i/}-4-tf^ u e^- 

;W-5, 7->^p^5^;i/-i. 2->?t: F P-3H-< 5 yVU, 5-c]-r $y V-;W-3-:t> 
^ilfi^j72b)T#;fe4-(5. 7-$^^5^;W3-;r^y-l, 2->?b: HD-3H-f ^ - 

[1, 5-c]-r $i5^y-;v-2-<;i/) tf^U>^>-i-;d;i/zK>^tert-y^;K5. Og) :&^g 

^^xsmiimmym^ v u ':>A7j<^^(i50mi) \zmm\^. mt^-ii^-i^ o D-2-:^ 
Tern. ^au:^)VAxmiii. mmm^myKwrn-^^^-y^j^x^rnvrzo mm^ 

®*bfc^. ^®^^^>U;^<>';U:^7^AT)WMbTMISYb^i^(3.8 g, 50!«)^e 

^m^ti^xm^o 

NMR (200MHz. CDCI3) 5 : 1. 62-1. 79 (2H. m), 1.83-1.99 (2H. m). 2.15 (3H. 
s), 2.57 (3H. s). 2.64-2.71 (IH. m). 2.86-2.99 (2H. m). 3.31-3.26 (IH, m). 
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3.49-3. 63 (2H. m). 3.97-4.18 (4H. nO, 4.75-4.96 (IH. m). 7.61 (IH. dd). 
7.89-7.99 (4H. ra), 8.49 (IH. s). 

mmmn 

i-{3-[(6-i^ D u~2-i-y^jv) y n/w < ;W-4-[2-(iH-r 5 /- 

;i/-4— r ;w x.^m tf^ u >^> 

73a) 2-{i-[3-(6-^r n ^-2-:^T5^;^);;^;^J^^-;^] >^n/iy < ;i/}-4-tf 
2- (4- tf-< U Xi$^ y (3. 70g) tmm7m± h U A (2. 03g) ©tK (50 

mL) -THF (50mL) M-^m^mmmm -cm^nrcmtz- c (e-^^ p ^-2-:^ >^5^;w x 
mmx^xmmt^mi.^. isg, m^n^^mnhvxnt^o 

NMR (200MHz. CDCI3) d : 1.01-1.13 (2H. m). 1.45-1.56 (2H. m). 1.67-1.81 
(2H. m). 2.45-2.57 (IH. m), 2.80-2.90 (2H, m), 2.93-3.06 (IH, m), 3.52-3.60 
(2H, m), 3.66-3.83 (3H, m), 4.44-4.50 (IH, m), 7.59 (IH, dd), 7.93-7.97 
(4H, m), 8.47 (IH, s). 

73b) <i:•5fb2-(l-{3-[(6-^7^D-2-:^>'5^;^)x;^7^c-;^]y^Ay-r;^}-4-tr^ 

^iiW3a)T#6n:^2-{i-[3-(6-^^ o □-2-:^:75^;Wx;i/;j>-;W :/PAV-r 
M -4- tr-s u xi^' y -;K6. 1 8g) ©@^^x5^;i. (loomL) ^ > 

7.;P3jNx;Ki.4iiiL)^^?^TTm. 1.5^rp1:d^#^ilf;/t„ Sj;S^^7jci5fem. il7jc 
(lOOmL) \zmm\^.^oi\:-^ h U -^A (11. 3g) ^Jnx.T.m^T24Bf r^lJ&^^jgif fe, 

*»MbT^ie>ft:^i^(5.58g. 7ix)<&#^, 

NMR (200MHz, CDCl,) 6: 0.90-1. 23 (2H. m), 1.60-1.84 (5H. m). 2.46-2.58 
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(IH. m). 2. 82-2.90 (2H. m). 2.95-3.08 (IH, m), 3.20 (2H, t. J = 6.7). 3.51-3.60 
(2H, m), 3.79-3.86 (IH, m). 4.46-4.53 (IH, m), 7.60 (IH, dd), 7.92-7.97 
(4H, m). 8.48 (IH, s). 

73c) i-{3-[(6-i^np-2-:?-:75^;Wx;i'Xl^n;w>^DAy-r;W-4-[2-(iH-r^^ 

5 y (0. ig) . mm:^ v^a (o. 4g) ^dmf (30II1L) izmmi'. ^^t. mm 

^J73b) e> nfc <k -5 {b2- (1 - {3- C (6-i^ D n-2-:^ :7 x;P7j^zi;w :/D A y 
-i ;w -4- tf ^ u >^-;i.) x5^;i/ (o. sg) ^iaxfco R}^m^sox:'vmmib^ mm^fz 

T*»MbTMi3<i:^#j(o.i3g, im^mM^mth^mtz. 

NMR (200MHz. CDCI3) 8 : 1.01-1.18 (2H. m). 1. 29-1. 57 (IH, m), 1.64-1.77 
(4H, m), 2.39-2.51 (IH. m), 2.80-3.01 (3H, m). 3.51-3.60 (3H, m), 3.77-3.84 
(IH. m). 3.94-4.01 (2H, m), 4.44-4.51 (IH, m), 6.90 (IH, s), 7.07 (IH, s), 
7.49 (IH, brs), 7.57 (IH, dd), 7.91-7.96 (4H. m), 8.47 (IH. s). 

IIM^74 

5-^ n P-2-{3-;f ^y-3-[4-(5. 6. 7, 8-5^ h ^ h H D-f 5 [1, 2-a] bf U 

-3-r ;w-i- tf^ u y D tf;wx;i'3t^-;p-iH-^>X'f 5 ^V-)V 

74a) 3- (5-i> D n-lH-^VX-f a ^y-;!.) ^ a hf :t U 

3-(5-i>PD-lH-?>XV^>ry-;W5-:tyPtf;r>m(Indian J. Chem.. 
11 (11), 1119-21 (1973)) (5.0g)*rU-;PT;l^P-;K50mL)Jc^^b. mt"^ 
:^n;Kl.6mL)^JP;t, Si;&^^2^r^Jlgfg^, MULfc, ^mm^^MtlU^A 

o 

NMR (200MHz, CDCI3) 6 : 1.72 (9H, s), 2.97 (2H, t), 3.54 (2H. t), 4.63 (2H, 
dd), 5. 22-5.38 (2H, m), 5.86-6.04 (IH. m), 7.17-7.28 (2H, m), 7.47-7.58 
(IH, m), 7.72-7.86 (IH, m) 
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74b) 5-^ n n-2-{3-:t=¥V-Z~ [4- (5. 6. 7, 8-t- h ^ h F D-^ ^ ^^/U, 2-a] t! U 
tert-:/^^;!/ 

-;K4.og). 4-(i^^5=-;i/T5y)tru>?>(o.ig)^THF(40inL)(c^^L'> -^m-y 

©5^(1.5g)&THF(40iiiL)tc:^^U ^;H-*7Am(0. Big), 5=- h^^;^ h U :7i 

n;v!jNX>'^>/i7>?':7A(o.2g)<£m. ^MT-ife7&^#?iiffco K)tM^mm 

U -5. 6. 7, 8-7^ h ^ t F D < $ iS^y [1 , 2-a] tr U > 2 mmM (0. 52g) . 

hUX5^;|/T$>(0.53iiiL). HOBt(0.32g):feJ;t;?ffSC(0.40g)?£SD;^, ^MTIBI^^ 

U tl^M ^ A-eMmUTMsS^b^tKl. 4g. eSX) ^^^J^^i: bx^fco 
NMR (300MHz. CDCI3) « :1.47 (9H, s), 1.51-1.77 (2H. m). 1.92-1.98 (6H, 
nO. 2.63-2. 75 (IH, m), 2.83-3.00 (5H, m), 3.03-3.23 (IH, m), 3.50-3.60 (2H, 
m). 3.79-3.85 (2H, m), 4.06-4.23 (IH, m), 4. 69-4. 76 (IH, m), 6.68 (IH. s), 
7.17-7.25 (IH, m), 7.45-7.54 (IH, m). 7.74-7.87 (IH, m). 
74c) u D-2-{3-:t^y-3- [4- (5, 6. 7. 8-5^ h ^ k F n-T ^ ^VU, 2-a] tf U 

i^>-3-'r;i/)-i-tr-!iU ^J=LM tf;wx;i.JiN-;i.-iH-^>xV $i5^\/--;i. 

^MM74b)T#e>nfc5-i^ PD-2-{3-:t^y-3-[4-(5. 6, 7. 8-7=- F ^ b Fn< 

5 ^Vli, 2-a] tf U ^^>-3-r;i/)-i- tf-^u tr;H^:t^>X-r 5 

~)V-\-t}}V^>meti-'f=^}V(.0. 4g) ^ F U :7;i/:tD@f^(5iDL) (C^^b.^MT 

0. 5B#F^j6^#^iWco m%^m^s^^. nmm^mmti u ^2^7mmrQr)Vi:} ^)mz 

(0. 74g) &^^Tjp;i;^, Kmm.^zmmmML'i^-fy^^m'^. mm^m^\^rz.m. m 
mm^i^^jti ^ivti "7 j^'vmmvxm^it'^m (56ing. 1 6*) ^mn-m^ <t 
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NMR (300MHz. CDCI3) 6 : 1.14-1.68 (2H. m). 1.86-2.12 (6H, m), 2.57-2.78 
(IH. m), 2.85-2.99 (5H, m), 3.10-3.23 (IH, m), 3.75-3.81 (2H, m). 3.94-3.99 
(3H, m), 4.36-4.42 (IH, m). 6.87 (IH, s), 7.28-7.34 (IH. m), 7.63-7.69 (2H. 
nO, 7.89-7.94 (IH. m). 

2- (i-{3- [ (6-i^ n xM-)]^-] y D Av -r ;w-4-fcr^ u z^^.jv 

) -1- (iH-r ^ ^y-;i/-4-r Mji^yy 

75a) 4-[2-(lH-f $3^y-;p-4-^;W-2-:t^ryX5^;W hr-^^>?>-l-;^7;U7j^> 
i?tert-y5^;i/ 

4-3- h'-lH-^ ^ iS^\/-;K2. Ig). ^ h ^;)t5^;i.X5^V'>>^T^ > (1. 7niL) <D 
TBFa5mL)mm^m:L^)].^if:^->r-fj^^UT'i KTHF^(22mL) $25'COTTilP 

NMR (20GMHZ. CDCI,) 6 : 1. 20-1.27 (2H, m), 1.47 (9H, s). 1.71-1.78 (2H, 
nO, 2.75-2.85 (4H. m), 3.31-3.39 (IH. m). 4.07-4.13 (2H. m). 7.19 (IH. s), 
7.65 (IH. s). 

75b) 2- (1- {3- [ (6-i? P 0-2-^-7 ^)V) x;P7iN y p/>?y ^ ;H-4- tr^ ij i^- 

;0 -1 - (iH-r ^ ^y-;p-4-^ ;i.) XiS^ y > 

^SIM75a)T#e.nfe4-[2-(iH-^ 5yy-;i/-4-i';i/)-2-:t^yx5=^;W tr^ 
^>^>-i-;^;;i/2i^>^tert-y5^;Ki. Og) $ h 'J y;i/:tni^^(ioinL) tc^^b, ^ 

Bocfb^. ^»!l50b) il^^f', 3-[(6-i^DP-2-±:75^;Wx;l/5f:-;i/]ynbf:t 
>^(1.0g)i:S|^LTMIB'fb'&i^(0.04g. 1. 4%) ^m^^^t l^xmco 
NMR (200MHz. CDCI3) <5 : 1.08-1. 26 (2H. m). 1.71-1.87 (2H. m). 2.10-2.32 
(IH. m), 2.50-2.62 (IH. m), 2.78-2.91 (4H. m). 2.99-3.11 (IH. m), 3.54-3.61 
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(2H, m), 3.78-3.85 (IH. m), 4.45-4.51 (IH. m), 7.59 (IH, dd), 7.75-7.97 
(4H. m), 8.47(1H. s). 

2-a-{3-[(6-iJ7 n u-2-'^y^)Wxjl^-M :/pny -f ;p}-4-hr^u 
) -1- (iH-r ^ y 

}_4_ tf^ ij i^-)V)-\- (iH-f 5 i$^y-;i.-4-< XiS^ y >(o. ig) ^y iS^ y 
(lOrnDfc^^b, ^?^T> 7K^'fb7tN'^m:^hU'>A(0.1g)§Jn^, ^iaT2l^rBl;&^ 

^iS^@*L/bM, ^®'^^i^U;^7y;i.;«77i.T*»^bTMtB'ft;^i^(i8ing. 

NMR (200MHz, CDCI3) 6 : 0.92-1.20 (2H, m). 1.27 (IH, s), 1.71-1.79 (5H. - 
m). 2.41-2.58 (IH, m), 2.84-3.07 (3H. m), 3.52-3.58 (2H, m), 3.74-3.81 (IH, 
m), 4.38-4.45 (IH. m), 4.80-4.98 (IH, m), 7.57 (IH, dd), 7.92-7.97 (4H, 
m), 8.47 (IH, s). 

*M^J77 

i-{3-[(6-i^ D D-2-:^:75^;p)x;P3j^-;w yDAV-i';H-4-(4-p^5=-;i/-iH-'f $ 
iS^\/-;i/-5-'i';i/) tf^u 

3- [ (6-^ D U-2-'ry^)V) - ;w y p >^ (0. Sg) . 4- (4-^ 5^ ;1.-1H- 

-r$i5^y-;W-5-<;Wtr^Ui?> 2|t^:^(Farmaco, 47(11), 
1 343-65 (1 992) ) (0. 63g) tHOBt (0. 36g) <D-J^UU:k^-^ (30mL) ^Ig^WSC (0. 45g) 

NMR (200MHz. CDCI3) 5 : 1.63-1.83 (4H, m).- 2.26 (3H, s), 2.54-2. 66 (IH, 
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m). 2.74-2.90 (3H,,m), 3.07-3.17 (IH, m), 3.53-3.59 (2H. m). 3.89-3.93 (IH, 

m), 4.56-4,61 (IH, m). 6.76 (IH. s), 7.53 (IH. s), 7.58 (IH. dd). 7.89-7.96 
(4H. m). 8.47 (IH, s). 



SI»J78 

2-(i-{3-[(6-i57 D D-2-:^:75^;Wx;U3j>-;w y pAy ^;H-4-tf^ U 

) -5-X5^;i/-7-^ , 2->> t H D-3H-f $ y 1/ [1 , 5-c] < ^ ^y-;i/-3-:t > 

78a) l-{3-[(6-^^D^-2-:^:75^;^)x;^7^:-;^]yp/ty-r;^}-N-[(2-x5=^;^-4- 
^M^^J50a) -vn 6 nTfc 1- {3- [ (6-i^ o n-2-:h :75^;0 x;i/Ji> - ;w y n/i y < 

} trH U >-4-T 5. > (3. Og) ^ 2-X5^;i/-4-^ 5 JWVVy^}i 

NMR (200MHz, CDCI3). 6 : 1.33 (3H, t). 1.48-1.72 (2H. m), 1.84-1.97 (2H. 
m), 2.16 (3H. s), 2.45-2.66 (IH. m), 2.82-2.97 (5H, m). 3.11-3.22 (IH, m)., 
3.52-3.75 (4H, m). 3.81-4.01 (IH, m), 4.11-4.45 (IH, m). 7.39 (IH, s), 7.58 
(IH, dd), 7.89-7.97 (4H, m), 8:47 (IH, s). 

78b) 2-(l-{3-[(6-^DP-2-::h:75^;Wx;i/zi^x;W:/D/iy-r;W-4-fc!^Ui^- 

;P)-5-x5^;u-7-^5^;i/-i, 2->?fc: hp-sh-t B-cl^ ^^v-ji-z-^:^ 

mmmm) i?f#sny^l-{3-[(6-i^ p u-2-i-y^)V) ;^;V3Jn-;W ypAy-r;v 
}-N-[(2-x5^;i/-4-^5^;w-iH--r 5^v^-;W5-r;i/) hf^U>^>-4-T$ 
> (2. Og) , DBU(0. 6raL) ^ J; t;fN, W-tl $ ^V-)V(0. 7g) e,||M^J65 

t mmiz vxm$^<t^m aim. 4%) ^ m^mm t. ut^^, 

NMR (200MHz, CDCI3) 6 : 1.33 (3H. t), 1.56-1.71 (2H, m), 1.84-1.93 (2H, 
m). 2.17 (3H, s), 2.58-2.66 (IH, m), 2.86-2.98 (4H, m). 3.13-3.22 (IH. m), 
3.52-3.62 (2H, m), 3.97-4.01 (IH, m), 4.11-4.15 (IH, m), 4.18 (2H, s), 
4.68-4.72 (IH, m), 7.58 (IH. dd). 7.89-7.96 (4H. m), 8.47 (IH, s). 
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6- (1- {3- [ (6-^^ a x>il/3j^^;V] ^u/^y^M -4- tf^ U 

)-5, 7->^fc H P-BH-f ^ iS^y [1, 5-a] < 5 i5^\/-;V-5-:t > 

llj|^j54T#;/fci- {3- [ (6-^57 D D-2-:^:75^;^) 7.}V-^:=lm /NV 

}-N-[(2— r 5iS^\/U;W^^;W t!^U>?>-4-T$ Xl. Sg). DBUCO. 16inL):feJ:tK 
(0.62g. 19«)^^-fea5KtbT#feo 

NMR (200MHz, CDCL3) 8 : 1.60-1.75 (2H, m), 1.90-2.05 (2H, m), 2.64 (3H, t), 
2.85-3.15 (2H, m), 3.19 (3H, t), 3.49-3.70 (2H, m). 3.99-4.04 (IH, m), 
4.22-4.30 (IH, m), 4.31 (2H, s). 4.70-4.75 (IH, m), 7.18 (IH, d), 7.31 (IH, 
d), 7.59 (IH, dd), 7.89-7.96 (4H, m), 8.48 (IH, s). 

N-(l-{3-[(6-i^ □ P-2-:^ :/D/iy -r ;W-4-lf 

)-N-(4-^5=-;L'-iH-'f SiS^y-;i'-5-r;0^5^;i/TiJ7 u;vt= h 

^ss^j53a)T#e»n;fti-{3-[(6-i^ D D-2-:^79^;w x;!/^!^;!;!/] yDAy-r;u 
} -N- [ (4-^ g^;i<'-i- h u ^;i<'-r 5 i5^y-;v-5— r ;w t!^ u i^>-4-r s. > 
(1 . 5g) , mtz-':fu^^a tf (o. 24inL) f}^^mmmss t muiz vxmt^it^ 

m (0. 34g, 33»;) ^^It^J^* <t UT#3^o 

NMR (200MHz, CDCls) 6 : 1.61-1.89 (4H, m), 2.23 (3H, s), 2.48-2.67 (IH, 
m). 2.82-3.17 (3H, m), 3.57-3.64 (2H, m), 3.80-4.07 (2H, m), 4.39 (2H, s), 
4.60-4.82 (IH, m), 5.78-5.82 (IH, m) , 6.38 (IH, dd), 6.50-6.78 (IH, nO, 
7.45 (IH, s), 7.61 (IH, dd), 7.91-7.99 (4H, m), 8.50 (IH, s). 

^JS^^Sl 

3- (1- {3- [(6-^7 D □-2-:^-:7^;i')x;i/3^n;w yp/iy-f ;W-4-tf 

)-Z-^^)V^ $ yViU 2-a] tf U mBM 

81a) 4- (8-p<. 5^; W ^ [1 , 2-a] h! U >-3-r ;W t!^ U >-\-ts >m 
tert-y5^;l/ 

4- (i-:/P ^-2-:t+y X5^;i/) tr^ u >^>-i-;«7;U3l?>^ter i-':f^)V (1 . Og) t 
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3-^^;U-2-T$ / tf U z^XQ. 28g) OX.^ y -JimmdOmL) ^ 4B#Fb151^U;^Co 

(o.65g, m)^m^mvt!^tvTmco 

NMR (300MHz, CDCI3) <5 :1.49 (9H. s), 1.66-1.78 (2H, m), 1.90 (IH. br), 
2.09 (IH, br). 2.61 (3H, s). 2.78-2.97 (3H. m). 3.24 (IH. m). 4.25 (IH, 
m). 6.73 (IH, q. J = 6.9). 6.95 (IH. m), 7.39 (IH, d. J = 2.4), 7.84 (IH. 
dd, J = 3.0, 6.3). 

81b) 3-(l-{3-[(6-^7PD-2-:^>'5^;^)x;l//j^-;l/]7'D/^v-r;^}-4-tr^u-:^^ 
;w-8-p^5^;w^yy[i.2-a]t;ui^> mmm. 

^»J81a)T#fe4-(8-pC5^;P-r ^iS^y [1, 2-a] tf' J $?>-3-r A) tf^U 

-i-;^;pji?>mter t-y5^;K0. 47g) (cjtM^ (2inL) §SP^;/c^. y 

(0. 63mL) i:DBU(0. 45niL) maXf^o ^<Dmm^3-i(6-i7UU-2-^y^Jl^)X)V:^- 
;Wyntf:t>l^(0.45g)> WSC(0.43g), HOBt (0. 35g) ©Tiz h U;Ht^®?^ 

(0.28g, 3 85K)^a^El#:,hLT#7c„ 

NMR (200MHz. CDCI3) <5 : 1. 53-1.84 (2H, m), 2.05-2.20 (2H. m), 2.60 (3H. 
s), 2.77 (IH. m). 2.90-2.96 (2H. m). 3.05 (IH. m). 3.26 (IH, m). 3.55-3.63 
(2H. m). 4.00 (IH. d. J = 13.8), 4.62 (IH. d. J = 13.8). 6.76 (IH. t, J 
= 7.0). 6.97 (IH, d, J = 7.0). 7.36 (IH. s). 7.56-7.61 (IH. m), 7.82 (IH, 
d.. J = 7.0). 7.90-7.97 (4H. m), 8.49 (IH, s). 
TC^^^t^AOsSCl • HCl • H2O t LX 

mmm (%) c, 55.73: h. 5.31: n. 7.63. 
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liaOM (%) C, 57. 09; H. 5.50, N, 7.32. 

3- (1- {3- [ p a-2-:^ :75^;i/) r^D A / -r M -4- tf^ U v':^;!' 

5 ) -7-^ 5=-; w ^ [1 , 2-a] tf u > mmm. 

82a) 4- a-^ =f-)V^ ^ ^'J [1 , 2-a] k! U >-3-1' ;V) t!^ U )V-^^ >m 

tert-:/^;w 

4-(i-:/Pt-2-?r=^^yx^;i/) bf^u >?>-i-:^;;^#>®?tert-:7'5^;Ki.0g) t 

10 (o.65g, im^nr^o 

NMR (200MHz. CDClg) 6: 1.49 (9H. s), 1.62-1.78 (2H, m), 2.04-2.08 (2H, 
m), 2.39 (3H, s), 2.85-2.98 (3H. m), 4.25 (2H, d, J = 14.6), 6.65 (IH, d. 
J = 7.4), 7.32 (IH, s), 7.37 (IH, s), 7.83 (IH, d, J = 7.4). 

82b) 3-(i-{3-[(6-^ D u-i-i-y^)V) XjV^j^n;!/] :7''p/i/-r;W-4-fcf^U 
15 )V)-l-:^9-}V^^d^^/i\, 2-a] tTU -J> mBM 

^JS«aj82a)T#fe4-(7-;<5^;W 5y\/[l, 2-a] tTU -J>-Z-^ )V) fcf^U 

>mter i-'f^)\^ (0. 47g) <h3- [6-i7 P u-2-iry^)V) 7.}V'^:=-)V\ ^ P 

tf:t>m(0. 45g)3«>^e>ll»J81b) ^|^ill:ibTMI3'fb'&i^(0. 30g, 39«) 

NMR (300MHz, CDCI3) <5 : 1.56-1.79 (2H, m), 2.06-2.18 (2H, m), 2.36 (3H, 
20 s), 2.73-2.82 (IH, m), 2.91-2.96 (2H, m), 3.00-3.09 (IH, m), 3.20-3.30 (IH, 

m), 3.58-3.62 (2H, m). 4.00 (IH. d. J = 14.4). 4.62 (IH, d, J = 14.4). 7.02 

(IH, d. J = 7.2). 7.32 (IH, s), 7.50-7. 60 (2H, m), 7.68 (IH, s). 7.86-7.96 

(4H, m), 8.48 (IH. s). 

TC^^^^CjeHjeNsOjSCl • HCl • H^O .hbT 
25 (%) C. 56.73; H, 5.31; N, 7.63. 

HaWt (%) C, 56.95; .H, 5.42. N. 7.50. 

3- (1 - {3- C (6-i7 p p-2-:^ 7^;P) x;P3i>:i;i/] -^un/^M -4- 1!^ U -J:z.)V 
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83a) 4-(6-p^5^;W [1. 2-a] tf U -Jy-d-^ )V) b!^U v>-l-:^;i/^>^ 
tert->^^;i' 

4-(i-:;^D^-2-:r^vx^;W tr^u >?>-i-;!&;i/j}^>^tert-:/^;Ki. og) t 

5^;i/-2-y ^ y t! u (o. 28g) *i ^»ii8i a) tmm\z vxmndit^m 

(o.67g, 8isi5)^#:rc. 

NMR (200MHz. CDClj) 6 :1.49 (9H, s), 1.65-1.80 (2H, m), 1.95-2.09 (2H, 
m), 2.35 (3H, s), 2.88-3.00 (3H, m), 4.27 (2H, d, J = 13.2), 7.00 (IH, dd, 
J = 1.8. 9.4). 7.35 (IH, s), 7.52 (IH. d, J = 9.4), 7.70 (IH. d, J = 1.8). 

83b) 3- (i-{3- [(6-^ D u-z-'^y'^M 7s)V^:=.M ^zfunj^ ;H-4- tf^ U Vzl 

;p)-6-^5^;i/-r5^\/[i.2-a]t?u>^> wm. 

^M«^J83a)"r#fc4-(6-^5^;W $i5^y[l, 2-a] tf U )V) tT^U >^> 

-i-:ij;i/3}^>^tert-:/^;K0. 47g) t3-[(6-i^ D a-2-:^>'^;V) 

tf::r>m(0.45g);&ie,|IS£|^J81b) a:(^|^itCbTMIB'(b'^tl(0. 36g, 45« ^#;fe„ 
NMR (200 Hz, CDCI3) 6 : 1.56-1.76 (2H, m), 2.11-2.18 (2H, m), 2.40 (3H, 
s), 2.73-2.82 (IH, m), 2.91-2.96 (2H, nO, 3.00-3.09 (IH, m), 3.20-3.30 (IH, 
m). 3. 56-3.62 (2H. m), 3.97 (IH. d. J = 14.4), 4.61 (IH, d, J = 14.4), 6.66 
(IH, d, J = 7.2), 7.28 (IH, d, J = 2.7). 7.37 (IH, s). 7.57-7.60 (IH, m), 
7.81 (IH. d, J = 7.2), 7.89-7.96 (4H, m), 8.48 (IH, s). 
TtnUf^ CAN3O3SCI -HCl -H^OtbT 

(%) C. 56.73; H, 5.31; N. 7.63. 
SIMi (%) C. 56. 54; H. 5.44. N, 7.54. 

3- (1- {3- [ (6-^ P P-2-:^ >'5^;i') •A)\/i^:=-)V\ zfun/^M -4- tf^ U i^:=:-)\^ 

) -5-p^ ^ y y [1 , 2-a] tr u > mmm. 

84a) 4-(5-pt5=-;P-r ^3^:/[l. 2-a] tf U >^>-3-<;i/) tf^U >^>-1-;^7;VjJ^>M 

4-(i-:/p^r-2-::r:^yx5^;Wfcr^Uv^>-i-;i;;i'2i^>mtert-:/5^;i' (i.og) <ii 
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(o.65g, m)^nrco 

NMR (200MHz, CDClj) 6 : 1.45 (9H, m), 1.66-1.78 (2H, m), 1.88-2.05 (2H. 
m), 2.84 (3H, s), 2.78-2.91 (2H, m), 3.41 (IH, m). 4.27 (2H, d, J = 13.2), 
5 6.50 (IH. d. J=7.0), 7.02 (IH, dd, J = 7.0, 9.2), 7.45 (IH, s). 7.47 (IH, 
d, J = 9. 2) . 

84b) 3-(i-{3-[(6-^np-2-:^:75^;i')x;W3fcii;wyDAy-i';H-4-t!<'j>^::i 

M-^-^^ji'-f 2-a] tru mmm 

84a)T#fc4-(5-^g^;W 5^V[1, 2-a] t!U JV) tf^U i^>-l-^)V 

10 zi^>^tert-y5^;K0.47g) t3-C(6-iJ7nD-2-:J-7^;U)x;i/5j^:n;W:/Ptf^> 

m (0. 45g) ^mmmsib) t mm^z hrmmit-^m (o. 33g. m) ^#fco 

NMR (300MHz. CDClj) 5 :• 1. 53-1. 77 (2H, m), 2.05-2.17 (2H, m). 2.65 (IH, m), 
2.82 (3H, s), 2.90-2.95 (2H, m). 3.20 (IH, m), 3.44-3.62 (3H, m), 3.97 (IH, 
d, J = 13.5), 4.66 (IH, d, J = 13.5), 6.51 (IH, d, J = 6.9), 7.03 (IH, dd, 
15 J = 6.9. 9.0), 7.40 (IH, s). 7.47 (IH, d, J = 9.0). 7.57 (IH, dd, J = 2. 1, 
9.0), 7.88-7.95 (4H, m), 8.48 (IH, s). 
T^m^m C26H26N3O3SCI • HCl • H^O tVX 
mmijM. (%) C, 56. 73; H, 5.31; N, 7.63. 

mmm (%) c, 56.59; h, 5.31, n, 7.30. 

20 

^WJ85 

3- (1- {3- [ (6-^5^ p n-2-'ry^ji) y p/nv ■< M-i- tf^ U z^:=.M -i 

^3^V[l,2-a] t!7>^> 

85a) 4-(-l' ^i5^y[l, 2-a] }^^z^>-Z-^M H^O -J>-\-tl)V^>mteTt-^^ 
25 )V 

4-(I-:7'p^-2-:t4^yx5=-;W tf^U z^>-l-tl)V^>mieTt-y'^)\^ (1. Og) t 

2-T5y tr^>?>(o.28g);&^e», mMMBii)tmmzvxmuih^^(.0A4g, 56X) 

NMR (200MHz, CDCl,) (5 : 1.49 (9H, s), 1.64-1.85 (4H, m), 2.78-3.23 (3H, m). 
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4.30 (d. J = 13.2), 7.61 (IH. d. J = 2. 2). 7.87-7.94 (2H. m), 9.09 (IH. 
d, J = 1.0) 

85b) 3-(l-{3-[(6-:J7 □ a-Z-i-y^MxjU'^^LM T'DAy -f ;i/}-4-tf^U S^— 

;W'f 5yy[i.2-a]tr^i?> 

l^»J85a)T#fe4-« $i5^y[l. 2-a] tf ^ >-3-f ;)/) tf^ij Z^y-l-tl JV^ 

tDBU(o. 45mL) ^mxrco c:©^MS:3-[(6-i^ pn-2-^:75^;i/)x;i/3j^— 

tf:r>^(0.45g)> WSC(0.43g). HOBt(0.35g)(DT-fe ^n^U;l/^t^M^ (lOmD 

/-)V) \ZMnn\^. MB{b-&tl^4i^i^5f5@^(0.25g, 36«)<hLT#fco 
NMR (200MHz, CDCI3) 5 : 1.63-1.82 (2H, m). 2.05-2.21 (2H, m), 2.78 (IH, 
m). 2.95 (2H, t, J = 7.0), 3.09-3.35 (2H, m), 3.59 (2H. t. J = 7,0). 4.03 
(IH, d. J = 14.0). 4.68 (IH, d, J = 14.0), 7.58-7.63 (2H, m), 7.91-7.96 
(6H. m), 8.49 (IH. s), 9.10 (IH. s). 
7tM^^ C24H23N4O3SCI • 0.5HjO • 0.5AcOEt<i:bT 

(%) C, 58.26; H. 5.26; N, 10.45. 

(%) C, 58.13; H, 5.29, N, 10.75. 

^»J86 

3- (1 - {3- [ (6-i^ D D -z-r y^)V)7s ;i/7iNx; w zfunj-^M -4- tf ^ » j -J-)V) -r 
$iS^yCl,2-a]t!U^-:^> 

86a) 4-(-f ^yyCl, 2-a] tf U ^>?>-3-r;W tf'^U S^>-l-^;P#>^tert-y 

4-(i->^D^-2-:t^yx5^;i^)fcf^g>?>-i-:jt7;i/2}?>mtert->^^;i/ (l.Og) i: 
2-T^ y trU ^^^XO. 25g)j0^6> IIM^i|81a) t|S|^i(CbT®|B^b'&#j(0. 43g, 
55a;) 
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NMR (200MHz, CDC 1 3) (5 : 1.49 (9H. s), 1.65-2.07 (4H, m), 2.87-3. 02 (3H, m), 
4.27 (2H, d, J = 14.0). 6.90 (IH, dd. J = 4.0, 7.0), 7.61 (IH. s), 8.30 
(IH, dd, J = 2.0, 7.0), 8.55 (IH, dd, J = 2.0, 4.0) 

86b) 3-(i-{3-[(6-^Do-2-:^:75^;u)x;i/3^-;W:/DAy-r;i/}-4-tr'^u>^:^ 

M-i 5 yVU, 2-a] t!U ^ i>> 

86a)T#fc4-(-1' ^^^[1, 2-a] e U 5,z^>-Z-^ }V) tf^U -J>-\-io)V^>m 
tert-:/^;KO. 35g) ii3-l(6-^UU-2-i-y'^)l^)7.)l^=:LM t!:t>M(0. 38 

g) ^mmms5h) ii mm\z bTSgB^t-^^f co. 1 2g, 2051;) ^mco 

NMR (200MHz, CDC 1 3) 6 : 1. 62-1. 88(2H, m), 2.00-2.18 (2H. m), 2.71-2.84 (IH, 
m), 2.94 (2H, t, J = 7.0), 3.06-3.20 (IH, m), 3.21-3.33 (IH. m), 3.59 (2H. 
t. J = 7.0). 4.03 (IH, d, J = 13.4), 4.65 (IH. d, J = 13.4), 6.91 (IH, dd, 
J = 4.2, 7.0). 7.57-7.62 (2H, m), 7.89-7.97 (4H, m), 8.33 (IH, dd, J = 1.8, 
7.0), 8.49 (IH, s), 8.55 (IH, dd, J = 1.8, 4.2) 
Ttim^m C24Hj3N4O3SCM.5H2O.hbT 
mWsM (%) C, 56.52; H, 5.14; N, 10.99. 
^taiMit (%) C, 56. 77; H, 4.82; N, 10.99. 

3- (1- {3- [ (7-^57 n n-2E-^ D ^ >-3— r ;i/) y d/n' y -i M -4- tf^ U 

-J-M -5. 6. 7, 8-^ h ^ fc H D < ^ [1 . 2-a] tf U > mMM 

87a) 3- [ (7-i^ D n-2H-^ D >-3— T ;W ^u}d-t>m 

mwm^ h u (3. 2g) , MMm-^ hv^y^ (2. 6g) (D7mm (loomi) \zm\:, 

3- (7-^ n p-2H-^ p ^ >-3-f ;V') (5. Og) A> 7O'Ci?90i>5&^#^gif ^ 

i^ViT7Ki^<b:^-bUC7A(1.9g), :/P^:nA57m(9.3g)<SriD;^. IIO^CTS^^*^ 

#^iffeo mmm^^ysL. 7mm. m£m.mvm^it^m(4. ig. 

NMR (300MHz, DMSQ-dg) 6 ; 2.63 (2H, t, J = 7.2), 3.50 (2H. t. J = 7.2), 5.62 
(2H, s). 7.04-7.11 (2H. m), 7.46-7.49 (2H, m). 

87b) 3- (1 - {3- [ (7-^7 p n-2K-^ P p< >-Z-^ ;W zfun/^M -4- fc! 
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u i^-M -5, 6, 7, 8-x h ^ k H D-i- ^ is^y [1 . 2-a] tf' J > mmm. 

[l,2-a]tfU>^>2ii:Mit(0.92g). h UX5^;PT5 >(1. 3mL), DBU(0. 99mL)®T 

•k h - h u ji^mmdomi) ^.mmmsw -^mcz-w-^ a u-iyl-^^ u ^ y-z-^ )v 

)X;i'5jNn;HyDtf:t>^(0.91g), WSC(0.86g). HOBt(0.64g)ODT-kh- hu;i/ 

NMR (200MHz, CDCI3) 6 : 1.39-1.72 (2H. m). 1.84-2.03 (6H, m). 2. 62-2. 68 (2H, 
m). 2.83-2.89 (4H. m), 3.10-3.24 (IH. m), 3.44-3.52 (2H. m), 3.81 (2H. t. 
J = 6.0). 3.92 (IH. d. J = 13.8). 4.60 (IH. d. J = 13.8), 5.04 (2H. s). 
6.64 (IH, s), 6. 92-6. 98 (2H, m), 7.10 (IH, d, J = 8.4). 7.32 (IH, s) 

3-a-{3-[(7->^D^-2H-t^ p^>-3-^;i/);^;i.>rh:-;W yDA/'i';H-4-tf^U 

i^-jv)-5, 6. 7. 8-5^ h ^ h K D-< ^ yvih 2-a] tf u >5> mmm. 

^»J209b) Tf#fe3- (4- tf ^ ij -5, 6, 7, 8-7^ h ^ t h' D-T ^ 

[1. 2-a3 tf u i^>2mmm(o. 46g) tmmmsu)-v^rcz-[a-:/u^-2E-^u;<> 
-3-r M y a tf :t >^ (o. 52g) -fy^^mmmsn) t mm^z VTmrnt^ 

#1(0. 51g, 58«)§^i^H#:<J:bT#7to 

NMR (300MHz, CDCI3) 6 : 1.35-1.63 (2H. m). 1.85-2.02 (6H. m), 2.62-2.71 (2H, 
m), 2.84-2.89 (4H. m), 3.10-3.22 (IH, m). 3.45-3.51 (2H, m). 3.81 (2H, t. 
J = 5.7), 3.92 (IH, t, J = 14.1). 4.60 (IH. d, J = 14.1), 5.03 (2H, s). 
6.64 (IH, s), 7.02-7.14 (3H, m), 7.32 (IH. s) 

^;2i^J89 

3-[i-(3-{[(E)-2-(4-^DD:7x^;i.)tfzi;W;^;P;j>-;i/}yD/ty-f;i.)-4-tf^ 
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U v?z:;i/]-5, 6, 7. 8-7=- h b F P-r 5 ^^/W, 2-a] tf U >'> 
89a) 3- [ (E) -2- (4-iJ7 p D a: b'-;W x;i/7|Nr:;i^:^p tr^r >^ 
M^k; (E).-2- p p :7 01 - ;w w >x;i/3i^ - ;u (3. og) ip^ e» IIWJ87a) i: 

mz x^-xmwc^m (o. seg. 255K) ^#fe„ 

NMR (200MHz, DMSO-dg) 5 :2.66 (2H, t. J = 7.4), 3.41 (2H. t, J = 7.4). 7.48-7.57 
(4H, m), 7.76-7.81 (2H, m). 

89b) 3-[i-(3-{[(E)-2-(4-i^pp:7x-;i/)b*:^;i/];^;i/7f;-;wyDny^;i/ . 

) -4- 1?^ U -5. 6. 7, 8-^ h ^ k H D >r 5 iS^y [1 , 2-a] t? U >^ > 

^Jfi^209b)Tf#;^c3-(4-tf^U>^n;P)-5. 6, 7, 8-5^ h^t Hp-T 
[1, 2-a] tf U i>^> 2 imMiSS. 46g) © h U X5^;i/T^ > (0. 65inL) .DBU(0. 49iiiL) ODT 
•fe h U;i/^^(10inL) ^,IIJiW9a)T#fe3-[(E)-2-(4-i> PP:7xn;P) 
;i/]X;i/Jf:x;i/ypkr:t->m(0.41g). WSC(0.43g). HOBt(0.32g)C[)Tir hnhu;i' 

(20InL)^j•^^^M^c^^^, i2^l^^7&i#^gif;/5:o >K;l;:^^MJE^iili> mm^^aa 

NMR (300MHz, CDCI3) (5 : 1.39-1. 68 (2H, m). 1. 83-2. 01 (6H, m), 2. 62-2.74 (2H. 
m), 3.83-3.92 (4H, m). 3.11-3.23 (IH, m), 3.50 (2H. t, J = 7.2), 3.80 (2H, 
t. J = 5.7). 3.94 (IH, d. J = 14.1), 4.61 (IH, d, J = 14.1), 6.62 (IH, s). 
6.85 (IH. d, J = 15.3), 7.39-7.48 (4H, m). 7.54 (IH, d, J = 15.3). 
TtM^^ C28H28N3O3SCI • 1 . SH^O t LT 
airM {%) C, 56.49; H. 6.39; N, 8.59. 
^II'JM (%) C, 56.35; H, 6.12; N, 8.37. 

llM^go 

3-[i-(3-{[(E)-2-(4->^p^:7ac-;Wtf-;i/]x;U7lNn;i/}^PAy<;U)-4-bf^ 
U >^-;W-5. 6, 7, 8-5^ h ^ t H n< 5 ^'/il, 2-a] tf U 
90a) 3- { [ (E) -2- (4-::^ p ^ y x " ;w ifr:;w 7.)V'^-)V} ^ p \±^>m. 
mt (E) -2- (4-:/P ^ y x-;U) X5^ >x;i/3fcx;i/ (1 . Og) f)-^ 6>IIJfi^i|87a) h Wi 
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NMR (200MHz. DMSO-d^) 6 :2.65 (2H, t, J = 7.4), 3.39 (2H, t. J = 7.4), 7.48-7.57 
(4H, m), 7.76-7.85 (2H, m). 

90b) 3-[i-(3-{[(E)-2-(4-:/n^:7a:-;i.) b•-;^];;^;^3i^-;^}:/DA/'r;^ 

) -4- tf ^ U i^r:; V] -5. 6, 7, 8-5" h ^ b F D ^ :$^\/ [1 . 2-a] tf U v= > 

^2i^j209b) -vm^z- (4- tr^ u -5, e, 7. 8-5=- h ^ t f □ -r ^ 

[1 . 2-a] tf U > 2 mmm. (0. 30g) tllJS^jgOa) T=^fe3- { [ (E) -2- (i-^U^yx, 
}d:=.M7.)V'^::iMzfa\£:t>m(Q. 3lg)d^e,^^j89b) ^l^^itcbTjUSS 
Yb'&i^ (0. 1 7g, 345K) <&#feo 

NMR (300MHz, CDCI3) 6 : 1.38-1.67 (2H, m), 1.88-2.00 (6H, m), 2. 62-2. 74 (2H, 
m), 2.83-2.89 (4H, m). 3.11-3.23 (IH, m). 3.50 (2H, t, J = 6.6), 3.80 (2H, 
t. J = 6.0). 3.93 (1, d, J = 12.6). 4.60 (IH, d, J = 12.6), 6.63 (IH. s), 
6.87 (IH. d, J = 15.3), 7.37-7.59 (5H. m). 

^JSM91 

N-(6-{3-:t- ^V-3-[4-(5, 6, 7, 8-7^ h ^ t H D-T 5 [1. 2-a] tf U >»>-3-r )l 
) -1- tf ^ U e^n;W y o tf;i/} 7.)V'^-)V-2-'^y=^)V) Tir F t ^ F 
91a) tfUi^n'^zA 6-T-k^;l/T$/^yi$'l^>-2-x;P7jN>:h-h 
6-T5y:^:7^1x>-2-x;i/7iN>^(11.2g). Si^(23.6mL). tfUv^Xn.lmL) 

^51jlb> Mt3'fb'&#j(16.4g, 96X)<&^-eH#:tL'T#7to 

NMR (200MHz. DMSG-dg) (5 :2.11 (3H. s), 7.57 (IH. dd. J = 2. 2. 8.8), 7.65 

(IH, dd, J = 1.5. 8.8). 7.74 (IH, d. J = 8.8), 7.65 (IH. dd. J = 1.5. 8.8). 

7.74 (IH, d.J = 8.8). 7.90 (IH. d. J= 8.8). 8.02-8.09 (3H. nO. 8.27 (IH. 

d. J = 1.5), 8.54-8.63 (IH, m), 8.91-8.95 (2H, m). 

91b) m.m-T-^^}V75.y ■ry^U>-2-7.}VTis-)V 

^iiM91 a) T#7t tf U 6-T±:^JlT >-l-7s)V'^ >i- 

-h(15.0g)©DMF^^(20inL)Jc, JK?&T. :l:^b^?f x;K3. 5mL) SriPTlT^o KftM 
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jvm^^mvTzo mm:3i^jmm^ imm-^m^w^. MTKmrn-^^^-i^^Ax-^m 

NMR (200MHz, CDCl,) 6 : 2.29 (3H. s). 7.50 (IH, dd. J = 2. 2, 8.8), 7.95-7.99 
(3H. m), 8.44 (IH, s), 8.51 (IH. s). 

91c) 3-[(6-T-fe5^;i'T$ y-2-:^>'5^;^)x;^7^^-;^] t'd \d:t>m 

9ib)-e#femfc6-T5y:^:7^i^>-2-x;pjiN:n;Ki.69 g)t:m\^^x. mmm 
87a) h mm<D:^m^m ^^xmmt^m (o. esg. sex) ^#7to 

NMR (200MHz, DMSO-dg) (5 : 2. 24 (3H, s). 2.59 (2H, t, J = 7.4), 3.66 (2H, 
t. J = 7.4), 8.00 (IH. dd, J = 1.8, 8.4). 8.08 (IH, dd. J = 1.8, 8.4). 8.33 
(IH, d, J = 8.8), 8.44 (IH, d, J = 8.8), 8.75 (2H. d, J = 9.0). 
91d) N-(6-{3-:^:^V-3-[4-(5, 6, 7, 8-5^ h^b KD-T ^^VCl, 2-a] tf U i?>-3- 

-r;^)-l-tf^u>^n;^]7'^tf;^}x;^5j^-;^-2-:^:75^;^)Tir hr^ f 

^(0. 68g) t^M^J209b) T#fe3-(4-tf^U >^-;i/)-5, 6, 7, 8-5^ h ^ t H D-f ^ 
(0.38g. d5%)^%rco 

NMR (300MHz, CDCI3) 5 : 1. 14-1. 4.3 (2H. m), 1. 79-2. 00 (6H, m), 2.26 (3H. s). 
2. 54-2. 65 (2H. m), 2.80-2.88 (4H. m), 3.07 (IH. t. J = 11.1), 3.47-3.57 
(IH, m), 3.66-3.88 (4H, m), 4.47 (IH. d. J = 13.2), 6.51 (IH, s), 7.59 (IH, 
dd. J = 2.4, 9.0), 7.80-7.93 (3H, nO. 8.36 (IH. s), 8.44 (IH. s), 8.55 (IH, 
br) 

TC^^^W C27H32N4O4S • 3. 5H2O hhX 

mmm (%) c, 55.73; h. 6.88; n. 9.80. 

(%) C, 56. 75; H, 6.94, N, 9.80. 
3-a-{3-[(6-i^DD-2-:^:75^;W;;;;i.jf:-;Wyp/ty^;H-4-fcr^iJi?-;i/ 

)-2-^5^;p-5. 6. 7. 8-x h ^ h H D-r 5 ^Vii, 2-a] tf u mmm. 
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92a) 2-^5^;l/-3-(4-tfU>^r:;V)-r^i5^y[1.2-a] tfU>?> 

h U :/5^;K4-k!'J >'Zi;V)7.X(5. Og). 3->^D^-2-^5^;W5, 6, 7, 8-5=: h 9 1 
F ^ 2-a] tf U (EP 556080 (1993)) (2. 6g) . -^^UU IfX ( h U 

oL >r » /I ^ C7 A (0. 86g) ^ itYt; u 5^ A (5 2ing) ® h ;i/x >mk 
(20mL) ^T;i/:=f >i?H^T> ioo'CTn2Bt^i>^>^#?i-iffco ^mm^^^v. 
mm> ^ u ^ a ^ d 5»sa b , mm\i'^m (o. ssg, 32a;) ^£#^0 

NMR (300MHz, CDCI3) (5 : 2. 54 (3H, s), 6.81 (IH, ddd, J = 2.4, 10.5, 12.3), 
7.23 (IH, m), 7.42 (2H. dd. J = 2.7, 6.9). 7.61 (IH, ddd. J = 1.5, 1.5, 
11.7), 8.22 (IH, ddd, J = 1.5, 1.5. 11.7). 8.77 (2H, dd. J = 2. 7, 6.9). 
92b) 2-^^;i/-3-(4-t!^U i?n;i/)-5, 6, 7, 8-^- h ^ t F U--^ S^^'/il, 2-a] tf 

mmmnii) T#jfe2->^ g^;v-3- (4- tr u -f ^ y \/ [i , 2-a] tr u > 

(0. 82g) (Dt'mMmi.mvL) Xz.n'y-J^K-mM (0. lOg) SHO^^ :^^^ffl^T(10 
MPa). 100'CT8PtrBl/&^^Mi?;^o :^^gtl^5*b> ^^Smilbrco ^^#I«:1N 

tXiS^ y-;i/j3^^L. ^iS^M^bTMIBib^i^ (i. 02g. sg*) ^^^m^ 

NMR (200MHz, D^O) 6 : 1.91-2.18 (8H, m), 2.33 (3H, s), 2.94 (2H, t, J = 6.6), 
3.09-3.23 (3H, m), 3.58 (2H, d. J = 12.8), 4.04 (2H, t, J = 5.8). 

92c) 3- (1- {3- [(6-^7 n n-2-:M7^;i/) 7.;UjJ^x;W ypA7-r;W-4-t!^U 

;V)-2-^5^;V-5, 6, 7. 8-5^ h ^ b F P-f ^ 3^^/[l, 2-a] fc! U 1^^:^ 

^Ji^J92b) T#:fe:2-^5";i/-3-(4-tr^U i^-;W-5, 6, 7, 8-x b ^ t H P-f ^ iS^ 
VD, 2-a] tf U >?>2itMii(0. 50g) t.Z-[{&-^uu-2--ry^)V)7.)Vt>:^)l''] -f 
P tf:r>^(0. 51g)j&ie.^»J87b) i:iWHti;ibTMIB'fb'&tl(0. 40g, 43SK) -^^Tzl. 
NMR (200MHz, CDCI3) 6 : 1.70-2.00 (8H, m), 2.18 (3H, s), 2.54 (IH, m), 
2.70-3.10 (6H, m), 3.57 (2H, t, J = 6.6), 3.77 (2H, t, I = 6.0). 3.96 (IH, 
d. J = 12.8), 4.57 (IH. d. J = 12.8). 7.60 (IH, dd, J = 1.8. 8.8). 7.93-7.97 
(4H, m), 8.49 (IH. s) 
TCii^tff CasHaoNaOsSCl-HCl-HaO tUT 
SiiM (%) C. 56.31; H. 6.00; N. 7.58. 
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nmim (%) c 56. 35; h, 6.37, n. 7.21. 

3-(i-{[3-(6-i^DD-2-:^:75^;i/);^;P3}N-;i/] yDAV-r;w-4-t!^u 

) -6, 7, 8, 9-7^ h ^ h F D-SH-r ^ y^/ll, 2-a] Tif tf > 
93a) 3-yp^-6,7,8,9-^h^t h'n-5H— r^yV[l,2-a]rift^> 
6.7.8.9-7^^7kh*P-5H-f 5i§^y[1.2-a]Tiftr>(Hua. D. H. et al., J. 
Org. Chem., 59, 5084 (1994)) (l.0g)<Dmmt^m(20mL)mmiZli-yu^Z.\t< 
m-i ^ K (1. 3g) SrJDA 1 PtP«l5i>^^?gif R^mzm^mWyK^m^, ^uu^ 

NMR (300MHz. CDCI3) 5 : 1.66-1.90 (6H, m), 2.89-2.93 (2H,m), 3.98 (2H, t. 
J = 4.8), 6.80 (IH, s). 

93b) 3-(4- 1! U >^-;W-6. 7. 8. 9-5^ h b H U-5R-i 5 ^^/U, 2-a] Tif tf > 
^»J93a) T# &n/t3-:^n^-6, 7, 8. 9-5=- h ^ t h* D-SH-f ^ ^VU, 2-a] T 

if tf XI. 29g)>^)^e.^»j92a) ^mmizvxmmit^^io. gog, 71%) ^f#7to- 

NMR (200MHz, CDCI3) <5 : 1. 76-1. 93 (6H, m). 2.99 (2H. t, J = 4.8), 3.99 (2H, 

t, J = 4.8), 7.01 (IH, s), 7.21 (2H, m). 8.64 (2H, m). 

93c) 3- (4- fc!^ U >'n;U) -6, 7, 8, 9-7^ h ^ b H n -5H-r ^ ^ ^ [1 , 2-a] Tif tf >2 

^JI^J93b) T#e>n;^3-(4-tf U >^-;W-6, 7, 8. 9-5^ h ^ b H a-5H-r 
[1 , 2-a] Z-if tf >(0. 90g) e> ^»J92b) t Vxmmt'^m (1 . 1 9g. 968;) ^ 

NMR (200MHz. d,0) 6 : 176-1.95 (8H, m), 2.24 (2H, d. J = 10.2). 3.06-3.26 
(5H. m), 3.57 (2H, d. J = 13.2). 4.21 (2H. t. J = 4.8), 7.11 (IH. s). 
93d) 3-(l-{ [3-(6-i^ P U-2-^y=}^)V)7.}V-^-)V] Zfuny-i ;W-4-b^U -Jzi 
;W-6, 7, 8, 9-5=- h ^ b F P-5H-< $ 2-a] Tif b> mmM 
^*S^j93c) T#fe3-(4-b^ U >^-;W-6, 7, 8, 9-7=- h 7 b K P-SH-f 
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[1, 2-a] Tif tf >2i^^ig(0. 50g) i3-[(6-^^ P U~2-'^y^JV) -fa fcr 

(0. 56g) -^^ ^mmmsib) t mm^z vxmm^h^m (o. 47g, 52*) ^m^o 

NMR (200MHz, CDCI3) 5 : 1.39-2.00 (lOH. m), 2.61-2.69 (2H. m). 2.88-2.96 
(4H, m), 3.11-3.23 (IH, m), 3.51-3.60 (2H. m), 3.81-3,84 (2H. m). 3.92 (IH. 
d,.J = 14.4), 4.56 (IH, d. J = 14.4), 6.52 (IH. s), 7.59 (IH, m), 7.90-7.97 
(4H, m), 8.48 (IH, s). 

75^:^^=^" CANjOsSCI -HCl -0. 25H,0 ^: bT 

mmm (%) c, 53.70; h. 6.24; n, 7.23. 

(%) C, 53.96; H. 6.44, N, 7.11. 

3-(l-{3-[(6-lf-;^-2-:^>'5^;^)x;^Ji^^;^]7'^/ty-rM-4-tr^U5^-;^ 

)-5, 6, 7. 8-T- h ^ k H D-f ^ :$^\/[l, 2-a] tf U i^M:^ 

94a) 2-l(Q-':/U^-2-±y^)l) ^.JV^-Jl^ zfu \±^>mien-:f^)V 

7K^'fk:7i>r>m:^ h U r^^^ (7. 57g) ©THF^|^(200inL)^iiYb6-:/D^ ±:7i$^ W> 
-2-X;P5jN:z;K30. 6g) ®THF^?^(200mL) ^^iaTMTbTto -K/;&I^&40'CT10I^ 

i^mx5^;j/(200mL) f3^^$i±. h Ux5=^;i/r 5 X20. 8inL) iTi^ U;pmtert-y 

5^;K9.5inL)&jp;^, 24^r4jiMb;^„ R}t^m^mmx.^jv-i;^^u imm. i& 

NMR (200MHz. CDCI3) (5 : 1.36 (9H. s). 2.69 (2H, t. J = 8.0). 3.46 (2H. t. 
J = 8.0), 7.72 (IH. dd. J = 1.8. 8.8). 7.86-7.92 (3H. m), 8.12 (IH, brs). 
8.46 (IH. s). 

94b) 3-[(6-t*x;i.-2-:^:75^;i/)x;i/7jsx;i/]:/Dtf:t>^tert->^^;u 

5^;K2.0g). hU:/5^;Kk*x;w;^X(2.4g). :^<bU5^^A(1.5g), ^J^UUM 
X ( h U xX;Pz}n;^ y^>') n'y-J^h. (0. 18g) O V}VJL>mm (40mL) T ;i/rf 
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fee mmm^->vt!yM^Aiz^vmmu mB^t-^mio.BQg, 55%)^m-Bm 

NMR (300MHz, CDC 1 3) 6 : 1.36 (9H. s). 2. 69 . (2H, t, J = 7.2), 3.47 (2H. t. 
J = 7.2). 5.46 (IH, d. J = 10.8), 5.97 (IH. d. J = 17.7). 6.90 (IH. dd. 
J = 10.8, 17.7). 7.76-7.87 (3H. m), 7.93-7.99 (2H, m). 8.43 (IH. d, J = 
1.5). 

94c) 3- (6- y ^}V) 7. )[^-^:=,)V':fu \f.^ym 

^ii^s|94b)T#;fe3-[(6-h'ri;i.-2-:^:7^;i/)x;i/7iNr:;W:/Dbf:t>^tert-:/ 
5=';Ko. 96g) (D h;i/x>^?g(iomL) \z h u :7;i/:rD@^^(ioiiiL) ^imxm^xnm 

mti^^mmz.o Kmm^mm b> mmt^m (o. 67g, 33^) ^^^mwt x^xntco 

NMR (200MHz, DMSO-dg) 6 : 2. 59 (2H, t. J = 7.4). 3.66 (2H. t. J = 7.4). 5.46 
(IH, d, J = 10.8). 5.97 (IH. d. J = 17.7). 6.90 (IH. dd, J = 10.8. 17.7), 
8.00 (IH. dd, J = 1.8, 8.4), 8.08 (IH. dd, J = 1.8, 8.4), 8.33 (IH, d, J 
= 8.8). 8.44 (IH, d. J = 8.8). 8.75 (2H, d, J = 9.0). 

94d) ^-(\-{z-\.{^-\d-)v-2-:)-y^)V)x}VT^-M i/PAv-r ;i/}-4-fcf^u 
;w-5. 6. 7, 8-7^ h ^ b F D-r 5 ^vu, 2-a] tf u mmm. 

^JS^J94c) X%rcZ-(.^-\d:-}V-l-±y^)V) y^)V^-)V^u \^^>m (0. 33g) t 
^»J209b)Tfife3-(4-tf^U >^n;P)-5, 6. 7, 8-5^ h ^ b Hd-T [1, 2-a] 

tr u > 2 mmm. (o. 38g) -t)^ c ii»j87b) ^mm^z \^xmmit^m (o. 36g. 

^^&^^thX%tz.o 

NMR (200MHz. CDCI3) 6 : 1. 36-1.75 (2H, m), 1.87-2.04 (6H. m), 2.57-2.70 (2H. 
m), 2.82-2.93 (4H, m). 3.11 (IH. m), 3.53-3.61 (2H. m), 3.80 (2H, t, J = 
5.8). 3.91 (IH. d. J = 13.6), 4.57 (IH. d, J = 13.6). 5.47 (IH, d. J = 11.0). 
5.96 (IH. d, J = 17. 6), 6.65 (IH, s), 6.90 (IH, dd, J = 11.0, 17.6). 7.75-8.01 
(5H. m). 8.45(1H, s). 
TC^^tFf C„H3,N303S -HCl • 1 . 8H2O t VX 
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(%) C. 59.34; H, 6.57; N, 7.69. 
^'JM (%) C, 59.55; H, 6.96, N. 7.79. 



llig^J95 

^M^j94c)T#>t3-(6-t-r:;i/-2-:^>'5^;Wx;^3fcri;i/:7'pt!:r>^(0.33g)t 
^^209b)T#}fe3-(4-t!^U ^y^/il, 2-a] tf U z^>2mmm 

(0. 37g) >5> &^M^J89b) t |pI^t{C LT^fB{t:-^#j (0. 1 5g, 2651;) ^#fc„ 
NMR (300MHz, CDCI3) 6 : 1.54-1.80 (2H, m), 2.07-2.20 (2H. m). 2.77 (IH. m), 
2.93 (2H. t. J = 7.5). 3.08 (IH. m). 3.26 (IH. m). 3.57-3.62 (2H. m), 3.99 
(IH, d, J = 13.5). 4.62 OH, d. J = 13.5). 5.47 (IH. d. J = 11.1). 5.97 
(IH. d. J = 17.7). 6.82-6.96 (2H. m). 7.38 (IH. s). 7.61-7.65 (IH. d. J 
= 10.8). 7.77-8.01 (6H, m). 8.46 (IH. s). 
Ttm^^ C„H3,N303S-HC1-2H20 thX 

mmm (%) c, 59.39; h, 5. 91; n. 7.69. 

(%) C. 59.45; H. 5.94, N. 7.56. 
6-{3-:t:^^y-3-[4-(5. 6. 7. 8-7^ t Hu-T $^^[1. 2-a] hTU >?>-3-'f M-l- 

^»J94a) T#;^3-[(6-y D t-2-:^>'5^;W T'D tr;r>^tert-y 

5^;K3.9g). v'T>"ft:Mii(0.69g)> r-V'^^X{h^)yaL-)V^7sy^»n'7V 

'OMo.%^Q)<D\mmmmTBL)^7)vzi>mmmrf. 8o*CT5P#W/^)^#?iiffco 

iS. ^i«IILx;t. ^®#i^<yyDtf;i.x-7^;H?@fb$-&. MI3-fb-&i^(2.04g. 
eOX) i&^^'feS^ri: LT#7^Co 
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NMR (200MHz, CDCI3) (5 .-l-Se (9H. s), 2.71 (2H, t, J = 7.6). 3.50 (2H, t, 
J = 7.6), 7.79 (IH, dd. J = 1.6. 8.4), 7.99-8.15 (3H. m), 8.35 (IH, s), 
. 8.55 (IH, s). 

96b) 3-[(6->'Ty-2-:^:7^;^)x;^J^c-;^]yptf:t>^ 

5^;i/(o.85 g)^^^mmm94c) tmmizVTmt^^h^mio.iQg, m)^mco 

NMR (200MHz, DMSO-d,) 6 : 2. 59 (2H, t, J = 7.4), 3.66 (2H, t, J = 7.4), 8.00 
(IH, dd, J = 1.8, 8.4), 8.08 (IH, dd. J = 1.8, 8.4). 8.33 (IH, d, J = 8.8). 
8.44 (IH. d. J = 8.8), 8.75 (2H, d, J = 9.0). 

96c) 6-{3-:r^V-3-[4-(5,6. 7,8-5^ h'^h H P< ^^§^^[1. 2-a] t!Ui^>-3-i' 

;0-i-tf z^-M tf;wx;i/Ji>-;w2-:J-:7 h - h u ju 

m^mB6h)TmcZ-[(6->Ty-2-^y^M7.J\^:^=lM -^U tf:t>^(0. 35g) 
i:^Jg«af209b)T#fe3-(4-t!^ U -J:=.)V) -5. 6, 7. 8-5=- h ^ t H D< ^ 
[1. 2-a] tr U 2 M^ii(0. 34g) is^ C>^M^J89b) t.nmz. bX^IB-fb^tl (0. 42g, 
68«) 

NMR (300MHz. CDCI3) 6 : 1.35-1.75 (2H, m), 1.80-2.00 (6H, m), 2.55-2. 63 (2H, 
m). 2.83-2.91 (4H, m). 3.10 (IH, m). 3.56 (IH. m). 3.70 (IH. m). 3.78 (2H. 
t, J = 5.7), 3.86 (IH, d, J = 12.9). 4.47 (IH. d. J = 12.9). 6.50 (IH. s), 
7.95-8.14 (4H, m), 8.43 (IH, s). 8.54 (IH, s). 

6-{3-;r4-V-3-[4-(5, 6. 7, 8-7=- h ^ k H n< $ yVU, 2-a] If U i^>-3-^ ;i/)-l- 

97a) 3-[(6-:^;PA*^'r ;^-2-:^:75^;^)x;^7}^-;^] yp tf:t>mtert-y^;p 

^^g0^|96a)-C#;t3-[(6-v'y7-2-:^:75^;^)X;^7^^-;^] ^P tf:t>^tert->^ 
5^;Kl. Ig) (DDMSO^^(20mL) JC3g^'fb7jc^7K(4mL) <i:;^^:^7 U K7j^ (q. 7g) :g:jB^, 

^iat3i:20^r«^;&i#Mif;^c.MiS^^&if^x5^;i/i:7jcT#^,:fi-«^jl^5^>®iL;fc„ 

MIBYb-&#;(0.88g. 76X)^i^^@#:i:LT#fco 
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NMR (200MHz, CDC 1 3) 5 : 1.36 (9H, s), 2.70 (2H, t, J = 7.0), 3.48 (2H, t, 

J = 7.0), 6.20 (IH, br). 6.55 (IH, br). 7.91 (IH, dd, J = 1.8, 8.8), 8.02-8.10 
(3H. m), 8.42 (IH, s), 8.47 (IH. br). 

97b) 3-[(6-:^;wt^-r;w2-:^-75^;v):^;i/3fcn;W tf:t>m 
^»!l97a)T?#fe3-[(6-;^7;VA^^'r ;v-2-:^:75^;i/) }^:t>m 

tert-7'5";i/(o.85g)d5>e>iiji^j94c) Lmmizvxmt^it-^^iQ.ng. ^mmt^ 

NMR (200MHz, DMSG-dj) <5 : 2. 59 (2H, t, J = 7.0). 3.63 (2H, t, J = 7.0). 7.64 
(IH, br), 7.97 (IH, dd, J = 1.8, 8.4), 8.11 (IH. dd. J = 1.8, 8.4), 8.26-8.32 
(3H. m), 8.63 (2H, br). 

97c) 6-{3-:t=^y-3-[4-(5, 6, 7. 8-7=- h 7 1 K 0< ^ ^VU, 2-a] fc! U e^>-3-^ 
;i/)-l-tr^Ui?::i;Wynk!;i'}x;i/3j^r:;i/-2-:^:7 hT^ F 

(0. 35g) <^:lliiM209b) T#fe3-(4-tf i^:n;U)-5, 6, 7, 8-^ h ^ t: F P-T 5^ 

i/[i, 2-a] tf u -j>2m^m.(Si. iig>i)^^mMmm) iimmzx^xmmh-^m 

(0.41g, 73X)$r#:feo 

NMR (300MHz, CDCI3) 5 : 1.38-1.67 (2H, m), 1. 88-2. 05 (6H, m), 2.61-2.71 (2H. 
m), 2.84-2.97 (4H, m), 3.15 (IH, m), 3. 57-3. 62 (2H, m), 3.81 (2H. t, J = 
5.7). 3.93 (IH, d, J = 14.1), 4.55 (IH. d, J = 14.1). 6.56 (IH, s), 7.79 
(IH, dd, J = 1.2. 8.4). 8.02-8.13 (3H. m). 8.34 (IH. s). 8.56 (IH, s). 
Ttm^m Cj6H3oN404S-H20-0.11-PrjO ibT 
mM\^ (%) C, 61.11; H, 6.44; N, 10.72. 

mmm. (%) c. 61.33; h. 6.28. n, 10. se. 
mmmn 

3- (1 - {3- [ (6-x^;^-2-:^ y =^)V) 7.)V-^:=-)V\ -fa A J -i M -4- li ^ U -y=:-Jl 
) -5. 6. 7. 8-5^ h ^ t: F D 5 [1 . 2-a] tf U i^>mmM 

^S£^»j94d) T#fe3- (1- {3- [ (6-x5^n;i/-2-:f y J-M 7.;i/3i>-;w -^unj-i 
;W-4-fcf ^ U >^x;i/)-5. 6, 7, z-y-Vy\i K o-i- ^ i5^V[l. 2-a] tr U vyW^M. 
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(0. 2g) t/^=^i>^A-mmio. oAgXD^^j-jvmmiirno ^yKmnm^T. mm 

NMR (300MHz, CDC 1 3) 5 : 1.35 (3H, t, J = 7.8), 1.42-1.63 (2H, m), 1.88-1.99 
(6H, m). 2.60-2.69 (2H, m), 2.83-2.91 (6H; m), 3.12 (IH, m), 3.53-3.59 (2H. 
m), 3.80 (2H, t, J = 6.0), 3.91 (IH, d, J = 13.2). 4.56 (IH. d, J = 13.2), 
6.65 (IH, s), 7.51 (IH, dd, J = 1.8, 8.7), 7.73 (IH, s), 7.83-7.97 (3H, 
m), 8.45 (IH. s). 

7tm^¥r c„H33^f303SHCl -1. 25H2O t VT 

ilf^ifi (%) C, 60.21; H. 6.83; N. 7.80. 
(%) C. 60.29; H, 6.77. N, 7.53. 

7-Tir5^;i/-3- (1- {3- [ (6-i^ D y^;^7J^zl;l/] y n/NV -r ;i/}-4- tf ^ 

U >^n;i/)-5, 6. 7, 8-^ h ^ t H n-r ^^VCl, 2-a] fe!^>^> 

99a) 4-(7-T-fe^;l'-5, 6. 7, 8-5=- h ^ k FP-f ^r5^l/[l. 2-a] tf ^^>-3-r;V') tf 

^tfl^J85a)T#e>nfc4-(-r [1, 2-a] tf ^>^>-3— T^W tf^U S^>-\-tl 

;i/jj^>mtert-:/^;Kl. Og) i*lt7jci^M(l. OmL). A^i?r>A-iKf^(0. 2g) (Dmmx. 

^mm. a®#i^>'U:^7yjw:«j^AT«s$b. ^fB{fc:^«^(o.47g, m)^mM^ 

NMR (300MHz, CDCI3) <5 : 1.48 (9H, s), 1.51-1.89 (4H,- m), 2.19 (3H, s), 2.59 
(IH, m), 2.76-2.85 (2H. m), 3.87 (2H. t, J = 5.4), 4.04 (2H, t, J = 5.4), 
4.18-4.22 (2H, m), 4.74 (2H, s), 6.76 (IH, s). 

• 99b) 7-T-fe^;^-3-(l-{3-[(6-^^D-2-':^:7^;l/)x;^7f^^;^]yDAV-r>/^ 

}-4-}^^Oz^-Jl)-5,6. 7, 8-7^h^t h*0-r^i5^y[l,2-a] fcr^5^> 

^»J99a) ■Xr#;/t4-(7-T-fe5^;W5, 6. 7, 8-t- h ^ b H O-T $ [1, 2-a] tf ^ 
i?>-3-f ;i/) tr^U >»>-l-:^j;i/3}?>^tert-y5^;K0. 45g)© h;i/X>^^(5inL) 
iChU7;i':tP@^i?(5inL)^5D;^. ^mT2l^^l3i>i#aif?to S/iS?^<£r^^|im. ^ 
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§%^T-tz hz: b U MzmmV. DBU (0. 41g) h U JL9-)Vr^ > (0. 56inL) ^Jn^ 
tco ^0O^fl^S:3-[(6-i7 n P-2-:^-7^;i/)7.;i'fc;i/]yn t!:t>M(0. 45g), 
WSC(O.43g):fe^t0OBt (0.35g)©T-fe^::l^U;^aOmL)^•t^^^^'v^JO;l. 12^F^ 

mm^^^l^t^o ^@#J<£>'U:*jy;i/:^3^Alci:DM^b, ^lE^b^ti (0. 39g. 

NMR (300MHz, CDClj) 5 : 1.45-1.65 (2H, m). 1.88-2.00 (2H, m). 2.19 (3H. s). 
2.61-2.78 (3H, m), 2.91 (2H, t, J = 8.4), 3.15 (IH, t, J = 14.4), 3.56 (2H, 
t, J = 8.4), 3.84-4.10 (4H, m), 4.58 (IH, d, J = 13.5), 4.75 (2H, s), 6.74 
OH, s). 7.59 (IH, dd, J = 1.2. 8.7). 7.90-7.96 (4H, m). 8.48 (IH. s). 

ll»J100 

(6-{3-:t^y-3-[4-(5. 6. 7. 8-5=- b t Fn< ^^'V'Cl, 2-a] tfU z^>-Z-( JV 

)-i-tf^u s^:=^jv} tf;w :^A^:=^)\^-2-i-y^M :^9-)i^rs. > 2 mmm 
100a) 3-[(6-3i^;W5;w2-:?->'5^;i/):j^;v*c— ;v] tfr^a-^mtert-r^^;!/ 
||$S^j94b) T#^3- C(6- lfn;^-2-:^7^;^) t!:t>mtert-':^ 

^;K5. 5g) , Jga K7mmi- h U A (13. 8g) OT-fe h U ;V-T-fe h >-7K (1:1:1, 
SOOmiy^l^^Mit^:^^^^ (lOa; enmicrocapsulated, l.lg) ^iP^, ^MT'2 

-cmmvxmm'ii^^m (2. seg, 46«) ^m.m^mi^t vxm^i. 

NMR (300MHz CDCl,) 6 :0.36 (9H. s). 2.72 (2H. t, J = 8.0), 3.50 (2H, t, 
J = 8.0), 8.00 (IH, dd, J = 1.2, 8.8), 8.12-8.23 (3H, m), 8.45 (IH, s), 
8.55 (IH, s), 10.24 (IH, s). 

100b) 3-[(6-t Hn4^v'^5^;i/-2-:^:75^;)/)x;i<'3}N::i;W tf:^>mtert-:/5^ 
^JI^?lliooa)T#7t3-[(6-3fc;P5;i/-2-:)-75^;U)x;i'*f~;W :/n \d:^>m. 



wo 2004/048363 PCT/JP2003/014793 

142 

tert->^5^;i/(2. Og) (D:i.^ y ~)vmmz7i(.m^h-^'yMi- h V (0. 46g) ^m^. 

NMR (200MHz. CDC 1 3) 5 :1.36 (9H, s), 2.12 (IH. t, J = 5.8), 2.67 (2H. t, 
J =7.8), 3.45 (2H, t, J = 7.8), 4.92 (2H, d, J = 5.8). 7.61 (IH, dd, J = 
1.8, 8.8). 7.83 (IH, dd, J = 1.8. 8.8), 7.91-7.98 (3H, m), 8.42 (IH, s). 

100c) 3-(6-T>^ Hp^^;^-2-:^>'5^;^)x;^3J^~;^yp tf::r>Mtert-:/5^;u 

^»J100b) -T?#fc3-[(6-t \^U^zy^^)V-2-iry^)],) \f.^ 
>^ter t-:?'^;!/ (0. 46g) tf U >(0. 30mL) D n ^ XlOmL) ^IS's^iK?^ 
T. |g{t:^i57>x;V3fcr:;K0.15inL)SrJn;t;feo Z^m^'^m^tzM^ K^K"^ 

i&^:fem7KT'?fe#, wmm^ V u '^Ko:>m^m.m^ mm^unLonmrn^im (lomD 
\z.mm^^^ r-Jitr h u i9g) ^m^nmm-^^^m-^rco ^jim^m-mj:- 

(DM-vmm. mymm-^ h u t7j^i^^mvr^o mm^m^vxmm^t-^mio. 32g, 
73«) ^m^ni^mii^iL vxm^io 

NMR (200MHz, CDC 1 3) 5 :0.35 (9H, s), 2.69 (2H, t, J = 7.8), 3.47 (2H, t, 
J = 7.8). 4.59 (2H, s), 7.61 (IH. d, J = 1.4), 7.90 (2H, dd. J = 1.4, 8.8). 
8.01-8.06 (2H, id), 8.49 (IH, br). 

lOOd) 3-[(6-Tv^K^5^;^-2-:^:75^;^)7.;^:*^x;^]yDt!:^->|^ 

teTt-:f^)i (0. 24g) (D^rn (5mL) mm^mux 2 mm-^^^m-^rcoKjt^m^mmi^ 

NMR (200MHz. DMSO-d,) 6 : 2.57 (2H, t. J = 7.8). 3.61 (2H, t, J = 7.8), 4.73 
(2H, s), 7.69 (IH. dd, J = 1.8, 8.4), 7.92 (IH. dd. J = 1.8. 8.8). 8.09 
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(IH, s), 8.19-8.29 (2H. m), 8.59 (IH, s). 

1 OOe) 3- (1- {3- [ (6-T F >^ ^}]^-2-± y :/d AV -< M -4- k! 

^ U $^r:;i/)-5. 6. 7. 8-5^ h 7 1 H D< ^ iJ^VCl. 2-a] tf U 

||Jfi^J100d)T#fc3-[(6-Tv? \^:^'^}V-2-iry=^}V)7.}V-^-)V\ :/D fcf:;f >m 
(0. 22g) ^:^»J209b)^#fe3-(4-t!^U -::?::i;i/)-5, 6. 7. 8-5=- h ^ t Hd-C 5 

y [1. 2-a] tf u >^> 24^mm(o. 23g)75^e.iijs^j89b) tmrnz-iyxmuit-^m 

(0.26g. 74«)§#feo 

NMR (200MHz, CDClj) (5 : 1.40-1.72 (2H, m), 1.82-2.05 (6H, nO. 2.65 (IH, m). 
2.83-2.94 (3H, m). 3.07-3.30 (3H, m), 3.53-3.61 (2H, m), 3.81 (2H, t, J 
= 5.8), 3.91 (IH, d, J = 13.4), 4.56 (IH, d. J = 13.4), 5.32 (2H, s), 6.65 
(IH, s), 7.61 (IH, dd, J = 2.2, 8.8), 7.88-8.05 (4H, m), 8.50 (IH. s). 
lOOf) (6-{3-;t^ V-3- [4- (5. 6, 7, 8-7^ b 9 b H n-f $ ^ V [1. 2-a] t! U >?>-3- 

^MM100e)T#;'t3-(l-{3-[(6-T>^ Y :^'^)\/-l-iry^)V)-:K)Vi^ZL)V\ ^nn 
/ -r ;H-4-t! -^ZL)Vi-'^, 6, 7, 8-T- b ^ b H O-r 5 [l, 2-a] tf U 
(0. 25g) izn'y-J^K-^n (0. 05g) © ^ / -Jl/ (5mL) ^f^^TK^^ffl^T. 2 1^ 

r»#^iffco ymm-^^^^ ^Wl^w^x^. m^<^^zyvtiyjiti^Aiz^^ 
mm. ^mmt7m:rL^ y-jvmm-^mmvx. MiB^k-^ti (o. 27g, ^mm)^n 

NMR (200MHz, DMSG-dj) 5 :1.26 (IH, m). 1.44 (IH, m), 1.81-1.98 (6H, m), 
2.58 (IH, m), 2.76 (2H, t, J = 6.9), 2.93-2. 97 (3H, m), 3.08 (IH, t, J = 
14.2), 3.88 (IH, d, I = 14. 2), 4.03-4.07 (2H, m), 4.25-4.34 (3H, m), 7.33 
(IH, s), 7.84 (IH, dd. J = 1.5, 8.7). 7.97 (IH, dd. J = 1.8. 8.7). 8.16-8.19 
(2H, m), 8.27 (IH. d, J = 7.8). 8.63 (IH, s) 

HJS^^JlOl 

1- {3- [ (6-i^ p u-z-±y^)V) x;i'7js - ;n y n y -r -4- [ (2-pt 5^;i/-iH-r $ 
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101a) 4-[(2-^5^;i/-iH-i' ;i/-i— r;w^5^;w tr^u i^>-i-iojv-^>m 

2-^^;K ^:5^y-;Kl. 8g) ^:4-(:^D^:^5^;i') }d^^ji^>-\-t!)V-^>m 
tert->^^;KDeVita, Robert, J. et al., Bioorg. Med. Chem. Lett.. 9, 261 

(1999)) (S.%g)(D])mmUO0OisiL)\Z7m<ti-hV^J^(mm^: 0.87g)^jJPA> 

8ot:i?i2^rBi>&^#ig-B:feo ^f^M^m^v. mmm^^uu^)vj^\zmm^ mm. 

MR (300MHz, CDClg)^ : 1.13-1.28 (2H, m), 1.46 (9H, s), 1.57-1.63 (4H, m), 
1.82 (IH, m), 2.37 (3H, s), 2.65 (2H, t, J = 12.9), 3.71 (2H, d, J = 7.5), 
4.16 (2H, brs). 6.78 (IH, d, J = 1.5). 6.91 (IH, d, J = 1.5). 

101b) i-{3-[(6-i5'nD-2-:^:7^;i/);^;V5j^r:;W:/D/iy-f;w-4-[(2-^5^;v 
^5i^jioia)-r#7t4-[(2-^^;wiH— r 5iS^V-;i/-i— r;w h^u >^> 

-l-^)l^^>mteTi-y^)V(0. 42g) <h3-[(6-^ D a-2-'^y^)l') XJV-^=-J]^:i 

\f^>m (0. 45g) H)^ ^mmmm) ^ wmz \yxnw^i'^m (o. 55g. 74a;) 

NMR (200MHz, CDClj) 5 : 1.00-1.24 (2H, m), 1.48 (IH, m), 1. 63-1. 77 (4H, m), 
2.37 (3H. s), 2.49 (IH, t, J = 13.2). 2.83-2.90 (2H, m). 2.98 (IH, t. J 
= 13.2), 3.47-3.60 (2H, m), 3.80-3.88 (3H, m). 4.49 (IH, d, J = 11.4), 6.79 
(IH. s), 6.91 (IH, s), 7.59 (IH, dd, J = 1.8, 9.0), 7.90-7.96 (4H, m), 8.47 
(IH, s) 

^»J102 

1- {3- [ (&-if u u-i-^y=f-)V> y d/\' / -f ;W-4- [2- (2-p^ 9-)V-m-^ 

102a) 4-[2-(2-p^5^;i/-lH-'r ^^y— Jlz-l-f ;i/')X5^;)/] H^U z^>-\-:ti)V-^> 

^tert-:r^;u 

4-(2-yoM^;Wtf^US^>-l-;!t7;U3!i^>^tert-:/5^;KDereck. B. et ai.. 
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J. Med. Chem.. 42, 4584 (1999)) (6.46g) i:2-p^^;W^^\/— ;K0.93g)}6^e 

mmmm^) tmmziyxmt'&ih-^'^i^. 45g. 80%) ^^^w^mtvxmco 

NMR (300MHz, CDCI3) 6 : 1.13-1.28 (2H, m). 1.46 (9H, s), 1.57-1.63 (4H,- m), 
1.82 (IH, m), 2.37 (3H, s), 2.65 (2H, t, J = 12.9). 3.71 (2H. d. J = 7.5), 
4.16 (2H, brs), 6.78 (IH, d, J = 1.5), 6.91 (IH, d. J = 1.5). 

1 02b) 1- {3- [ i^-^ u p-2-:h y ^)V> ^unj^ M -4- [2- (2-p< 5^;!^ 

^Jg^JlOla) T#fe4- [2- (2-;>^ ^JU-IK-^ 5. M X5^;W tf^ U >^ 

>-i ;V3}? >m t er t (0 . 43g) ^ 3- [ (6- D D -2-±y ^}V) X n; w 

D tf:r>^(0. 45g);5^ e>^j5S^J81b) tf^#lCLT^IB'fb'&tl (0. 52g, 69%) Stl^ 

NMR (200MHz. CDC 1 3) a : 1.00-1.24 (2H, nO, 1.48 (IH, m), 1. 63-1. 77 (4H, nO. 
2.37 (3H, s). 2.49 (IH, t, J = 13.2), 2.83-2.90 (2H, m), 2.98 (IH, t, J 
= 13.2), 3.47-3.60 (2H, m), 3.80-3.88 (3H. m), 4.49 (IH, d. J = 11.4). 6.79 
(IH. s), 6.91 (IH. s). 7.59 (IH, dd. J = 1.8. 9.0). 7.90-7.96 (4H. m). 8.47 
(IH, s). 

7tM^^^ C24H28N3O3SCI -HCl • 0. 25H2O h UT 

(%) C, 55.97; H, 5.77; N, 8.16. 
mMM i%) C, 55.98; H. 5.74; N, 8.16. 

5-i> nD-2-(3-{4-[2-(2-;'<^;i/-iH— r 5i5^V-;i'-r-'f ;Wx5^;i/]-i-tf^u -J 
-)V\-z-:^^v :/D tr;i/) ;^;i'jj>x;i/-iH-'f > F— ;u 
103a) 5-i7aD-2-(3-{4-[2-(2-^^;wiH— r 5y\/~JWi— r;Wx5^;i/]-i-tf 
>?:z;w-3-:t^y :/D tf;wx;w*x;u-iH— r > }^—}V-\-ts)V-^>W.ieti- 

lliS^ili02a)T#fe4-[(2-^^;i/-iH-r ^^y-;wi-f ;i/)x5^;i/] tf^u >^> 

-l-*;i/3j^>^tert-:/^;i/(0.59g) iim:mmi\U)X%1tZ-[{\-\%xi-^V^iyti 
)V:^-)V-%-i7 P D-IH— r > K— ;i'-2-< )V) X;l/Jl^x;l/] yu tf:t>^(0. 78g) fi^ 
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^mmms^h) tmm^z vxmmit^m (o. 64g. m ^#7to 

NMR (200MHz. CDCI3) 6 : l.OO-LOS (2H. m). 1.53 (IH. m), 1.62-1.75 (4H. m), 
1.73 (9H. m), 2.37 (3H, s). 2^50 (IH, t, J = 13.2), 2.87-3.04 (3H, m), 
3.82-3. 90 (3H. m). 4.00-4.08 (2H, m). 4.51 (IH. d, J = 12.8). 6.79 (IH, 
d. J = 1.0), 6.91 (IH. d. J = 1.0), 7.45 (IH, dd. J = 1.8. 8.8), 7.50 (IH. 
s). 7.65 (IH, d, J = 1.8) 7.99 (IH. d, J = 8.8). 

103b) 5-i57PD-2-(3-{4-[2-(2->^5^;i/-lH-^5i5^\/-;i.-l-r;WX5^;W-l-tf 
^JS^!ll03a) T#;^c5-^ D D-2- (3- {4- [2- (2-^^;i/-lH-'f 5 i$^l/-;i/-l--r ;V) 

x5^;i/]-i-tf^U $^n;i/}-3-:t4^y yo tf;i/);^;i'3i>x;i/-iH-< > H-;i/-i-;t7;i/ 

^ymter t-y^jv (0. 50g) ® >?i^ D D ^ > (i omL) mmiz hvyaumma omi) 

Trntdih-^m (0. 37g. 90%) ^#;^o 

NMR (200MHz. DMSO-dg) 6 : 0.74-0. 84 (2H. nO, 1.38-1. 75 (5H, m). 2.27 (3H. 
s). 2.40 (IH, t, J = 11.8), 2.70 (2H, t. J = 7.4), 2.89 (IH, t. J = 11.8). 
3.57-3.70 (3H, m), 3.86 (2H, t, J = 7.4). 4.15 (IH. d, J = 11.8). 6.74 (IH. 
s.). 7.05 (IH, s). 7.14 (IH. s), 7.32 (IH. dd. J = 2.0. 9.0). 7.50 (IH, 
d, J = 9.0), 7.79 (IH, d, J = 2.0). 

^M^J104 

i-{3-[(6-^ D p-2-^:75^;Wx;i//ts-;W yDAV-i';p}-4-C3-(2-p<5^;w-iH— r 

1 04a) 4- [3- (2-^ ^;W1H-'1' ^ y^/^ji-i-^ :/p tf ,j j],^ 

4-(3->^pqEyDlf;Wtf-^lU>?>-l-i7;l/jJ^>^tert-y5^;KSiegel. M. G. et 
al.. Tetrahedron. 55. 11619 (1999)) (2.Qg) t2->^^JM 5.yV-)l(0.56g) 

it^^mmmma) tmmizvTmmi[:^m(2. osg. jt«w) ^^^mvtmt bTf# 
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NMR (200MHz, CDCI3) <5 : 1.03-1.35 (4H, m), 1.45 (9H. s), 1.59-1.82 (5H, m), 
2.37 (3H, s), 2.66 (2H, t, J = 12.4), 3.81 (2H, t. J = 7.0), 4.06 (2H. br), 
6.80 (IH, d. J = 1.4). 6.90 (IH, d. J = 1.4). 

1 04b) 1 - {3- [ (6-^7 p a-2-'^y^)V) 7sJV:^:=.)Vl -zfunj-i M -4- [3- 

-IH— r ^ )V) y n MM t!^ u V > mmM 

^M^!ll04a)T#e»nfe4-[3-(2-p^^;i/-lH-< ^ M tf;W t! 

s^>-i-*;i/j}?>mtert-:/^;Ko. eig) ^3- [(6-^ a u-i-ry^M x;i'5t? 

:^;W:/Dl^:#->m(0.60g)5&^e,|l2i«a|81b)tlRl^fCbTMIB{t;^#j(0.56g, 53X) 

NMR (300MHz. CDC 1 3) 5 : 1.00-1.31 (4H. m), 1.52 (IH. m), 1.65-1.88 (4H. m), 
2.37 (3H, s), 2.49 (IH, t. J = 11. 1), 2.83-2.90 (2H, m), 3.00 (IH, t. J 
= 11.1), 3.47-3.58 (2H, m), 3.84 (IH, d, J= 14.1), 4.02 (2H, t, J = 6.9). 
4.51 (IH, d, J = 14.1), 7.05 IH. s), 7.05 (IH.. s), 7.28 (IH. s), 7.61 (IH, 
dd. J = 2. 1, 9.0), 7.89-7.97 (4H, m), 8.47 (IH. s). 

i-{3-[(6-i7 D u-i-^-y^M x;V7jN-;w yp/^y ;i/}-4-[3-(2-x5^ji/-iH-i' 

$ ^y-;i/-i-'f ;i/) y D t!;w tr^ u mmM 

105a) 4-[3-(2-x5^;p-iH— r 5^y-;wi-r;W zfu if;w tr^^u -j>-\-ti)V^ 

>mtert-:/5^;p 

4-(3-yp^ypt!;W t!^Ui?>-l-:«j;l'#>Mtert-r^^;V(2.0g) t2-X5^;i/ 
^ ^ ^>/_;K0. 66g);^)ie>^»J101a) <h|W|iSfCbTMIB'fb'&i^(2. 06g. 9885) 

NMR (200MHz. CDC 1 3) 6 : 1.03-1.38 (6H. m), 1.45 (9H, s), 1.60-1.82 (3H, s). 
2.61-2.72 (4H, m). 3.82 (2H. t, J = 7.0). 4.07 (2H, br), 6.80 (IH, d, J 
= 1.4), 6.94 (IH, d. J = 1.4). 

1 05b) 1 - {3- [ (6-:i7 P P -2-:^:7 Ts)^-^^^ -^^xnAy^A) -4- [3- (2-X^;i/ 

-iH-< a y ^/-;u-i-i' ;i/) zfu tr;i/] tf^ u >^ > 
IIJS^?!lio5a)T#en;t4-[3-(2-x5^;i/-iH-r 5 ^'Z-jv-i-^ )U) -zfu tf;W fcr 
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NMR (300MHz, CDC 1 3) 5 : 0.95-1.25 (2H, m), 1.20-1.27 (2H, m), 1.34 (3H, t, 
J = 7.5), 1.43 (IH, m), 1.64-1.76 (4H, m), 2.47 (IH, t, J = 13.2), 2.65 
(2H, q, J = 7.5), 2.83-2.88 (2H, m), 2.97 (IH, t, J = 13.2), 3.52-3.58 (2H, 
m), 3.82 (2H. t, J = 7.2), 4.47 (IH, d, J = 13.5), 6.79 (IH, d, J = 1.0). 
6.94 (IH, J = 1.0), 7.59 (IH. dd, J = 2.4, 8.7), 7.89-7.96 (4H, m), 8.47 
(IH, s). 

1- {3- [ (6-i^ D u-2-'ry^M 7.;i/>J^n;W :/uA/^ M-4- [2- (2-x5^;i/-iH-r 

^i5^v-;v-i-<;wx5^;wtf^ui^> mmM 

106a) 4-[2-(2-x^;p-iH— r ^i5^y-;i/-i-r;i')x^;w tr^u >^>-i-:^;wjJ^> 

4-(2->^P«5^;W tf^U >?>-l-;i57;i/#>mtert-r^5^;V(3. Og) i:2-X^;W 

^^v->'i/(i.og)>5^e>ii»jioia) ^mmzi^xMBih-^^ii.ssg, 52^) ^^-s 

NMR (200MHz. CDC 1 3) 5 : 1.18-1.38 (7H, m), 1.46 (9H, s), 1.63-1.74 (3H, m). 
2.61-2.88 (4H, m), 3.87 (2H, t, J = 7.8), 4.08 (2H, d, J = 14.2), 6.80 (IH, 
d, J = 1.0), 6.94 (IH, d, J = 1.0). 

106b) 1 - {3- [ (6-i7 □ D-2-^ y ^}V) X)Vi^:=-)V\ y' D / W < ;p} -4- [2- (2-X5^;i/ 

-iH->r5yi/-;i/-i-r;0x5^;wtf^u>^> 
^wji 06a) T# e»nfc4- [2- (2-x5^;wiH— r a ^^'i/— ;v-i-< ;w -x-j-m tf^ 

U -Jy-\-fi >m ter \.-y'^)V (O. 58g) 3- [ (6-^7 a n-2-:^- ^'^^iW x;i'5i^x 
M tr:t>^(0. 66g)>^>^e,||igFil81b) i:|lHttcUTjgt2'fk:'&ti(0. 29g. 28«) S 

NMR (300MHz CDCl,) 6 : 1.02-1.27 (2H. m), 1.35 (3H, t, J = 7.2), 1.50 (IH, 
m), 1.64-1.84 (4H, m), 2; 49 (IH. t, J = 10. 8), 2.68 (2H, q, J = 7.2). 2.84-2.90 
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(2H, m). 2.99 (IH, t. J = 10.8). 3.50-3.59 (2H, m), 3.81-3.89 (3H. in). 4.50 
(IH, J = 13.5). 6.79 (IH, d, J = 1.2), 6.95 (IH. d, J = 1.2), 7.59 (IH. 
dd. J = 1.5, 9.3), 7.89-7.94 (4H, m), 8.48 (IH, s). 

5-ij7 an-2-(3-{4-[2-(2-x5^;i/-iH-r s^y-;u-i— r ;Wx5^;i/]-i-tf^U 
r:;W-3-:t^y t?;i/) ;^;i'3i>-;i/-iH-< > 

107a) 5-i7 nD-2-(3-{4-[2-(2-X^;i/-lH-< 5yi/-;i'-i-'r;i')x^;i/]-i-t! 

>^x;W-3-:t^rV:/P tfM X;V:ijNX;i/-lH— f > }^—)V-l-tl)V^>mtevl- 

HJiMlOSa) T?#yfc4- (2-X5^;i/-lH-'f 5 )V) ^ 1!^ U 

-l-:^7;V#>mtert-:/^;K0. 58g) t^JS*wi211d)-C#fe3-[(l-tert-:/h4^>':*/ 
;i/3j^x;i/-5-i^ a a-iH-f > ;i'-2-'i';v)x;i/5j^x;i/] :/d t!:^>m(o. 85g)*^ 

e.|IJgM85b) tf^imiCbTMfa'ft:-^^^ (0. 62g, 54%) ^#;feo 
NMR (300MHz. CDCl,) 5 : 1.05-1.21 (2H, m). 1.35 (3H. t. J = 7.5). 1.52 (IH, 
m), 1.53-1.73 (4H, nO. 1.73 (9H. s). 2.49 (IH. t, J = 9.9), 2.65 (2H, Q, 
J = 7.5), 2.88-3.03 (3H, m). 3.81-3.89 (3H. m), 4.02-4.08 (2H. m). 4.51 
(IH. d. J = 13.2). 6.79 (IH, s), 6.95 (IH, s) 7. 43-7.53 (2H. m). 7.63 (IH, 
m), 8.98 (IH, d, J = 9.0). 

107b) 5-^ DD-2-(3-{4-[2-(2-x5^;i/-iH-'r ;u-i— r;0x5^;W-i-t! 
>?x;v}-3-:t^y T'D MM 7.;i/*x;i/-iH-r > 

|ISSF(I107a) ■r#fe5-i5' D P-2- (3- {4- [2- (2-X^;l/-lH— f ^ i^^'V— T )V) 

x^;W-i-tf^u >^x;H-3-::t-^v tf ;v) x;i/Ji^x;i/-iH-'f > h-;1/-i-;^j;p 

3l^>i^tert-:/^;K0. 60g)d^C>^SS^J103b) 1 1^3(11 JcUT^|B'ft;'&i^(0. 45g. 
91«)^#fe, 

NMR (200MHz, DMSO-dg) 5 : 0.75-0.85 (2H, m). 1.19 (3H. t, J = 7.4). 1.49-1.62 
(5H. nO. 2.40 (IH, t. J = 11.8), 2.48-2.52 (2H. m), 2.57 (2H. q, J = 7.4), 
2.70 (2H, t, J = 7.0), 2.89 (IH, t, J = 11.8), 3.57-3.76 (3H, m), 3.85 (2H, 
t. J = 7.0), 4.16 (IH, d. J = 11.8), 6.73 (IH. d, J = 1.4), 7.02 (IH, d. 
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J = 1.4). 7.14 (IH, s). 7.32 (IH. dd. J = 1.8. 8.8). 7.51 (IH, d, J = 8.8), 
7.90 (IH, d, J = 1.8). 

||»J108 

1- {3- [ (6-^ P a -2--ry'^)V) 7. JV:^:=-)V] ^unj^M -4- [2- (4, ^-J:^^)V 

-iH-r ^i5^v-;w-i-'r ;i/)x^;w \f.^^) i^y 

108a) 4-[2-(4, ^-J:^^)V-m-^ ^y^/-)V-i-'<)V)ai^}V\ )±^^)-J>-\-tt}V 

4. %-v')f^^)V^^-^^J—)vmwm^^-^mm<ikW (o. eeg) <h4-(2-:/n^:x^ 

)V) tf^U -:^>-l-:^!j;l/4<>^tert-y5^;K2.0g):&^^IISSI^J101a) i:(li|{CbTM 

mt^m (0. 38g, 1 %%) ^w^^w^m h vxnr^o 

NMR (300MHz, CDCI3) 5 : 1.07-1.91 (2H, m), 1.45 (9H, s), 1.59-1.70 (5H, m), 
2.11 (3H, s), 2.15 (3H, s), 2.67 (2H. t, J = 11.4), 3.81 (2H. t, J = 7.0), 
4.07-4.14 (2H, m), 7.30 (IH, s). 

108b) i-{3-[(6-i^nD-2-:h>'^;i/)x;i'jf?n;i/]:/D/iy-r;W-4-[2-(4.5->?p< 
^)\^-m-^ 5 i5^y-;v-i— f ;v) x5=-;H tf^ u 

||Jg^J108a) T#fe4- [2- (4, 5-i^^^;wiH— f ^ M x^;v] tf ^ 

U >?>-l-:^j;l'J}^>^tert-:/^;K0. 38g) ^3-[(6-^ n p-2--^:7^;I/) x;!/^^:^ 
;W H:^>m(0. 37g)y&^ C>IISS^J85b) il^:ilJcLT^t3ift;'a-#J(0. 36g, 57«) ^ 

NMR (300MHz. CDCI3) d : 1.04-1. 23 (2H, m), 1. 48 (IH, nO, 1.60-1.77 (4H, m), 
2.11 (3H, s), 2.15 (3H. s), 2.49 (IH. t, J = 13. 2),. 2. 83-2. 90 (2H, m). 2.99 
(IH, t. J = 13.2), 3.50-3.58 (2H, m). 3.79-3.84 (3H, m), 4.49 (IH. d, J 
= 13.2). 7.30 (IH, s), 7.59 (IH, dd, J = 2.4, 9.0), 7.89-7.94 (4H, m), 8.47 
(IH, s). 

Ttm^^ C^sHjoNjOsSCl -0. 5HjO<h 

mWiW. (%) C, 60.41; H, 6.29; N. 8.45. 

mmm (%) c, 60.40; h, 6.42; n, 8.22. 
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1- {3- [ (6-^ U U-2"^y^M 7.)^^:=^^ y P /I / < M -4- [2- (2, 4. 5- h U ^ 5^ 

109a) 4-[2-(2,4. 5-hu^^;i'-iH-r5^i/-;wi— r;i/)x^;w fcf^u>?>-i- 

.:^3;l/j}^>mtert->^^;l/ 

2,4, 5- h U P«.5^;i/-r ^iS^V— ;K#98BS60-56961-^^$g) (1. 8g) ^4-(2-:/a^ 

tr^u v^>-i-*;i/3i^>Mtert-::^5^;K4. 77g)j;)^e»llM«^ioia) 

NMR (300MHz, CDC 1 3) 6 : 1.07-1.91 (2H, m), 1.46 (9H, s), 1.59-1.70 (5H, m), 
2.08 (3H, s), 2.11 (3H, s). 2.15 (3H, s), 2.69 (2H, t, J = 11.4). 3.72 (2H, 
t, J = 7.0), 4.07-4.14 (2H, m). 

109b) i-{3-[(6-;^ n □-2-:^:79^;i/);^;V7r>n;w 7'DAy-r;W-4-[2-(2, 4, 5- h 

||»!|109a) T#;^4- [2- (2, 4. 5- h U 7^ ^Jl-IE—C 2. yV-Jl^-l-t JV) X5^;i/] 
tf ^ U z^>-l-:tiJl'^>meT i-^^)V (0. 73g) i 3- [ (6-^^ D Vi-l-±y=^}V) 7.)V 
t!:*->m (0. 70g) iS^ &IIM«ai85b) h nm.\Z. bTSIB^k^i^ (0. 39g, 

335K) ^ntz.o 

NMR (300MHz, CDCI3) <5 : 1.07-1. 23 (2H, m), 1.51-1.55 (3H, m), 1.70-1.79 (2H, 
nO, 2.07 (3H, s), 2.09 (3H, s), 2.31 (3H, s). 2.51 (IH. t. J = 12. 6), 2.84-2.90 
(2H, m), 2.97 (IH, t, J = 12.6), 3.50-3.57 (2H, m), 3.71 (2H, t, J = 7.8), 
3.83 (IH, d, J = 13.2), 7.59 (IH, dd, J = 2. 1, 9.0), 7.88-7.96 (4H, nO, 
8.47 (IH, s). 

^Jg^»|110 

i-{3-C(6-^7.pn-2-^:7^;i/);?,;w:t;x;wyoAV<M-4-C(2-^5^;w-iH-r^ 

110a) 4-[(2-:?^5^;Wl- h U ^)V-m-^ 2 ^ h^v'] tf^U >>> 

4-h h' d:^^^^ tr^ u z^y-i-ttjiT^ymteTt-zf^jvio. 50g) (DmrnrnmisiL) iz 
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ymit-r h U "^A (605K?ft'|4 : 0. 12g) ^iPA.15:$^>^>^#^iffe^, 4-^ ati:A^Jl-2- 
^^JV-\-hV^Jl-m-^ ^yV-JViCovii, A. A. et al.. Eur. J. Med. Chem.. 
25. 557 (1990)) (0. 93g) ©DMF^^(lOmL) ^Sn^fco Ummib^^m'^r^^. 

NMR (200MHz. CDC 1 3) 5 : 1.45 (9H, s). 1.45-1.63 (2H, m). 1.72 (3H. s), 
1.83-1.91 (2H. m), 2.92-3.05 (2H. m). 3.58 (IH. m), 3.79-3.90 (2H. m). 4.02 
(2H, s). 6.68 (IH, s), 7.10-7.17 (6H. m). 7.26-7. 39 (9H, m). 
110b) l-{3-[(6-^^u-2-:^>'5^;^)x;^3^^-;^]yD/^V-r;^}-4-[(2-^^;l/ 

mmmi i oa) t# Bhrc4- [ (2-;^ ^jv-i- h u ^)v-m-^ ^ y i/-;i/-4— r ;w >^ 

tr^U >^>-l-;*r.;i.7i^>mtert->^5^;i.(0. 57g) (Z)p^:$^y-;i/(10]nL) -IN:^ 
^(5mL)}#?g^80t:T12P#PBlj5i^Miffc„Sj5c;;M&5^X^;i^X-5=-;i/<h7XO«i-&^ 
7jc^^4^Slb, li«SLfc„ ^M#f(;:DBU(0.32niL)t hUX5^;i/T^> 

(0. 44111L) <£in^T-fe hx h u;KiomL) z.<Dmm^i-\.(.%-i^ 

5^;W;^;i'5j>x;WyDtf:t>M(0.32g), WSC(0.30g), .HOBt(0.24g)(DT-khXh 
U;KlOInL)^t^«-v^IP;^. 12BtrBl;0>#^iffCo S^£:^^MflEi^b. 

NMR (200MHz, CDC 1 3) d : 1. 65-1.84 (4H, m). 2.42 (3H. s), 2.86 (2H, t. J = 
8.4). 3.18-3.26 (2H, m). 3.55 (2H. t. J = 8.4). 3.58-3.72 (2H. m). 3.83 
(IH. m). 4.46 (2H. s). 6.87 (IH, s). 7.59 (IH. dd. J = 2.0, 9.0). 7.92-7.97 
(4H. m). 8.47 (IH. s). 

II»J111 

l-{3-[(6-i^DD-2-:^>'5^;^)x;^JJ^x;^]yDAy-f;^}-4-[2-(l-^^;^-lH-< 
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111a) 4-[(Z)-2-(l-hU^;i'-lH— r5i?'y-;i.-4-r;l') b'-;l/] t!^u^>-l-5!7 
;i/2j^>^tert-y5^;|/ 

l-hU5^;i/-lH-^^^y-;i/-4-:^;Wt;i/5^tH (Kelly, J. L. etal., J. Med. 
Chem., 20, 721 (1977)) i0.&3g) t30<t(l-ieTt-y''h^zy:^JV^-Jl-4-\d^^J 
i/-;i/) p^5^;K h U yx.-JV) (ai^^gfl^99/24421-^/1>:7 1^^;/ h 

) (1. Og) (Dm(Z5ml)mm\Z:fy U "^Atert-:/ h^^e^ K (0. 21g) Srftl^fc. 12Btr^j&^ 

m^m^j^Tco mmm^zyv :^tr')i^ti9Aiz^r)mmh. mmit^i^io. 45g. 5135) 

MR (200MHz. CDCgs : 1.20-1.36 (2H. m), 1.45 (9H, s), 1.64-1.69 (2H, m). 
2.67 (2H, t, J = 12.2). 3.05 (IH. m), 4.01 (2H, d, J = 12.8), 5.32 (IH, 
dd, J = 9.0. 11.6). 6.16 (IH, d, J = 11.6), 6.69 (IH. s), 7.10-7.20 (6H, 
m), 7.30-7.36 (9H. m), 7.43 (IH. s). 

111b) 4- [2- (1- h u 5^;u-iH-'r 5 ;w-4-f ;w x5^;i/] tr^ u >-i-ti 
mmmi na) ^#^4- c (z) -2- (1- h u ^ >$^y-;^_4_^ 

^U>^>-l-:^;Uj}^>'mtert->''^;K0.43 g) i:itYt:a^(0.08g)©p^iS7y-;K20 

VTmrn^t-^m (o. 43g, 99x) ^nft^ 

NMR (200MHz, CDC 1 3) (5 : 1.05-1.17 (2H. m), 1.45 (9H. s). 1.51-1.66 (5H. m), 
2. 52-2. 68 (4H. m), 4.04 (2H, d. J = 13.5), 6.49 (IH, s). 7.11-7.18 (6H, 
s). 7.29-7.35 (lOH. m). 

111c) i-{3-[(6-i^DD-2-:^:75^;p):^;i.7ls~;i/]yD/ty-r;H-4-[2-(i-p<5^;i/ 

-IH— r 5 ^v-ju-B-x ;i/) jL^jvi If < u z^y 
mmmi m) t# e.n;/t4- [2- (i- n u ^a-ie-^ 5, y ;i/-4— r ;w ;w tr 

i^>-l-:^7;i//J^>mtert-:r5^;K0. 43g) <DT"k h ^JjmmHOmL) \Z3^ 
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t h U X5^;i^T5 >(0. 35ml):fecJ;t)^yHti h UJKlOmL) ^MX. 11®^?^^ 

3-[(6-^^7Da-2-:^:7^;^)x;^7J^n;^]yDtr:t>^(o.25g). wsc(o.24g):fej;t)J 
HOBtco. l9g)(3DTir^:n^u;KlOmL)^t^^^g^c:iD;l. i2B#r^)&^#?ii?^o Rmm 

NMR (200MHz, CDCI3) 6 : 1.05-1.28 (2H, m), 1.57-1.66 (3H, m), 1.73-1.86 (2H, 
m). 2.53-2. 60 (2H, m), 2.85-3.07 (3H, m). 3.53-3. 62 (2H, m), 3.56 (3H, s), 
10 3.85 (IH, d, J = 13.8), 4.51 (IH, d, J = 13.8). 6.78 (IH, s), 7.40 (IH, 
s), 7.51 (IH, dd, J = 1.8, 8.8). 7.90-7.99 (4H. m). 8.50 (IH, s). 
TC^^tlf C24H28N,03SC1-0.5H20 tVT 

(%) C, 59.68; H, 6.05; N. 8,70. 

(%) C, 59.58; H, 6.14; N, 8.43. 

15 

mmmm 

1- {3- [ i&-i7 p p-2-:^- y x;i/3jNx;i/] y p ; w M -4- [ (z) -2- (2-^ 

1 1 2a) 4- [ (Z) -2- (2-^ 5^;i/-l- h U ^JV-IE-^ S. ^ y-;i/-4— T ;W) Xt-::i;W tf ^ 

20 Ui?>-i-;^3;V3l^>Mtert-:/5^;i/ 

2-^^;wi- b U5^;i/-iH-< = ;i/-4-:^j;wt;i/5't K (ep 451538 (1991)) 

(3. 3g) iar^Ybd-tert-v^ h+i^;^;i/7}^n;i/-4-tf^U i^-;u) ;><^;k h U :7x 

jjNXJfcx':?^ (5. og) &ii»ji 11a) ii^it^c i^xmmit^m (i. og, 22^) 

25 NMR (200MHz, CDC 1 3) 6 : 1.20-1.31 (2H, m), 1.46 (3H, s), 1.56-1.63 (2H. m), 
2. 49-2.62 (3H, m). 3.97 (2H, d. J = 12.4), 5.28 (IH, dd. J = 8. 8, 11.8), 
6.18 (IH, d, J = 11.8), 6.61 (IH, s), 7.13-7.20 (6H, m), 7.30-7.37 (9H, 
nO . 

1 1 2b) 1- {3- [ (6-^ P u-2-i'y^}l') - ;W y p/1 / M -4- [ (Z) -2- (2-;>^ 
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mmm 112a) irmra- 1 cz) -2- (2-p^ 5^;i.-i- h u ^)v-m-^ ^ ^v-)v-^-^ )V) 

x-7^~;w tf^u >'>-i-;^7;i'4?>mtert->^5^;K0. 39g) <i:3-[(6-i^ pn-2-:^:7 
-fu tfrt >M (0. 22g) ^mMmm h nmsz bx^iE'fb-^ti 

(o.25g, 

NMR (300MHz, CDCI3) 6 : 0.94-1.14 (2H. nO. 1.19-L26 (2H. m). 1.42 (IH. m), 
1.64-1.76 (4H. m). 2.37 (3H, s). 2.47 (IH. nO, 2.83-2.88 (2H, m), 2.96 (IH, 
m), 3. 52-3. 58 (2H. m). 3.79-3.84 (3H, m). 4.47 (IH. d, J = 12.8), 6.79 (IH, 
d. J = 1.2), 6.91. (IH, d, J = 1.2), 7.59 (IH, dd, J = 1.8, 8.7), 7.89-7.96 
(4H, 111), 8.47 (IH, s). 

l-{3-[(6-i^nn-2-:?->'5^;i/)x;Pfc;wyn/\v-r;W-4-[(z)-2-(i,2->?^5^ 
^»J1 12a) T#fc4-[(Z)-2-(2-^9^;i.-l- b ij ^JU-lE-^ 5. )\,) 

x5^-;w tr^u i^>-i-;^7;i.7l?>^tert-:7'^;Ko. 50g) j&^e>^»jiiic) iimm 

\z hxm$d<h^^(o. i6g, 35X) ^m^m^tvTmco 

NMR (200MHz, CDCI3) <5 : 1. 22-1.35 (2H, m). 1.65-1. 82 (3H. m), 2.39 (3H, s), 
2.59 (IH, t. J = 11.2), 2.82-2.92 (2H, m), 3.08 (IH, t. J = 11.2). 3.45 
(3H, s), 3.52-3. 62 (2H, 1). 3,82 (IH, d, J = 11.2), 4.47 (IH, d, J= 11.8), 
5.44 (IH, d, J = 9.6, 11.4). 6.05 (IH, d, J = 11.4), 6.88 (IH. s), 7.59 
(IH, dd, J = 2.2, 11.2), 7.92-7. 97 (4H. m). 8.48 (IH. s). 
7U^^I>f C24H28N3O3SCI -HjO tbX 

(%) C, 58.83; H, 5.76; N, 8.58. 

mmm (%) c, 59.01; h, 5.45; n, 8.84. 

i-{3-[(6-i>DP-2-:^:75^;p);;;;P7js-;p]yDAy^;H-4-[(i,2-5^^^;i.-lH- 
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^»J110a) T#;^4-(2-^^;i/-l- h U 9-)V-in-^ 5 y^h^ 

NMR (200MHz, CDClj) (5 : 1.42-1.61 (2H, m), 1.70-1.84 (2H. m), 2.37 (3H, s). 
2.84-2.89 (2H. m), 3.18-3.28 (2H, m), 3.53 (3H, s), 3.51-3.67 (4H, m), 
3.77-3.84 (IH. m), 4.46 (2H, s), 6.85 (IH, s). 7.58(1H, dd, J = 1.8, 8.7). 
7.88-7.95 (4H, m). 8.46 (IH. s). 
ytm^^ C24H2,N3O4SCl-0.25H2O <tbT 
Si^M (%) C, 58.29; H, 5.81; N, 8.50. 
(%) C, 58.29; H, 5.67; N, 8.56. 

mmmn% 

i-{3- [(e-^' P u-2-'ry^)V) :/nAV ;i/}-4-[2-(2-^5=-;i/-iH— r 

^»jn2b)T?#fci-{3-[(6-:i7pn-2-:^>'5^;i/)x;i/7iN^;wyD/^y-r;i/ 

} -4- [ (Z) -2- (2-^ ^;i/-lH-f ^ ^V-)V-4-( M 'X.^:=^M t!^ U (0. ig) t 

mit&^ (0. oig) (Dm (2mL) mm'&mmmm.y. mm-^^^Wi^r^io^mm^^^^ 

NMR (300MHz, CDCI3) 6 : 0.98-1.15 (2H, m), 1.53-1.60 (3H, m), 1.69-1.81 (2H, 
m), 2.39 (3H, s), 2.41-2.57 (3H, m), 2.82-2.88 (2H, m), 3.01 (IH, dt. J 
= 2.7. 13.2), 3.52-3.58 (2H, nO. 3.78 (IH, d. J = 13.5), 4.44 (IH, d, J 
= 13.5), 6.60 (IH, s), 7.60 (IH, dd, J = 1.8, 8.7), 7.88-7.96 (4H, m). 8.47 
(IH, s). 

1- {3- [ (6-i? u u-i-ir-y ;/D/iy -r M-i- [2- (i , 2-5^ 5=-;w 

-iH-^ ^ )i) x5^;i/] tf^ u 
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} -4- [ (z) -2- (1 . i-j^ =^)V-m-'i 5 ^'/-)V-^-'^ JL^-M tf ^ u -J > 

(o.5g)>6^e,^»jii5) t.mm\z\.xmmt^miQ.zg, m)^^^m^t\.xn 

NMR (300MHz. CDCI3) (5 : 1.02-1.19 (2H. m). 1.53-1.57 (3H, m), 1.76 (2H. dd, 
J = 15.9, 19.2), 2.36 (3H. s), 2.45-2.53 (3H. m), 2.84-2.90 (2H. jn). 2.98 
(IH, m), 3.41 (3H. s). 3. 53-3. 59 (2H. m). 3.84 (IH. d. J = 13.5). 4.48 (IH. 
d. J = 13.5). 6.14 (IH. s). 7.59 (IH. dd. J = 2.4, 9.3). 7.89-7.96 (4H, 
m). 8.48 (IH. s). 

TuM^^ C25H3oN303SCl-0.5H20 iiLT 

mmm (%) c, 6o.4i; h, 6.29; n. 8.45. 
mmm (%) c, 60.40: h. 6.12; n. 8.24. 

^»fI117 

1- [2- (1 - {3- [ (6-i? D u-2-^y^)U) x;i/:tcn;w y n/t y -r m -4- tr^ u 

)x5";W-2-pt9^;w. 5, 6. 7-7^ h ^ t H u-m-^>V^ 5 yv—JV 

117a) 4-[2-(2-p<5^;i/-4. 5, 6. 7-5^ h 9 1 H 0-lH-^^>y-r 5 )V) 

2-^^)V-A, 5. 6, 7-T- h h K U-lH-^>y-f ^ iS^y-;K#l8BS49-31666^^ 
^ (0. 93g) ^:4-(2-yD^X5^;i.) tf^U >^>-l-:<7;i.Jl^>mtert->^5^;K2. Og)d^ 
S^M^^JlOla) <J:lllfiltCbTMIBYb-&%(0. 65g, 27%) ^^fetft^bc^jt bT#feo 
NMR (200MHz, CDCI3) 6 : 1.13-1.19 (2H, m). 1.45 (9H, s), 1.50-1.80 (9H. m). 
2.33 (3H, s), 2.43-2.60 (4H. m), 2.60-2.78 (2H. m), 3.71 (2H. t, J = 7.2), 
4.06 (2H, d, J = 14.2). 

117b) l-[2-(l-{3-[(6-:^oD-2-:^:75^;^):^;^3i^x;^]7'D/1y-r;W-4-tf^u 
x5^;i.]-2-^5^;i/-4. 5. 6, 7-5=- h ^ h H n-iH-^> V-T 5 yv-JU 
^ifi^Jl 17a) X-mc4-[2- (2-^^)1-4, 5, 6. 7-x h ^ fc K U-m-^^V-i 
-;P-l-< )V)JL^)V\ tf^U >'>-l-:^7;i/x}?>mtert-:/^;K0. 57g) i:3-[(6-i^ D 
^-2-:^:75^;^);;^;^3i^x;^]:/Dtf:t>^(0.56g)*^e.^^fiW5b)^:|la^c:LT^ 

mt%m{Q.mg, 6i«)^#feo 
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NMR (300MHz, CDCI3) <5 : 10.7-1.19 (2H. m), 1.54-1.81 (lOH, m), 2.34 (3H, 
s), 2.42-2.45 (2H, m). 2. 52-2.56 (2H, m), 2.87 (2H, dt, J = 3.0, 7.2), 3.01 
(IH, dt. J = 2. 7, 13. 5). 3.52-3.60 (2H, m). 3.72 (2H. t, J = 7.5). 3.84 
(IH, d, J = 12.9), 4.50 (IH, d, J = 12.9), 7.59 (IH, dd. J = 2.4, 9.0), 
5 7.89-7.96 (4H, nO, 8.48 (IH, s). 

mmmm 

1 - (2- { 1 - {3- [ (6-i5^ O D -2-:^ ^J]/) 7. )\'ii^^ZL)V\ >^D / W M -4- tf^ U 

}x5^;0-4, 5. 6. i-'T h ^ b H D-iH-^> V-r 5 

10 118a) 4-[2-(4,5,6,7-5=-h^bHD-lH-'^>\/-1'a^V— ;i/-l-'f JWX^^;!/]^ 
4. 5, 6, 7-5^ h ^ b H n-lH-^>''/'1' ^ iS^V^—;KBI^^^m99/2571 0-^/1 >:7 

Vv h) (o.84g) t4-(2-:/a^x5^;i/) b^u >?>-i-:^7;i'#>'i?tert-:/^;i/ 

(2.Og)/0^e,^SS^^JlOla),hl^i|{CbTMIB<b-^#j(1.37g, 60JK) S^m^tftJl^i^ t 
15 X^-XWiLo 

NMR (200MHz, CDCI3) 5 : 1.13-1. 19 (2H, m), 1.44 (9H, s), 1.50-1.80 (9H, m), 
2.43-2.728 (6H, m), 3.80 (2H, t. J = 7.2), 4.06 (2H. d, J = 14.2), 7.29 
(IH, s). 

1 1 8b) 1 - (2- { 1 - {3- [ (6-^ D u-i-^ y ^)V) x;i'3^cx;i/] -funj^M -4- tf ^ u 
20 e^-Mx^;i/)-4, 5. 6, 7-^h^k Ha-iH-^vV-r 5iS^\/-;v 

||»J1 18a) -e#fe4- [2- (4, 5, 6, l-^Y^Y. F D-lH-^>^/-r ^ 

;w)x5";i/] tf^u >?>'-i-:^;;i/xl^>^tert->^5=-;Ko. 54g) t.z-li&-^uu-i-^y 

5^;i/) x;v3}^x;w tf :r >m (o. 56g) is^himmw t mmizhrmmt^^^ 

(0.46g, 47a;)?£#fco 

25 NMR (200MHz, CDCI3) (5 : 1.07-1.16 (2H, m), 1.48 (IH, m), 1.59-1.82 (9H, m), 
2.45-2.48 (2H, m). 2.58-2.61 (2H, m), 2. 83-2. 90 (2H, m), 2.99 (IH. m), 
3.13-3.25 (3H, m). 3.52-3.58 (2H. m), 3.81 (3H, m), 4.49 (IH, d, J = 13.2). 
7.30 (IH. s), 7.59 IH, dd. J = 2. 1. 9.0). 7.89-7.96 (4H, m). 8.47 (IH. s). 
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i-{3-[(6-i^ D u-2-^y^}V) :/D/iy -r ;W-4-[2-(i, 4-5^^5^;i/ 

119a) 4-[(Z)-2-(5-p^5=-;P-l- h U^;i/-lH-'r ^^l/— ;i/-4-f ;u)x5=-::i;W tf^ 
U i?>-i-;^7;i/#>mtert-:/^;v 

5-^5^;i/-l-hU5^;i/-lH— r^^y— ;V-4-:^3;W^;i/-5^hH(Yuan, W. et al., 
J. Med. Chem., 36, 211 (1993)) (Z.Zg) t3^<\lil-tert-:/h^i^tlJl^:=^)V-A- 
tf ^ U y^^)V(hVy xx;W tJnXtJ^xi:? a (5. Og) -fy^^mmMl 1 1 a) <i: 1^^ 
\Z VXmmt^m (2. 55g, 56%) ^^fel^Tl^a: bT#fco 
NMR (300MHz. CDClj) 6 : 1.22-1.39 (2H, m), 1.45 (3H. s), 1.46 (9H, s), 
1.77-1.82 (2H, m). 2.80-2.88 (2H, m) 3.66 (IH, m), 4.08 (2H. br), 5.29 (IH, 
dd. J = 9.3, 11.7). 6.04 (IH. d, J = 11.7), 7.13-7.17 (6H, m), 7.27-7.36 
(9H, m). 

1 19b) 4- [2- (1- b U 5^;i'-5-^ 5^;WlH-r 5 ^y-;i/-4— f M X5^;i/] tf^ U > 
-l-:^7;i/3}^>mtert-r^5^;P 

HM^ajl 1 9a) T#fc4- [ (Z) -2- (5-^ h V ^;V-lH-< 5 )V) 

X-t-XJW tf^ U >^ >-l-tfJV^ >M ter t- (1 . 5g) e>^|g^!ll 1 lb) t Hl^t 
bTMIB'ft;'&#) (1 . 5g. 99a;) ^mm^m t LT#feo 

NMR (300MHz. CDCI3) d : 1. 22-1. 39 (2H, m), 1.45 (3H, s). 1.46 (9H. s), 
1.77-1.82 (2H, m). 2.80-2.88 (2H. m), 3.66 (IH, m), 4.08 (2H. br), 5.29 
(IH. dd, J = 9. 3, 11.7), 6.04 (IH, d, 1 = 11.7), 7.13-7.17 (6H, m), 7.27-7.36 
(9H, m). 

119c) l-{3-[(6-;5' P U-2-'ry^jV)7.JV'^=LM :/DA/-r ;W-4-[2-(l, 4-5^^ 

5^;i/-iH— r 5 ;p-5— r ;w jl^m tf^ u 

ii»jii9b)T#e>nfe4-[2-(i- h ij5^;i/-5-;<^;i/-iH— r 5yv-;i/-4— r;w 
x5^; W tf^ u >^ >-i-;^7 >^ t er t-:;^^;p (0. 75g) >e>^ e. HiS^J mc)^mm\z 

NMR (300MHz, CDC 1 3) 6 : 0.99-1.12 (2H. m), 1.37-1.52 (3H, m), 1.72-1. 81 (4H, 
m), 2.15 (3H, s). 2.45-2.56 (3H, m), 2.84-2. 90 (2H, dt, J = 4.2, 6.9), 2.99 
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(IH, dt, J =3.0, 12.3), 3.51 (3H, s), 3.55 (2H, dt, J = 4. 2, 6.9), 3.83 
(IH, d, J = 13.2), 7.28 (IH, s). 7.59 (IH, dd. J = 2.1, 9.0). 7.89-7.94 
(4H. m). 8.48 (IH. s). 
Ttm^^ CJ5H30N3O3SCI -0. 75H2O t VX 
5 mmM.(%) C, 59.87; H, 6.33; N, 8.38. 
MMW. (%) C. 60.01; H, 6.33; N, 8.38. . 

mmmm 

1- {3- C (6-i7 D n -2-ir y y p /I y ■< j W -4- [2- (5-^ ^)V-m-^ 

^ig^jii9b)T#e>nfe4-i:2-a- h u ^)v-h-:f^^)v-m-( ^^v-)v-4:-^ m 
x^;w if^y -j>-\-ti)V'^>mQr\-:f'^)V(si. 66g)}&>e»ii»jiiob) hmmz 

bTMIB'fb'&«^(0.33g, 57«)SM-fe|j;>7i?<hbT#feo 

NMR (300MHz, CDCI3) 6 : 0.99-1. 16 (2H, m), 1.51-1.59 (3H, m), 1.70-1.81 (2H, 
15 m). 2.18 (3H, s). 2. 44-2. 55 (3H. m), 2.83-2.88 (2H, m). 2.98 (IH, dt, J = 
2.4. 12.6), 3.53-3.59 (2H, m), 3.79 (IH, d, J = 13.5), 4.45 (IH, d. J = 
13.5), 7.44 (IH, s), 7.59 (IH, dd, J = 1.8, 8.7), 7.88-7.96 (4H. m), 8.47 
(IH. s). 

TtM^m CMHjgNaOsSCl-O.SHjO iiLT 
20 S^fll (%) C, 59.68; H, 6.05; N, 8.70. 
^ij<it (%) C, 60.05; H, 6.24; N, 8.90. 

^»J121 

1- {3- [ (6-^57 D u-i-iry=^)V) :/a ;^ / -f M -4- [ (z) -2- (1-^ 

25 -iH-r 5 M xt^- ;n u -J > 

121a) 4-[(z)-2-(i-p<^;^-iH-'r ;i/-2— r;i/)x7^x;w tr^u -j>-\-jd 

i-7^^;k ^y\/-;i/-2-:«jji/A';i/5^fc K (o. 5g) t.B^it{\-iQxi-':r v^-yfy 
;i//j?x;i/-4-fcf^ U >?x;i/) pC5^;K h g 7xx;i/) /jNXzfJX'i/A (4. 0g);6> ^mMM 
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1 11a) ^ mmiz VTmt^^t^m^ (o. 72g, u%) m^m^ t LT#7to 

NMR (200MHz, CDCI3) 6 : 1.22-1.34 (3H, m), 1.46 (9H, s), 1. 72-1.79 (2H, m), 
2.86 (2H, t. J = 12.8). 3.61 (3H, s), 4.03-4.14 (2H, m), 5.63 (IH, dd, J 
= 9.6, 11.8). 6.10 (IH, d. J = 11.8), 6.82 (IH, d, J = 1.0), 7.07 (IH, d, 
J = 1.0). 

121b) 1- {3- [ (6-^:7 n n-i-r y :/u/^y -4- [ (z) -2- (1-^ 

i2ia)T#;^4-[(z)-2-(i-^5^;i/-iH— r 5i5^^y-;i/-2-'r;w tf-;p] tf^u 
tf:r>i?(o.45 g)fi^^mmm%^h) t.mWiZ.i.Tmm\:^m'^A^g, uxi^^m^ 

NMR (300MHz, CDCI3) (5 : 1.14-1.34 (2H, m), 1.75-1.91 (3H, m). 2.67 (IH, dt, 
J = 3.0. 12.9), 2.83-2.90 (2H, m), 3.17 (IH, dt, J = 3.0. 12.9), 3.49-3.59 
(2H. m). 3.62 (3H. s), 3.76 (IH, m). 4.24 (IH, d, J = 13.5), 5.55 (IH, dd. 
J = 9.3, 11.7). 6.11 (IH. d. J = 11.7), 6.83 (IH, d, J = 1.2), 7.06 (IH, 

d, J = 1.2). 7.59 (IH, dd, J = 1.8, 8.7), 7.89-7.96 (4H, m), 8.48 (IH, s). 
Ttm'^m C^^HjeNgOgSCl -0. 25H2O t LT 

(%) C, 60.49: H, 5.61; N, 5.83. 
MMiM (%) C, 60. 67; H, 5.85; N, 8.59. 

^lfl^^J122 

1 - {3- [ (6- D D -2-:^- :7 5^; W X W AV ;H -4- [2- (1 5^;P-1 H-< 

$:$^y-;i/-2-r;v)x^;w tr^u 

} -4- [ (z) -2- (1-^ ^;i/-iH-< 5 i$^^/-;w2— r }V) X5^n;u] tf ^ u > (0. 20g) is^ 

e. ^»ji 1 5) t:mm\z x^xmmt^m (o. 1 9g, 95^) ^m-m;^^ t vxmc. 

NMR (300MHz, CDC 1 3) 6 : 1.02-1.16 (2H, m), 1.58-1.86 (5H, m). 2.52 (IH. dt. 
J = 2.7, 12.9). 2.67 (2H. t. J =-8. 1), 2.83-2.88 (2H, m), 3.00 (IH. dt, 
J = 2.7, 12.9), 3.53-3.59 (2H, m), 3.57 (3H. s). 3.81 (IH. d, J = 13.2). 
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4.46 (IH, d, J = 13.2), 6.79 (IH, d. J = 1.5). 6.91 (IH. d, J = 1.5), 7.59 
(IH, dd, J = 1.8, 8.7), 7.89-7.96 (4H. m), 8.48 (IH, s). 
Ttim^^ C^sNsOjSCI-O.SHjO ^VX 

mmm (%) c, 60.13; h. 6.01; n, 8.76. 

5 ^iJM (%) C, 60.21; H. 6.06; N, 8.46. 

5- (1 - {3- [ (G-^ p y p/i / -r ;W -4- tf U >^n;i/) -i 

10 123a) 4-(-r [2. 1-b] [1, 3]5^Tl/-^;!/-5-r;W tf^U i^>-l-t!JV:^ym 

4-(i-:;^D^-2-:t4^vx5^;v) tf^u >^>-i-:«7;i/3j?>^tert-r^5^;K2. Og) i 

2-TS y5^Ty-;K0.77g)d^e»liM^?a81a) <i:lRj1IIJc:bTMIB'ft:-&%(0. 55g, 

23ai) 

15 NMR (200MHz, CDCl,) 5 : 1.48 (9H, s), 1.55-1. 76 (2H, m). 1.96-2.05 (2H. m). 
2.82-2.95 (3H,m), 4.19-4.26 (2H, m). 6.85 (IH. d, J = 4.4). 7.03 (IH, s), 
7.33 (IH, d. J = 4.4). 

123b) 5-(i-{3-[(6-i^Da-2-:J->'5^;wx;i'3j^^;i/]:/p/iy-r;w-4-if^Ui^ 

:=^Jld^^^'/[.2. 1-b] [1, 3]^T\/-;V 

20 ^wji23a)T?t#fe4-('r ^^\/[2. 1-b] [1, 3]^Ty-;i/-5-r;v) tr^u 

-l-;^j;i/7}?>mtert-y^;K0. 55g)75^e>IIJS^il85b) i:|Wii|{' bXUfB'fb'^i^ 
(0.48g, 55«)^iifeii!i^5|?^LT#;fco 

NMR (300MHz. CDC 1 3) 5 : 1. 52-1. 77 (2H, m), 2.00-2.12 (2H, m), 2.75 (IH, t. 
J = 15.6), 2.90-3.05 (3H, m), 3.22 (IH, t. J = 15.6), 3.53-3.62 (2H, m), 
25 3.97 (IH, d, J = 13.8), 4.59 (IH, d. J = 13.8), 6.86 (IH. d, J = 4.5), 7.01 
(IH. s). 7.34 (IH, d, J = 4.5), 7.59 (IH, dd, J = 2. 1. 9.0), 7.90-7.97 (4H, 
m). 8.49 (IH. s). 



;ii^ji24 
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1- {3- [ (6-^ U U-2-^y^)V) 7.)V^-)V'\ -zTunj-i M -4- [4- (2-^ 5=" ;I/-1H— T 

124a) \-iA-{2-:K^)V-m~-( }V)':r^}V\ e^'j^?>-i-^;vzi?> 

^tert-:/^;i/ 

4-(4->^n^>^^;Whf-^U':^>-l-;^j;i/3j^>Mtert-:/5^;KEgbertson. M. S. 
et al., J. Med. Chem., 37, 2537 (1994)) (2. Og) i2-^^;l/-r 5^^— ;K0. 56g) 

e.^wy 101a) t i^-xmmt-^m (o. 94g, 47X) ^^^im.mt. VTmcio 

NMR (200MHz. CDC 1 3) 5 : 1.03-1.35 (4H, m), 1.45 (9H. s), 1.59-1.82 (7H. m). 
2.37 (3H. s), 2.66 (2H, t, J = 12.4), 3.81 (2H, t, J = 7.0), 4.06 (2H, m), 
6.80 (IH, d. J = 1.4). 6.90 (IH, d, J = 1.4). 

1 24b) 1- {3- [ (6-^7 D u-2-^y^)U) :^;P3jNn;i/] yu^y-iM -4- [4- (2-^ ^ )V 
-iH-'T ^ yy-;wi— r )V) tf^ u -jy 

^JSM124a)T#;fe4-[4-(2-^5^;i/-lH-1' 5 ^\/-;i/-l— T )V) y'^M t!^U 
>-l-tlJV:^ymieTt-y^^JV(0. 93g)5&>^||»J85b) Lmm\Zl>xm$'&it-^m 

(o.ig. n%)^mm^^tvxnrco 

NMR (200MHz, CDCI3) 6 : 0.91-1.08 (2H, m), 1.22-1.43 (5H. m). 1.61-1.74 (4H. 
m). 2.37 (3H. s), 2.40-2.54 (IH. m), 2.81 -3.02 (3H. m), 3. 52-3.60 (2H, 
m). 3.78-3.85 (3H, m). 4.26 (IH, d, J = 13.2), 6.79 (IH. d, J = 1.4). 6.90 
(IH. d. J = 1.4). 7.58 (IH, dd. J = 2.0, 8.8). 7.92-7.97 (4H. m). 8.47 (IH.- 
s). 

7C0^^ CxeHgjNjDjSC 1 • 0. SH^O <h bT 

mmm (%) c, ei.io; h, e.si; n, 8.22. 

MmiiM. (%) C, 61.21; N, 6.57; N, 7.95. 

mmmm 

2- (1 - {3- [ (6- t-2-:^ y j-)V) yunj^M -4- tf ^ > j vzl 

;W-5-^5^;U-l, 2-J\L FP-3H-Y 5i$^y[l, 5-c]< 5^y'-;i/-3-:t> 

3-[(6-P^D^-2-:^>'5^;i/)X;P3jNn;W7'D tr:^>^(0. 17g):feJ;CJ^Ji^J69b) 
T#e>nfc5->(5^;i/-2-(4-fcf^»J -J-)V)-\, 2->?t KP-3H-r ^^^[1, S-cJ-l- 
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NMR (300MHz. CDCI3) 5 : 1.62-1.99 (4H, m). 2.61 (3H, s). 2.61-2.67 (IH, m). 
2.82-3,01 (2H, m). 3.15-3.23 (IH, m). 3.46-3.65 (2H. m), 3.97-4.02 (IH, 
m), 4.08-4.21 (IH. m). 4,25 (2H, s). 4.69-4.74 (IH, m), 6,70 (IH, t. J = 
1.5), 7.72 (IH. dd. J = 2. 1, 8.7). 7.84-7.96 (3H. m). 8.13 (IH, d, J = 1.8), 
8.47 (IH, s). 

Ttm^^m C ABrN404S • 0. 3H2O tVX 

(%) : C. 52.33; H, 4.68; N. 10.17 
mmm (%) ; C. 52. 57 ; H, 4. 66 ; N. 9. 88 

2-(l-{3-[(6-iJ7 D ti-2-^y^)V) x}V-^-M :/D/\v-r ;i/}-4-tf^ u >^:n 

;V) -5-;< ^JV-m-^ 5 i5^y [1 , 5-c] ^ ^V-JV-l . 3 (2H) -i^7t> 

126a) 4- { [ (2-;>^ 5^;|/-1H— T ^ ;i/-4— T JV) T ^ / } fc!^ U ^ > 

)l-4-tlJl^^>m(2. Og) ©Tir h - h U ;K50mL)^|^-vWSC(4. Og) , HOBt (3. 2g)cfe 

MbT> mm\:.'^m{2A g, m)^mm^^t.i.xnr:L. 

NMR (300MHz. CDC 1 3) (5 : 1,41-1.56 (2H. m). 1.93-2.06 (3H, m). 2.40 (3H. s). 
2.92-3.07 (2H. m). 4.06-4.21 (2H. m). 5.14 (2H, s), 7.07 (IH. d. J = 8.3). 
7.30-7.42 (5H, m), 10.92 (IH, br) 

126b) 4-(5-^5^;U-l. 3-S^:r=^^V-lH-< $iS^y [1. 5-c] 5 ^y-;i/-2 (3H) --Y 

1 26a) T# e. n;t4- { [ (2-pt 5^;i/-lH-< 5 yV-)V-A—( )V) ti T^y) 
If^U ':^>-l-;«j;i.7}^>^/>?>>?;i,(l. 16g)(Z)l, 2->^ir DDXi$^>(20inL)^^(;i 
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mm^h-^m (0. 43g, zi%) t:mf^m^thxmco 

NMR (300MHz, Cm,) 6 : 1.69-1.81 (2H, m). 2.27-2.42 (2H, m). 2.67 (3H, s), 
2.77-2.92 (2H, m), 4.14 (IH, m), 4.29-4.45 (2H. m). 5.15 (2H, s), 7.31-7.40 
(6H. nO 

126c) 2-(i-{3-[(6-^ aD-2-:^:75^;^)x;^3J^:n;^] :/DAy-r;w-4-tf^u 

:=^M-5-^9-}V-m-^ ^^VLU B-cJ-f 3(2H)-S^:t> 
126b)T#fc4-(5-^5^;i/-l, 3-:^:t^V-m-^ ^^VLl, 5-c] < $ ^ 

-2 (3H)-r ;w tf^u >^>-i-;^7;i/7i?>m^>>?;Ko. 38g) iz25 %^t7i^mmmmm 

(0. 53iiiL) ^T-fe hn b U;K20inL) fC^^&^bfeo il(5D^?^$3-[(6-^ O 0-2-^^^ 5^ 
)V) 7.;U3Jn -;W T'D lf^>^ (0. 38g) . WSC (0. 37g) *5 J;miOBt (0. 29g) ©T-fe 

'&#/(0.42g, 65«)^^^H#:<hbT#:^, 

NMR (300MHz. CDC 1 3) 6 : 1.74-1.90 (2H. m). 2. 22-2. 33 (2H. m). 2.55 (IH, m). 
2.67 (3H. s). 2.88-3.02 (2H. m), 3.11 (IH, m). 3. 52-3.67 (2H, m). 4.00 (IH, 
m). 4.12 (IH, m), 4.69 (IH. m). 7.34 (IH. s), 7.60 (IH, dd. J = 2.1, 8.7). 
7.90-8.01 (4H. m), 8.49 (IH, s). 
TiM^M^ C24H23N405SC 1 • 0. 11 Pr^O t b T 
tf^M (%) :C. 56. 26 ; H. 4.68; N. 11.67 
imm. (%) :C. 56.41; H, 4.79; N, 11.03 

2-(i-{3-[(7-i^ □ D-2H-i^ >-3-r ;^);;^;^3^^-;^] yp/ty-r ;w-4-tf ^ u 

- ; W -5-^ l-J h F D-3H-r ^ y y [1 . 5-c] 5 y >/-;U-3-:t > 
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5-^5^;i'-2-(4-tf^U 2->^t HP-3H-r ^ [1, 5-c]-r ^i5^y- 

)l-d-:t> 2 mmm, (o. ug) tz-La-i7 u a-2n-i7 a ^ ^-a-f ;w y 
D tr^>^(0. 61g)®T'k h u;K20inL) h Ux5^;i/T^ >(0. 56 

mL), WSC(0. 57g)*3 J;CJ?HOBt (0. 46g) §J0^. 12l^raj&i#^ii?fe„ ;^/;S?g^?ii|Sb. 

NMR (300MHz. CDCI3) 5 : 1.50-1.72 (2H. m), 1.87-2.00 (2H. m), 2.61 (3H, s), 
2.65 (IH, m), 2.81-2.93 (2H, m). 3.20 (IH. m). 3.38-3.57 (2H. m), 3.99 (IH, 
d, J = 11.1). 4.16 (IH. m). 4.22 (2H. s), 4.75 (IH, d, J = 11.1), 5.04 (IH. 
s), 6.72 (IH, s), 6.93 (IH. d. J = 1.5). 7.00 (IH, dd, J = 1.8. 7.8). 7.13 
(IH, d, J = 7.8), 7.35 (IH, d. J = 1.8) 

T^m^^W C23H25N405SC 1 t bX 

t^^^l (%) :C, 54.70 ; H, 4.99; N. 11.90 
(%) : C. 54.55 ; H, 4.81; N, 11.24 

ll»J128 

2- [1- (3-{ [ (E) -2- (4-i^ D D y^u-ji) If y n/iy -r ;P)-4- tf ^ 

5-^ ^)W2- (4- tf ^ U V? - ;l/) -1 , 2-i? h H n-3H— r ^ [1 , 5-c] ^ ^^V— 
JV-^--t > 2 (0. 44g) <hllSl^il89a) T# e> tlfeS- { [ (E) -2- (4-i^ □ D x::i 

;i/) 7.;i/jf:r.;i/} :/d fc!:t>^(o. 55g) ©Tiz: hx h u;K20niL) VfA>mmiz 

hUX5^;i/T^>(0.56mL). WSC(0. 57g):feJ;tXH0Bt (0. 46g) <£iP;l, I2mmi}^^m 
NMR (300MHz, CDCI3) 6 : 1.55-1.69 (2H, m). 1.88-1.98 (2H, m), 2.61 (3H. s). 
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2.65 (IH, m), 2.86-2.95 (2H, m), 3.20 (IH. m), 3.39-3.59 (2H. m), 4.00 (IH, 

d, J = 13.5). 4.15 (IH, m). 4.21 (2H, s). 4.75 (IH, d, J = 13.5), 6.71 (IH. 

s), 6.87 (IH, d. J = 15. 3), 7.40-7.49 (4H, m), 7.56 (IH, d. J = 15.3) 

Ttm^^m. Cj^H^jN^O^SCltbT 

WrWrn (%) :C. 55. 40; H, 5.28; N, 11.75 

mmm. (%) : C. 55.40 ; H, 5.28; N. 11.79 

7- (1- {3- [ (6-^ n n-2-±y^)]/) x;i/3jN -;W y d/ w -r M -4- tr^ u s^n 
;W-5-t: \^U^zy-Z-;^^)U-6, 7-i^t \^ti'i 5. t^Vll. 5-a] fc!7>^>-8(5H)-:r> 
129a) 4-[(2,2-i?^ h^v'X^^jWT^ tf^U -:^>-l-;!t7;i/3j?>^tert-:/5^;i' 
4-T5y tr-^U>?>-l-:«7;U7j?>mtert-::^5^;K0.50g)> 2->^D^-l.i-v?;;^ h 
> (1 . 5niL) *3 J; U A (1 . 4g) (D Tir h — h U ;Kl OmL) ^t^?IS^ 

NMR (200MHz, CDCl,) (5 : 1. 09-1. 35 (2H, m). 1.45 (9H. s), 1.80-1.86 (2H, m), 
2.52-2. 67 (IH, m). 2.75-2.84 (4H, m). 3.39 (6H, s). 4.04 (2H, d. J = 13.2). 
4.45 (IH. t. J = 5.5). 

129b) 4-{(2, h^^-JL^jV) [(2-^5^;i/-iH-r 5yy-;i/-4-<;i/)^;i^7i^ 

:i;WT^ y } kf^U v?>-l-*;i/4^>^tert-y^;i/ 

2-p^5^;i'-lH-'f ^ yV-JV-4-:fyJV^>m(l. 4g) <h^ii0lll29a)T#7t4-[(2, 2- 
>^p<h^->X5^;0T5y]tf^Ue^>-l-;^j;i/3[l?>m tert-:/^;K3.3g);6iSSl 
JSM38b) {rI^JC bTMIB^k'&tl (2. 4g. 53X) ^mM^m^m t bT#fco 
NMR (200MHz. CDC 1 3) 5 : 1.47 (9H, s). 1.77-1.86 (4H. m), 2.39-2.45 (3H. m). 
2.71-2.82 (2H. m). 3.43 (6H, s), 3.57 (2H, bs), 4.22-4.42 (3H. m), 4.63 
(IH, t, J = 4.7). 7.32-7.45 (IH, m). 

129c) 5-b HP^'>-3-^5^;i/-7-(4-bf^U>^n;W-6,7-i^t KD-T^^y 
[1 . 5-a] tf ^ >-8 (5H) > 2 
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;w i ;w t ^ y } tf ^ u >-i-:^7;v7j^ >^ ter i-^^ji (i . 4g) 
^cttc^oiiffiu jSE'fhi'&tj (i.ig. m) ^^^ii^i^tvxnrco 

NMR (300MHz, DMSO-dg) 5 : 1. 66-1.78 (2H, m). 2.00-2.17 (2H. m), 2.79 (3H. 
s). 3.03 (2H. d. J= 11.9), 3.33 (2H, d. J = 11.9). 3.63 (IH, d, J = 13.1), 
3.79 (IH, d. J = 13.1), 4.68-4.76 (IH, m), 6.15 (IH. s), 8.20 (IH. s). 
129d) 7-(l-{3-[(6-i7 D U-2-i-y^)l') yo/^/-r;W-4-lf^U 
n;i/)-5-h }tU^z^-Z-^^)l-Q, 7-S^t HP-f ^^^[1, 5-a] t!^>?>-8(5H)-:r 
> 

3- [(6-^DD-2-:^y5^;^)x;^7^^-;^]:/pt!:t>^ (o.seg) ^^zmmm 

129c)T#;fe:5-t Hn4^>'-3-^5^;P-7-(4-tr^U >^x;W-6, 7-i^t: }^ti-CS,yV 

ii,^-!i]if^z^>-sm-^>2mmm. (o.seg) ^^^mmmm) tmmzvxmm 

it^m (0.48g. 54«) ^^^m^tvx%f^o 

NMR (300MHz, CDCI3) <5 : 1.42-1.66 (2H, m). 1. 66-1.82 (2H, m), 2.28-2.30 (m. 
3H), 2.59 (IH, t. J = 3.0), 2.78-2.97 (2H, m). 3.15 (IH. t, J = 13.0), 3.44-3.66 
(4H. ffl), 3.90-3.95 (IH, m), 4.62-4.74 (2H. m). 5.65 (IH. d. J = 1.5), 7.39 
(IH, d. J = 3.6), 7.59 (IH, dd, J = 8. 7, 2.1), 7.88-7.97 (4H, m), 8.47 (IH, 
s). 

TC^^^M CjsHjtCINAS-O. 5H2O-0. lEtOAc<h bT 
t^^M (%) :C. 55.58 ; H. 5.29; N, 10.21 
(.%) .-C 55. 80; H. 5.48; N. 9.91 

^;&I^Ji30 

2- (1- {3- [ (6-i^ D u-t-ryf-M 7.)V^-}V] y D/t y ;W -4- tf ^ u 
;W-i, 2-j\i FP-3H-r ^yyci. ^^v-)V-z-^y 

1 30a) 4- [ (IH-r ^ ^y-;i/-4-< T 5 / ] fc!^ U i^>-\-ij)V^ >M 

tert-rf5^;i/ 

4- T5y tf^U v?>-l-:^7;UjH>^tert-:/^;K2. lg):feJ:Of'l'5i5^y-;i/-4- 
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NMR (200MHz. CDCI3) <5 : 1.18-1.38 (2H. m). 1.45 (9H. s), 1.86 (2H, d, J = 
12.3). 2.61-2.85 (3H. m), 3.82 (2H, m). 4.03 (2H, d. J = 12.3). 6.89 (IH, 
5 s), 7.57 (IH, s). 

1 30b) 4- (3-:^ ^ V-IH— r 5 [1 , 5-c] -f 5 ^V—)i'-2 (3H) M tf^ U > 
-l-;^;l/3i? >Mt er t-:/^;i/ 

1 30a) Xmc4- [ (IH-^ 5 ^V—JV-i-^ JV) ^ ^;PT ^ / ] tf ^ U ^-l-;^?;!/^^ 

10 a^@#iUT#rco 

NMR (300MHz, CDCI3) <5 :1.48 (9H, s), 1.58-1.70 (2H, m), 1.71-1.88 (2H. m). 
2.83 (2H. t, J = 12.6). 4.08-4.18 (IH. m), 4.27 (2H. d, J = 10.8), 4.36 
(2H, s). 6.91 (IH, s), 7.94 (IH, s). 

130c) 2- (l-{3-[(6-i57 D u-l-'f-y'^JV) ^ PAV-T ;W-4-k! 
15 -jU)-l,2-i^}i h*P-3H-'r$iS^V^[l,5-c]-r5i5^y-;i'-3-:^> 

3- [ (6-i^ P D -2~iry ^)V) }i:t>m (1 . 7g) cfe JctKl 30b) 

4- (3-:^^ V-lH-1' 5 ^VLl. 5-c] a a^y-;i/-2 (3H)-1' ;l/) tf ^ U >^>-i-;^j;i/ 
jj^ >m t er t- (1 . 6g) H)-^ 6»^2ffi^ll38d) t mUiZ Vxmt^it^m (2. Og. 12%) ^ 

20 NMR (300MHz, CDC 1 3) 5 : 1.58-1.82 (2H, m), 1.88-2.04 (2H, m), 2.64 (IH, t, 
J = 12.6), 2.85-3.05 (2H, m), 3.20 (IH, t, J = 12.6), 3.43-3.64 (2H, m), 
4.03 (IH, d, J = 14.1), 4.15-4.27 (IH, m). 4.33 (2H, s), 4.74 (IH, d, J 
= 14.1), 6.92 OH. d J = 1.0), 7.60 (IH. dd. J = 8.8. 1.8). 7.89-7.98 (5H, 
m), 8.49 (IH, s). 

25 Ttm^^m C2jH,3ClN,0,Si:UT 

(%) : C, 56.73; H. 4.76: N, 11.51 
mmm. (%) :C, 56.36; H, 4.67; N, 11.37 

^»J131 
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6- (1- {3- [ (6-^ D D-2-::h :? - y O AV < -4- tr^ u 

;W-7. g-i^ t H D-r 5 ^'/W, 5-c] tf U 5 >^>-5 (6H)-:t> 
131a) 4-(5-:t=^^y-7,8->^l:: Hn-T ^iS^V'Cl. 5-c] tf U ^>^>-6(5ID-r;W t?^ 
U>'>-1-;^;;1/Jl?>m tert-:f^)l 
4-::*-4^ytf-^Ui^>-l-;^7;i/7j^>^tert->^^;Kl0.8g), bXi$'$>2:^M:^ 

(10. Og) ©>?i5^ a ujL^ > (300mL)^?^fc h u y± h^i^ym^t^^m^ hV^/^ 

(17. 3g) ^m^. ^wvimm-^^^m^fco Kmmizimmi\:i± h u ^j^Ti^mm^ 

U^^> (SOOmL) izm^^ ^(Dmrn^DWilZ. 4mL) j;tJ?N. N' -tl JV^-)l^z^^ $ 

^y-;K7. 64g)§m. ^m.-vimmii)^^m'ifrco K)^m^m^7i<iti7oa7i^)u 

mvrco m^i^^i^Vtl^M^A (S^mx5^;V : Xi$7/— ;i/=5 : 1) 
UT, SIE<k;'&%(13.4g, 77«)^ii^tftt^i^<i:bT#fe, 

NMR (200MHz, CDCI3) 5 : 1.49 (9H, s), 1.54-1.79 (4H. m), 2. 78-2. 99 (4H. c), 
3.43 (2H, t. J = 6.4), 4.26 (2H, d. J = 12.4), 4.48-4.64 (IH. m). 6.81 (IH, 
d, J = 1.1). 8.14 (IH, d, J = 1.1). 

131b) 6- (1 - {3- [ (6-^ o D -2-^ y ^}V) - ;w y d y ; W -4- tf ^ u >^ 
n;i/)-7. 8-i? t H n-f ^ y^/li, 5-c] tf U ^ >?>-5 (6H)-:t > 

3-[(6-l^DD-2-:^:7^;^);^;^5J^-;^]y^p tf::f >m(o. 26g)*5j;tK^Jfi^J 
131a) T#fe4- (5-:^^ y-7, 8->? fc H D < $ y [1 , 5-c] tf U ^ v >-6 (5H) --T ; W 

tf-^u i^>-\-t!)VTf^>m.\evi-^^)V{fi. 25g)^ie,^»j38d) hmm.\z\^xm^ 

^b'&tK0.27g, 643;)Sril'&i^^<i:bT#^„ 

NMR (200MHz. CDC 1 3) 5 : 1.60-1.85 (5H, m), 2.59-2.70 (IH. m). 2.84-2.99 (3H, 

m). 3.13-3.26 (IH. m), 3.40 (2H. t, J = 6.4), 3.50-3.65 (2H, m), 4.02 (IH, 

d, J = 14.0), 4.58-4.74 (2H, m), 6.82 (IH, s). 7.61 (IH, dd, J = 8. 8, 1.8). 

7.94-7.98 (4H. m), 8.14 (IH, s), 8.49 (IH, s). 

Ttmj^i^m. CMH^ClNAStLT 

t^^^ (%) :C. 57.54; H, 5.03; N. 11.18 
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(%) : C. 57.32; H. 5.05; N, 10.91 

2-(i-{3-[(5-i5^oD-iH-r > H-;w2-r;w>^;u2K-;i/] yDAy-r;i/}-4-tf^ 

U -5-^^;i/-I. H D-3H-r ^ i5^^/[l, 5-c] ^ :$^y-;V-3-:t> 

132a) 5-i7 P D-2-({3-[4-(5-p^5^;i/-3-:r4^y-lH-'r ^ [1, 5-c]-f ^^V- 

;p-2 (3H) --f ;w -1- tr^ u >^n;w -3-:#-:^-y t'd i^Mx)P^-M-m-^ > 
;wi-:^;i/3}?>^tert-:/^;i' 

3-{[i-(tert-::^ h^>';^7;U3t?n;i/)-5-i^ a d-ih— r > H— ;i/-2— r ;W 7.;i/3jN~ 
M }d:t>m (5. 00 g)^i:tX^M^J69b) l?t#e»nfe5-p^5";U-2-(4-tf ^ U 
-;W-1. 2-S^t: HP-3H-'f $i5^>/[l. 5-c]^^iS^>/~;P-3-:t>2:^i^:^(2. 8g);6> 

^rn^mm) tmm\zi.xmm<t-^m(2. sg. 38i«) srefi@#:t lt^I'^. 

NMR (300MHz. CDC 1 3) 6 : 1.54-1.71 (2H. m), 1.74 (9H, s). 1.85-1.98 (2H, m). 
2.59-2.67 (4H, m). 2.88-3.00 (2H, m), 3.18 (IH, t. J = 12.2). 3.98-4.20 
(4H, m). 4.26 (2H, s), 4.72 (IH. d. J = 13.5), 6.71 (IH, t, J = 1.5). 7.44 
(IH. dd, J = 9.0, 2.4). 7.51 (IH. s). 7.65 (IH. d. J = 2.4), 7.98 (IH. d. 
J = 9.0). 

1 32b) 2- (l-{3- [ (5-^5^ □ O-IH— T > F-;W2-1* M :7.)V^-M ^ D A / < 
;H-4-tf^U >^-;U)-5-^5^;v-i. 2-i^t: Hd-SH-T [1, 5-0}^ ^.^V-JV. 
-3-:f > 

^Sg^J132a) T#?t5-i^ D n-2- ({3- [4- (5-p< ^Jl'-Z-^^V-lR-'i 5 ^ ^ 

[1 , 5-c] -r 5 ^V-JU-l (3H) — r ;W -1- tf^ u -3-^4^y :/u idMxju^ 
:^;W-iH-< > K-;u-i-:^;i/4^>Mtert-:/5^;K2. 9g)/{i^e>ll»ji03b) ^ii^i^j;: 

bT^IB{b'&#»(2.0g. 83a;)$^^J^S<i:bT#feo 

NMR (300MHz. CDCI3) <5 : 1.49-2.04 (2H. m), 2.61-2.70 (4H, m). 2.81-3.06 (2H, 
m). 3.20 (IH, t, J = 12. 3), 3.56-3.65 (IH, m), 3.73-3.83 (IH. m). 3.98 (IH. 
d. J = 14.7), 4.08-4.17 (IH, m), 4.22 (2H. s). 4.72 (IH. d. J = 13.8). 6.71 
(IH. s). 7.15 (IH. d. J = 1.8 ), 7.33 (IH, dd, J = 9.0, 1.8). 7.42 (IH. 
d. J = 9.0), 7.69 (IH, d. J = 1.8). 
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Ttm^^M C22H24CIN5O4S • 0. SHjO t bT 
tt-^M (%) : C, 52.95; H, 5.05; N, 14.04 

mmm (%) :c, 53.05; h. 4.89; n. 14.03 
mmmm 

2- (1- {3- [ (6-^ D D -2-^ y ^)v> 7s)v^:^)V] y D /-^ y -r ;w tf p u >-3— r 

JW-5-^5^;Wl, 2->^ti HD-3H— r 5 3^^/[l, 5-c]< ^^y-;V-3-;^-> 
133a) 2-(l-'^>>^;i'trP U -J>-^-^ }V)-^-^=f-)V-U 2-$^fc HD-3H-f 
[1 , 5-c] ^ ^ ^V-)V-Z-'^ > 

i-^>>?;i/-3-tf n u >^>T^ >(i4. ig)fe<fct)^V 5i5^y-;i/-2-;t>;wt;v5^t 

h'(7.7g);&^e)iiiS0!i69a) t.mm.\z.\^xmmt^m(.i.i%, n%)^n'^mmt,\. 

NMR (300MHz, CDCl,) 6 : 1.79-1.90 (IH, m), 2.24-2.41 (2H. m). 2.45-2.51 
(IH, m), 2.80 (IH, d, J = 10.5), 3.02-3.09 (IH. m), 3.51 (IH, d, J = 12.6), 
3.70 (IH. d, J = 12.6), 4.49 (2H, s), 4.79-4.86 (IH, m), 7.16 (IH. d, J 
= 1.5), 7.22-7.35 (6H, nO. 

133b) 6-(3-t!D U >?n;V)-6. 7->^b H n-SH-l' $ i5^V[l, 5-a] -f 5 ;V-5- 

1 33a) Ttt/t 2- (1-^ y-J)V tr P U )V) -5-^ ^;l/-l , 2--^ t H P-3H--r 

^ i§^V[l, 5-c] S ^y-;l/-3-;t-> (2. 7g) . >^:n':7 A (1. 8g) *5 J^moX 

/^^>^t>A^m(o.54g)§^^y— ;Kl00lnL)^c:^t^^L'> 2^Ki)a^mb:/S:o ^ 

^m.-^mmmx^'t. @iB'fk;^i^(i.4g. 78^)^iiJm-feH^2^^:bT#;fe. 

NMR (300MHz, CDCI3) 6 : 1.85-1.96 (IH, m), 2.18-2.30 (IH, m). 2.96-3.07 (2H. 
m). 3.15-3.28 (2H, m). 4.42 (IH. d, J = 16.8), 4.49 (IH, d, J = 16. 8), 4.65-4.74 
(IH. m), 7.19 (IH, d, J = 1.2), 7.30 (IH, d. J = 1.2). 
133c) 2-(l-{3-[(6-i^ P U-2-'ry=f-)V)7.)Vt^:=.)V\ ^P/^y-TM tf P U 
-3-'1';i/)-5-^^;U-l, FP-3H-1' S^l/Cl, 5-c]-r ^y^/-;W-3-:t> 

3-[(6-i^ pp-2-^:7^;Wx;UAt^;i;W zfu tf:t>^(o. %\g)iQ^nmMm 
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1 33b) T1#/^c6- (3- 1! D U -6, 7->^ fc H P-BH-i- ^ [1. 5-a] -i S. ^V— 

;w5-:^->(o, 50g) ti^ ^mMm%) tmmz i^xmrnit^^ (o. 47g, 56%) ^m^^^ 

NMR (300MHz. CDCI3) <5 : 2.07-2.39 (2H. m), 2.59-2.61 (3H, m), 2.72-2.94 (2H, 
m), 3.38-3.87 (6H, -m), 4.30 (IH, m), 4.36 (IH, s), 4.60-4.76 (IH, m), 
6.69-6.71 (IH, m), 7.57-7.60 (IH, ffl), 7.88-7.96 (4H, nO. 8.47 (IH. s). 
Ttm^^U C28H23C1N404S-0. SHjO-0. 3EtOAc t UT 

(%) : C, 55.64; H, 5.09; N. 10.72 
UMi (%) :C, 55.64; H. 5.00; N. 10.62 

^»J134 

2- (i-{3- [ u u-i-^-y^M x;V3f:r:;w -2- fc K Di^->y D/iy ;w -4- tf 

JU)-5-^^;i/-l. 2-5^ t F n-3H— r 5 [1, 5-c] ^ ^y-;i'-3-:^> 
134a) 3-[(6-^DP-2-:^:7^;l/)^:t]-2-t: Fo^i/yo t!rt>mx5";i/*5J;tJ^^ 
2- [(6-^7 D n-2-:h:75^;i/) 5^:r]-3-t: H D^v-y^D tf :t->i^x^;i^ 

::J-^S/^>-2-::^;;l/:^>>^X^;]/ Cff. D. Emmons et al. J. Am. Chem. See, 
77. 89. (1955)) (0.60g), %-^UU')-y ^Vy-'L-'^:^—)V{\.^^^iiXSV^):t, 
=^)Vr^>{\.M.) ©DMF(10mL)^^^T;i/rf>'#H^T60t:T3BtfBl/5i-^|gif;/to 
SJ^Ii^^^M^Ti^^bfe^. @fi^X5^;K50mL)43cfcCKzK(50mL)^in^;feo 

Vfz.. m^'^^'^Vtiy}ltl^A (^^^> : f^mx^;i/= 1 : Ifj-^^l : 2) 
IZ^VmrnVfco ^®cfcO®IBIb'a-#/(0.27g. 17^)^e^@#:i:bT#;^o 
NMR (300MHz, CDCI3) 5 : 1.18 (3H, t, J = 7.1), 3.21 (IH, d, J = 6.2), 3.37 
(IH, dd, J = 13.8, 5.4), 3.49 (IH, dd, J = 13.8, 4.2), 3.93-4.04 (IH, m), 
4.06-4.17 (IH, m), 4.42-4.47 (IH, m), 7.40 (IH, dd. J = 8.7, 1.8), 7.50 
(IH. dd, J = 8. 7, 1.8), 7.65 (IH, d, J = 3.0), 7.67 (IH, d, J = 3.0), 7.75 
(IH. s), 7.83 (IH, s). 

mr.^mJcL D 2- [ (6-1^ n P -2-^ :7 5^;i/) ^:*-] -3- 1 F P P tf >^x^;v 

(o.3ig, m)^m^^^mtLTmco 
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NMR (300MHz, CDCI3) 6 : 1.22 (3H, t, J = 7. 2) 2. 39-2. 44 (IH, m), 3.87-4.01 
(3H, m), 4.14-4.24 (2H, m). 7.44 (IH. dd. J = 8. 7, 2.1), 7.54 (IH, dd, J 
= 8.7, 1.8), 7.69 (IH, d. J = 3.2), 7.72 (IH, d, J = 3.2), 7.79 (IH. d. 
J = 2.1), 7.95 (IH. d. J = 1.8). 

134b) 2-(i-{3-[(6-i7Pa-2-:^-y5^;V)7.;i/3j^n;W-2-b: Fa^->yDAy-r 
;i/}-4-tr^U >^n;i/)-5-p<5^;i/-l, 2-e^fc Fn-3H-r $iS^\/[l, 5-c] 5 

^ifS^J134a)T#e»nfe3-[(6-:J7 D ti-2-i-y^)l)^^-\-2-\i Hn^v-^D tf 

:t>mx5^;Ko. 27g) (DJL^y-jv(2isiL)mmzimm<[:^ h u ^j^ymm 

-Sn-C^^V[h^-cU^^V-J\^-3-^>2mmm. (0.29g) . HOBt (0.16g) . 
DBU (0.24inL) UX5^;i/T^> (0. 34mL) <lrTiz h — b U;i/ (3mL) izm 

j&ib. wsc (o.2og) ^m^mB.'vmm:^-^^m'&r:io Kj^m^mmv. m^m^^^ 

izm-^^i^. :^i$^^tium^Bmm (o.isg) max. m^T^mmib^^m'^rco k 

>^'^ATi^ii^b> MffiMb;^o mmm^^msmz^ri^mv. ^mitiii.mm 
mx^;p^^(o.5inL)i?MabT. mmt-^m (o.o33g. im ^efe@#:tbT 

NMR (300MHz, CDCI3) d : 1.52-1. 57 (IH, m), 1.71-1.87 (2H, m), 2.45-2.73 (4H. 
m), 3.14-3.67 (3H, m), 3.80 (IH. dd, J = 15.2. 4.1), 4.05-4.07 (2H, m). 
4.33 (IH. d, J = 12.6). 4.54 (2H, d, J = 9.9), 4.79-4.81 (IH. m), 7.43 (IH, 
d, J = 12.9), 7.72 (IH, d, J = 9.0), 7.98 (IH, d. J = 8.7), 8.15 (IH, d. 
J = 9.0). 8.24-8.28 (2H. m), 8.62 (IH. s). 
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ytm^mm. M^CIN^OsS-HCI %0-0. 2Et20i: LT 
th^M (%) :C. 50.98; H. 5.18; N. 9.59 
mmm (%) :C. Sl.ie; H, 5.44; N, 9.49 

ll:!i^J135 

2-(l-{2-[(6-^pn-2-:^-:75^;i/)x;i'3i^:n;W-3-t:h'o^'>yp/iy^;W-4-t? 
>?-;W-5-pt5^;i.-l, 2->^t: Hd-SH-T ^yi/[l. 5-c]-r ^i5^y-;i.-3-:t> 
^ii^l34a) T#&nfe2-[(6-tJ7 D D-2-:^>'5^;^)5^:t]-3-t: H n4^>':/n tr 

:*->^xg^;i. (o.3ig) :fy^^mmmmh) tmmizi.xmmit^m (o.osog, bjk) 

NMR (300MHz. CDCl,) 6 : 1.62-2.02 (5H. m). 2.62-2.83 (4H, m). 3.30-3.46 (IH. 
m). 4.04-4.40 (5H, m). 4.62-4.67 (IH. m), 4.77-4.86 (IH. m). 6.74-6.75 (IH, 
m), 7.58-7. 62 (IH. m). 7.80-8.01 (4H. m). 8.41-8.48 (IH. m). 
TVm^mm C24H25C 1 N4O5S • 0. SH^O ^: b T 
th^M (%) :C. 54.80; H, 4.98; N. 10.65 
(%) :C, 54.89; H, 4.96; N, 10.48 

^Jfi^!ll36 

2-(l-{(2S)-3-[(6-^>DD-2-:^:75^;^);;^;^3^^n;^]-2-t Hn^>'>^nA/-r 
M -4- tf-<l U ;0 -5-^ . 2-^^ h H P -3H-'f 5 [1 . 5-c] ^ $ iS^> 
-3-:t> 

136a) (2S)-3-[(G-^au-2-^y^M^^]-2-}i]^a^->'^U}d:t>m^^)l' 
THF(25jnL)'>s^?^TTMTb}t„ e:CD^?^^6-i^ P P:^>'^5' U'>-2-^:4--;i/ 

(5.og) mwi^owDmm^owmTv. mm-vio^mi^^^m^rco ^(omm^ 

m-:t^>^^>-2-:fyJU:f.>m^^Jl' (2.3mL) ©THF (15iiiL) mm^mTl^s R 
^^*^^&T3^rBl^^^^iiffc,S/SC^{Cig^kT>^X>>i,7K^(50inL)^in^. 

mm:r,j-)i (loomL) Tjftffibfe. iftaiie^^iaft!:feSi7KT?5fe^t, mTmrn-^^^zy 
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vx. mmt-^m (5.9g. 77^) ^m^^-^^tvxmco 

NMR (300MHz, CDCl,) 6 : 3.12 (IH, d, J = 6.0), 3.35 (IH, dd, J = 14.1, 5.7), 
3.48 (IH. dd. J = 14.1. 4.2). 3.58 (3H. s). 4.43-4.48 (IH, m). 7,39-7.43 
(IH, m), 7.49-7.52 (IH. m), 7. 66-7. 69 (2H, m). 7.76-7.77 (IH. m). 7.83-7.84 

(IH, m). 

136b) (2S)-3-[(6-iJ7DP-2-:^>'5^;i/)^:t]-2-t: FD^i/T'O tf:t>i^ 

1 36a) T# e> tlfc (2S) -3- [ (6-^5^ D D -2-ir y j-)]/) 5^:^] -2- 1 ]f« P ^ n 
>m^^;P (5.4g) 0X^5^7—;^ (150mL) ^^^M^^8N 7^^!^:^ h U "i^ A7X^ 
?g (B.SmL) ^JP^. :S)aT3^fHly&^^?liffeo X^? /-;V=SrMJBEg*bfc:^, 
ffli^^^^Ufco ®#^7K (lOOmL) \Z.V^hM\^. lNMMiCJ:!3pH3@S^Cpl5b 
fe^. et^il^^^lRbT. ®IB>ft:'&i^ (5.0g, 97X) ^efiH#:<tbT#:fe, 
NMR (300MHz, CD3OD) 5 : 3. 27 (IH, dd, J = 14. 1, 6.9), 3.51 (IH, dd, J = 14.1, 
4.2), 4.33 (IH, dd. J = 6.9, 4.2), 7.40-7.43 (IH. m), 7.51-7.54 (IH, m), 
7.71-7.77 (2H, m), 7,82 (IH, s), 7.86 (IH, s). 
136c) 2-(l-{(2S)-3-[(6-^^DD-2-:^:7^;^)^:t]-2-t FP^v-yn/^y 
;H-4-h!^U $^x;i/)-5-^^;V-l, 2->?t: HP-3H-f ^iS^^/Cl. S-cl-f $i5^^7-;i/ 

136b) X'^^ntz. (2S)-3-C(6-^7 p u-l-^y'f-)V)^^'\-l-\i V-U^-y^u\±^ 
>m (3.0g) . |llg^?969b)T#e»n;fe5-^^;P-2-(4-t!^U>?x;W-l,2->?t H 
U-Zar^5.yV\.l,^-t]^S,^V—}i'-Z-^>2mmM (3.3g) . HOBt (2. 4g) 43 
J;tJ?hUX5^;i/T^> (5.2inL) ^y-fehXhU;i/ (300mL) iiv?^ P P>^i$^ > 

(loomL) wsc (3. ig) ^M^^uxnsmm-^^^m'firzo k 

)^m^m&\^> ]^@t?^i7pp3jN;i/At7K~e^iRb;to ^mm^^mx^. mm-Bi 

vTzo mmm^m.m^-> u ti^jv:^ ^ a mm3L^)Vft> e»i^Mx^;i/ : x^ / - 

;i/=i 0 : 1) xmmi^x. MBit^m (3. eg, 7a) ^^^ii?»7f5<hbTf#;^o 

NMR (300MHz, CDC 1 3) a : 1.54-1.83 (4H, m), 2.39-2.98 (4H, m). 2.98-3.44 (4H, 
m), 3.76-4.20 (3H, m), 4.61-4.73 (2H, nO, 6.67-6.68 (IH, m). 7.41-7.51 (2H, 
m). 7. 64-7.70 (2H, m), 7.75-7.83 (2H. m). 
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136d) 2-(l-{(2S)-3-[(6-^j7PD-2-^>'5=-;l/)X;P7j>:=i;W-2-t FD^>':/nA' 

^ii^Jl 36c) T#fe2- (l-{ (2S) -3- [ (6-^5^ P D-2-::h75^;i/) -2- 1 H P 
T'D/NV -r M -4- br ^ U -5-^ , 2->? t F D-SHt-T ^ [1 , 5-c] 

$^l/'-;i/-3-:t> (3.1g). ©>^i7PP^^>(100inL)?§IS^3!fC?^Tl?P^^il7nP 
ai^m#m(1.7g)^jD;l. ^MT5^re)&^#igif;^o ^mm^^ua^jVAt^^ 

5^;i.:x^/-;p=i 0 : i) tc:cfc?)»mb. mmt'^m (2.7g, 8i!»;) 

NMR (300MHz, CDCI3) 5 : 1.65-1.88 (2H, m). 1.93-2.04 (2H. m), 2.61 (3H. s), 

2. 76-2.85 (IH, m), 3.18-3.31 (IH, m), 3.44-3.51 (2H. m), 3.75-3.88 (IH, 

m), 4.10-4.30 (3H, m), 4.68-4.72 (IH, m), 5.03-5.04 (IH, m), 6.71 (IH. s). 

7.59 (IH, dd. J = 8.9, 2.0), 7.87-8.00 (4H, m), 8.50 (IH, s). 

TtMi^^m. Cj^H^jClNAS.hL'T 

mW-m (%) : C, 55.76; H, 4.87; N, 10.84 

mmm. (%) :C, 55. 60; H, 4.98; N, 10.85 

^M^J137 

2- (1 - {3- [ (6-^ P U-2-iry=^)V) 7.)Vt^-)V] ':runj^ M -4- tf^ U i^X 

;i/)-5-(t KP^v^p^5^;i/)-i,2->?t HP-3H-<5i?'y[i.5-c]-r^i§^y-;i/-3- 

137a) i-^>>?;u-N-(iH-i' 5 a^y-;W4-r;W ^ u vy-\-r^ > 
i-^>s^;i/-4-tf-^us^>T5> (3.4g) . 4-7^^;^5;^^5:^y>-;^ (i.4g) ^ 

cfcD^ifM (1.7JI1L) (O-J if UU JL^ymWL (lOOmL) h U h^i^TK^fbTl^'^ 
^•:^hU':7A (4.7g) ^taT15^|^1;0^#igif:/5:o >K/;S;?K&1 NTK^-fb^ 

hU>:7A7K^^l?pH12^^fciigi5b;^^. i^ppztx;VA (100 mL) TriSffibT^o 
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(3.4g) ^m^m'-\^mti.xmco cm^^omm^miDnz. z.(Du^m^t: 

NMR (300MHz. CDClj) 6 : 1. 36-1. 53 (2H, m), 1.75-2.08 (6H, m), 2.50-2. 65 (IH, 
m), 2. 66-2.86 (2H, m), 3.49 (2H, s). 4.31 (IH. bs), 6.86 (IH, s), 7.23-7.31 
(5H, m), 7.51 (IH, s). 

137b) (i-^>s^;i.-4-t!^u>^n;W [(iH-f ^i5^y-;i.-4-^;0 ^^j].l:fyjw^ 

^JfiMl37a)T#fcl-^>5^;WN-(lH-1* ^i$^y-;i/-4-< M ;<^JU-4-\d^\J 
i^>'r^> (3.4g) (DJL^y-JUmm aoml) \z. nmmi^-tert-^^Jl. (e.SmD 

^M^. mm.'vzmm'A^^m^rco t }^^z^>~7mm (lomD ^jd;^. ^mtis 
mmi>^^m'^rco mm^mf£m^Lrc^. mmmizmm:ii^)u (loomD *j;r/7ic 
(loomL) ^iip^. mmm^^mi^Tco mmx.^jmm^mm'km7i(^ doomD t 

(2.3g, 42a;) ^m^m^mtLxm^o 

NMR (200MHz, CDC 1 3) (5 : 1.42-1.61 (12H, m), 1.66-1.84 (2H. m), 1.93-2.04 
(2H, m), 2.92 (2H. d. J = 7.6). 3.47 (2H. s). 3.70 (IH, bs), 4.29 (2H, s). 
6.86 (IH, s). 7.24-7.33 (5H. m), 7.49 (IH. s). 

137c) (l-^>i?;U-4-tf^U i^:=L)U) [(l-{[2-( h U ^^;i'~>U ;!.) X h^iyl>^^ 

;H-iH-r ^yy-;i/-4— r;i/) >^tert-y5^;i/ 

^»J137b)T##e>n^ (l-^>>^;P-4-t!^U >^-;i/) [(IH-f $^$?'y-;^-4- 
-1';^)^5^;l/];^7;l/;t^>mte^t-:/5^;^ (i.3g) (Dmmrn (30mL) ^c7Jc^'ft;:^ h 
u»:7A (o.22g) ^^^rx'ia^. muximfB^Tb^^m^rco mi^^x. mm-(h 

^iffeo KltmzmmJ^^JV (50niL) cfeJcO^TK (50mL) ^JD;^^ ^mm^^mi^ 
7^0 it^x5^;i/^?s<£|s?B:ftii7K (50iiiL) Tife^U. MTKmrn^^^i^^Axm^ 
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^^+f->=i:i) tcckoita^bx. mmih^m (4.9g. 24a;) ^mM^m^mtL 

NMR (300MHz. CDCI3) 5 : 0.05 (9H. s), 0.91 (2H, t. J = 8.1), 1.47 (9H, s), 
1.62-1.66 (2H, m). 1.84-1.90 (3H. m), 2.03-2.09 (2H. m), 2.91-2.95 (2H, 
m). 3.41-3.54 (4H, m), 4.35 (2H. s), 5.22 (2H. s), 6.90 (IH, bs), 7.24-7.43 
(5H. m). 7.48 (IH. s). 

I37d) (i-^>'^^;i.-4-tf-^u [(2-3ts;i.5;i.-i-{[2-(h u ^5^;i.^'U ;Wx 

n-y'^JWJ^^A<D^^^>mm (1.5M. 5. 7idL) ^T;U:3'>#H^T. ||»J 

i37c)T#;^ca-^>>';p-4-tf^U>^r:;W [(i-{[2-(h u ^5^;U'>u ;i/)x h^^ 
->] ^5^;W-lH-f ^ iS^l/-;U-4-f ^^;i/];jt7;Wt5 >mieri-^=^)V (3. 9g) 
OTHF^?^ (SOniL) {3-40«CT?iiTbyS:o HJ5&^^-40»CT15^>55i#Mlf^=^. DMF 

(o.7inL) ^iin;^, mMxnmmfj-^^m^Tz.o Kmm.\zmmmitr>^zLr^A7m 

m (SOmL) ^JPA, mmJ^^)V (50niL) T^mb;^. tti±J^^iafD:t:i:7jc (50IDL) 
-^^yti^)Vti'7l. (@t^X5^;i/: Xi5^y-;i.=10:l) JcJ;t)3»igU MtB'fb'&i^ 

(2.52g, 6i«) ^mMmmmhix^-xntz.. 

NMR (300MHz, CDCI3) <5 : -0.04 (9H, s), 0.90 (2H, t. J = 8.2), 1.45 (9H. s), 
1.63-1.77 (5H, m), 1.99-2.05 (2H, m), 2.91 (2H, d. J = 11.1), 3.47 (2H, 
s), 3.53 (2H, t, J = 8.2), 4.37 (2H, s). 5.71 (2H. s). 7.20-7.35 (5H. m), 
9.74 (IH, s). 

137e) (l--<>S^;i'-4-tf^U5^x;i.)[(2-(t:Hn^^>p^5^;i.)-l-{[2-(hu^5- 

^WJi37d)T?#;rc(i-^>v?;i/-4-tf^U5^x;W [(2-7^^;^5;^-l-{[2-(^ 
tert-y^^;!. (l.3g) (DX-^^y-JV (lOmL) mmiZTHm^t^^^mi-hV^J:. (95mg) 

^^f^T-cmx. m.m.xmmi)^^m^rzo tk (imD $jp;ife^. ^^stMje® 
m^m^mmj^^ji (somi) :fej:tX7K (50inL) $jp;t;fe„ mmm^^m. 
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mm-^MyK (50inL) T^i^b. mymm-^^^-zy^A-^^mi^rco mm^m&^ 
mvE.it-^^ (i.3g, 98%) ^m^^^^tvxmco 

NMR (300MHz, CDC 1 3) 5 :-0.05 (9H, s), 0.88 (2H, t, J = 8.4). 1.43 (9H, s), 
1.57-1.60 (2H, m), 1.75-1.76 (IH. m), 1.98-1.99 (2H, m), 2.87 (2H. d, J 
= 12.0). 3.44-3.49 (4H, m), 4.28 (2H, s), 4.66 (2H, s), 5.26 (2H, s), 6.75 
(IH, bs), 7.19-7.29 (5H, m). 

i37f) (4-{[(i-'^>z^;i/-4-tf^'j >?::i;w /l?^^M-m—(S.^V—)l^-2- 

|l5S^J137e)T#fe(l-^>>^;W4-tf^Ui>n;i/) [(2-(t Ha^^^v^p^^ 

;W -1- { [2- ( h u ^ V u ;v) X h i^] ^ -ih-< ^ :$^y-;w4— r ;0 ^ 5^ 

;l/]:j?7;U/ta>^ tert-:/^;i/ (480mg) OhU:7;i/:tn@^^(lmL)-7KainL)^|g 
Sr80'CT3I^FBl3?>^#?i^;feo ^iaSTJ^^Ufe^, fia^P^m?^^:^ h U '^^ A?^^ 
-e4>fnb, ^UU^}VI^ (50mL) TlfttUb;^c:p }*m?^^^fnt^:^7jc (50inL) im 

^v. mymm^^^-^y'y^'^nmvrcio mm^UEE^^v. mmit^m mom, 

NMR (300MHz. CDC 1 3) 5 : 1.48-1.55 (2H, m), 1.63-1.75 (2H, m). 1.87-2.02 (2H, 
m). 2.64-2.65 (IH, m). 2.84-2.88 (2H, m). 3.47 (2H, s), 3.74 (2H. s), 4.46 
(2H, s), 5.42 (IH, bs). 6.76 (IH, s), 7.19-7.34 (5H, m). 

i37g) i-^>s?;i'-N-{[2-({[tert->^9^;K>'^^;i/) zy^M^^-yy^^-M-in- 

^S£M1 37f ) (4- { [ (1-^ >z^)V-i- U -J:=.)V) T a y ] ^ -lH-< 

^^N/~.;i/-2-<;V)p^^/— ;U (0. 28g) *5 cfcD^ h U X5^;i/T^ > (0.26inL) 
ii7DPp^37> (SmL) ^^lc:tert-y5^;i/>^>5=-;i/i^PP>^^> (170mg) ^jPx., 
^MT, 3^F^d^€^Mif;fe. SJiS^fci^PP7f;;i/A (20idL) *J;tX7X (20]nL) ^JD 

^mm^^mvinLo ^ppji^;PA^^<&^fB:ft*t7K (2010L) Ttjfe^^u, ^htk 

zfK (i^mx5^;l/:X^y-;i/=10:l) iCj;DMi3bT. MIB^b-^^ (0. 20g, 52!);) 
NMR (300MHz, CDCK) 6 : 0. 10 (6H, s), 0.92 (9H, s), 1.41-1.44 (2H, m), 
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1,84-1.88 (2H, m). 1.97-2.04 (2H. m), 2.50-2.51 (IH. m), 2.82-2. 86 (2H, 
m). 3.49 (2H, s). 3.75 (2H, s). 4.77 (2H, s), 6.81 (IH, s), 7.18-7.36 (5H, 
m). 

137h) 2-(l-^>i^;P-4-tf^U>?-;i/)-5-({[tert-:/5^;K>?^^;i.) S/ij JVl^t 
^v-} 5^;i/)-l, 2-5^t: H D-SH-'f ^ ^VU. 5-c] 5 

^MMl37g) T#e,n;^cl-^>>?;WN-{ [2- ({ [tert-y5^;i/ $x U ;W 

^t^v'} pt5^;W-iH-r ^ i5^;/-;W4-r ;w ^^;w tf^ u 5;^>-4-T5 > (o. 20g) 

*3i;tXDBU (O.UmL) (Di^^tin:iL^> (3niL) ^ISlCN,N' -;?7;i/4^-;i/S^-r ^^\/ 
-)V (94mg) ^Jnx.. 60'CT30^;e>^^^i^Tc:o ^^a^TJ^^PLfcm. Klt^m^^ 
ua^jVI^ (20mL) *3j;t)C7jc (20jiiL) ^M^. mmm^^rnVfco ^ua^jVA 

MMb> MfBYb'&ti (0. i8g, 85^) ^m.n^m'^mtvxmco 

NMR (300MHz. CDCI3) 5 :0.13 (6H. s). 0.91 (9H. s). 1.72-1.83 (4H. m). 
2.08-2.17 (2H. m). 2.99 (2H. d. J = 11.4), 3.62 (2H, s), 3.95-4.02 (IH. 
m). 4.30-4.31 (2H, m), 4.92 (2H, s). 6.79-6.80 (IH, m). 7.24-7.37 (5H, m). 
1 37i) 5- ( { [t er t-:/^;V (i^^ =^)V) U M -t^-^} ^^)V) -2- (4- tf ^ U 
)V) -1 , 2-i^ h H P-3H-r ^ [1 . 5-c] < 5 i5''^/-;i/-3-:t > 
IIM«ajl37h) T# &nfe2- (l-^>i^;i.-4-tf ^ U S^-;!/) -5- ({ [ter t-:/5^;^(>? 
>'U;W::r4^M;?^5^;i/)-l, 2-i^b HD-3H-r ^iS^y [1. S-cJ-i- $ 
-3-:^> (0.18g) *5cfcmo^A^i^>:7A^^ (36iDg) (3mL) 

^^^^Mffi^iSlbT. ^IB'fb'&tl (0.1 6g, '^mm ^fife@#:tbTf#feo 
NMR (300MHz, CDC 1 3) (5 : 0. 14 (6H. s). 0.92 (9H. s), 1.61-1.74 (2H. m). 
1.85-1.88 (2H. m), 2.71-2.79 (2H. m), 3.20 (2H, d. J = 11.7). 4.02-4.10 
(IH. m), 4. 32-4.33 (2H. m). 4.93 (2H. s), 6.80-6.81 (IH. in). 
137j) 5-({[tert-y5^;P(>?^5^;W>/U;W:t4^M;*5^;i/)-2-(l-{3-[(6-i^DD. 

-2-:^:75^;i/)x;U5f:-;i/] -funy^M-A-^L^^) -j-)V)~\, 2->^k Kd-sh-t 

^^'/U, 5-c] -f 5 ^y-;p-3-:^ > 
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3-[(6-i^Dn-2-:^:75^;i/)x;i/5!)N-;i/]yDfc!::r>^ (o.isg) ^^zsmmm 

137i)T#e.nfe5-({[tert-:/5^;i.(S?^5";i,)>'U;W:t^Mp^^;W-2-(4-!f^ 
U>?-;U)-l,2-i^b HD-3H-^5i5^yCl.5-c]^$^y~;i.-3-:t> (0.16g);5>e> 

mmmsm i:mm\zhTmmn:^m (o.22g, 76!i;) <&^^?ftii^#/tLT#7^co 

NMR (300MHz, CDCI3) (5 : 0. 14 (6H. s), 0.92 (9H, s), 1.57-1.74 (2H, m). 
1.87-1.99 (2H, m). 2. 59-2. 66 (IH, m). 2.83-3.01 (2H. m), 3.14-3.22 (IH, 
m). 3.48-3.65 (2H. m), 4.00 (IH, d, J = 14.4). 4.08-4.27 (IH. m). 4.27 (2H, 
s). 4.72 (IH. d. J = 14.1). 4.91 (2H. s). 6.80-6.81 (IH. m). 7.54-7.61 (2H. 
m), 7.89-7.96 (3H, m), 8.47 (IH. s). 

137k) 2-(l-{3-[(6-i^np-2-:^:7^;WX;P3^::::;WyDAV-r;W-4-tr^Ue^ 

:n;W-5-(fc h*n^S^;>t5^;W-l, 2-e?h HD-3H-'f 5i5^>/[l, 5-c]'i' 

-3-;r> 

^M^Jl 37 j ) T# e. nfe5- ( { [t er t- (>? ^ 9^; W >^ U ;W :t 4^ ->} ^ 5^ 

;i/) -2- (1- {3- [ (6-^^ uu-i-^y^}V) - y p/ w -i* ;w -4- tf ^ u 

;W-1. 2-i?b Hn-3H-< [1. ^^^J-}V-Z-^>(Si. 22g) (5DiPi^(4inL) 

-THF(2inL)-7K(2iDL)^|^^60'C'r3^rad^#ii-lf7^, ^M.^-V^^nX^tz.^. MJE 

x.^y-jv=i 0:1) iz^ommi^s mm^t^m ogmg. 55u;) ^m^mi^tv 

NMR (300MHz, CDCI3) 6 : 1.56-1.80 (2H, m), 1.89-2. 02 (2H. m). 2.80-2.91 (IH. 
m). 2. 95-3. 06 (IH, m), 3.17-3.25 (IH. m). 3.46-3.56 (IH. m), 3.59-3. 69 (IH, 
m). 3.86 (IH, t, J = 6.6), 4.03 (IH, d, J = 15.3). 4.15-4.23 (IH, m), 4.36 
(2H, s), 4.75 (IH, d, J = 11.7). 4.87 (2H, d, J = 6.6), 6.78 (IH, s). 7.61 
(IH, dd, J = 9.0. 2.1), 7.90-7.98 (4H, m), 8.49 (IH, s). 
Ttm^^^W. C24HJ5C 1 N4OSS tVX 
tf^M (%) :C. 55.76; H. 4.87; N. 10.84 
^IJM (%) : C, 55. 52; H, 4.94; N. 10.74 
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mm [2-(i-{3-[(6-i7 ^^-2-:^:75^;^)x;^5J^n;^] yn/ty <;w-4-bf^u 

W -3-:t^y-2. 3->? t K D-lH-r ^ [1 . 5-c] ^ ^y-;|,-5-x,- ;p] 

^»!ji37k)Tf#?t2-(i-{3-[(6-i7nn-2-::h:75^;W;;^;i/5fc-;Wyn/iy^ 
;i/}-4-tf^U>^::i;W-5-(b FP:^^>'^5^;i/)-l,2->?t: HD-SH-fS^VCl.S-c] 
-r5i§^y-;V-3-:t> (0.1 7g) > ilTKB^^ (O.SmL) :feJ:tJ?tf >J >^> (ImL) <5D>? 

i^pn^^> (2mL) i'f^mm^lsmmi)^^m'i±rzo K)t^m^z^^an^^>^^ 
(@tmx^;i/:x^y'-;i/=i 0 : 1) iz^ommi^Tcm:. Am^tTummm 

X^;V^(0.5mL)l?5!lSlb, Mfdit^m (0.13g, 65%) LT^^to 
NMR (200MHz, DMSG) 5 : 1.44-1.77 (4H, m), 2.06 (3H. s), 2.50-2.61 (IH, m), 
2.75 (2H. t. J = 7.2), 3.08 (IH, t. J = 11.5), 3.87-4.05 (4H. m), 4.35 (IH, 
d, J = 9.4), 4.48 (2H. s). 5.29 (2H, s). 7.10 (IH, s), 7.72-7.77 (IH. m), 
7.97-8.03 (IH, m). 8.17-8.31 (3H, m). 8.65-8.66 (IH. m). 
ytm^^m C26HJ7C 1 N4O6S • HCl • H2O <i: b T 
§tMm (%) :C, 50.90; H, 4.93; N, 9.13 
(%) :C, 50.84; H, 5.26; N, 8.98 

^jaMl39 

2- (1- { (2S) -3- [ (6-i^ p -2- 1: H p^'>:/p a y < 

;W-4-tr^U >?-;W-5-(t: Hp=^^->>^5^;W-1, 2->?t: HP-3H-r ^iJ^yCl, 5-c] 
139a) 5-({[tert-:^5=-;K>?p(5^;0->U;l.]^:^5x}p<5^;0-2-(i-{(2S)-3-[(6- 

p p -2-:^ :75";0 -2- 1 H p :^->y p/ w -f ;u} -4- tf ^ 0 v^n;^ -i . 2->? 

t H P-3H-f 5 ^Vih 5-c] ^ y'/-J\^-Z-^> 
^»Jl36b) (2S) -3- [(6-^57 P ^:t]-2-h H p:^>'y p tf 
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^ =^}V) -2- (4- tr^ U i^z^M -1 , 2->? t H D -3H-r ^^VU, 5-c] $ iS^> 

NMR (200MHz, CDCI3) 5 :0.13 (6H, s), 0.91 (9H, s). 1.51-1.62 (2H, m). 
1.80-1.83 (2H, m). 2.35-2.42 (IH, m), 2.69-2.75 (IH. m), 2.95-3.44 (2H. 
m). 3.81-4.23 (4H, m). 4.58-4.61 (2H. m), 4.89 (2H, s). 6.79 (IH, s), 
7.42-7. 52 (2H, m), 7.68 (IH. s). 7.72 (IH, s). 7.79 (IH, s), 7.83 (IH, s). 

139b) 5-({[tert->^^;Ke^^5^;i.)vU;W:r^M^5^;W-2-(l-{(2S)-3-[(6- 
^uu-2-iry ^ji) - ; W -2- 1 F n ^ p />? y ^ -4- tf ij - 

;i/)-l. 2-i^t HP-3H-< [1, 5-c]-r ^^y-;w3-;^-> 

^JS^Jl 39a) T#fe5- ( { [ter t-:/5^;V (i?^ ^;i,) ij ^t^^^ v^} ^ 5^ 
;V)-2-(l-{(2S)-3-[(6-i^PP-2-:^75^;W5^:t]-2-t: FD^S>:7-n/\V-r 
M-4-tf^U >':n;U)-i, 2->?h H P-3H-1' 5 ^VU, 5-c]-r ^ iS^l/-;i/-3-;r> 
(0.69g) )^>e.^JfiMl36d)i:|^^JcLTJSiBYt;^i|fel (0.60g. 83X) ^M^^^^ 

NMR (300MHz, CDC 1 3) 6 : 0.14 (6H, s), 0.92 (9H, s), 1.71-1.81 (2H. m). 
1. 85-2.07 (2H, m), 2.70-2.84 (IH, m), 3.03-3.16 (IH, m), 3.43-3.51 (2H, 
m), 4.10-4.32 (4H, m), 4.67-4.76 (IH, m), 4.92 (2H, s). 5.03-5.05 (IH. m), 
6.81 (IH, s), 7.59 (IH, dd, J = 8.7. 2.1), 7.91-7.97 (4H, m). 8.51 (IH, 
s). 

139c) 2-(i-{(2S)-3-[(6-i?pp-2-:^:7^;i/)x;i/3j>:n;W-2-t: KP^v-yp/i 
y -r M -4- tf ^ U -5- (fc F P 4^ zy^^)]^)-!, 2->? t H D-3H-< 5 iS^^ 

[1 . 5-c] 5 ^v-ji'-z-^ty 

^Ml39b) T^#e>n;^5-({[tert-y5^;K>?^5^;W>'U;i.]^^~>}^5^ 

;^)-2-(l-{(2S)-3-[(6-l^pp-2-:^75^;^)x;l/7^^-;^]-2-t Fp^v-ypA/ 

;W-4-tf^U >^-;W-l, 2-5^t Kp-3H-^ [l, 5-c]< $iS^i/-;i,-3-:r> 
(0.24g) , mm. (64mL) :fe«ktX7y'fb5^h^:/5^;UT>^n^A (0. 29g) (D 
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)\^:jL^y-)v=^ : 1) \z^v)mmh. mm^t-^^ asomg, m) 

NMR (300MHz, CDCI3) 6 : 1.72-1.88 (2H. m). 1.88-2.04 (2H. m), 2.72-2.85 (IH, 
m). 3.18-3.32 (IH. m). 3.44-3.52 (2H, m), 3.71 (IH. bs), 3.85 (IH, bs), 
4.08-4. 26 (2H. m). 4.37-4.41 (2H, bO. 4.69-4.78 (IH, m), 4.87 (2H, s). 
5.04-5.06 (IH, m), 6.78 (IH, s). 7.57-7.61 (IH, m). 7.90-7.96 (4H, m), 8.50 
(IH, s). 

TuB^^m CjiHjsClNiOjS-O. 5H20-0. 221^0 1 bT 
9^M-m. (%) :C, 53.49: H, 5.07; N, 10.06 
(%) :C, 55.49; H, 5.09; N, 9.81 

HM^JHO 

^msm [2-(l-{(2S)-3-[(6-tJ7nD-2-:?->^5^;P):;^;i/5tc~;i.]-2-t: HD^^e^:/ 
nAy-r;W-4-lf^U >^:n;w-3-::f 4^y-2, 3-s?t Hn-m-r ^iJ^V [1, 5-c]-r 5 
yy-;W5-'r;i/];><5^;i/ 

^M^Ji39c)T#^nfe2-(i-{(2S)-3r-[(6-/7Dn-2-:^:7^;i/)x;i':5lN:r;w-2- 
t HD4^->yDAV-r;H-4-t!^U>^n;P)-5-(h HPf^^>'p^5^;i/)-i, 2->?t: K 
n-3H— r ^iS^y [1, 5-c]< 5^y-;V-3-:t> (0. 14g) <i:li{b'^>^/-f ;i/ (31 (j,D 

ti-^&mmmm) tmrnizLTMB^t^^ (58mg. 34%) ^m^m^ti^mrco 

NMR (300MHz. CDCI3) <5 : 1.67-1. 78 (2H, m), 1.90-2.05 (2H. m), 2.70-2.84 (IH, 
m), 3.17-3.31 (IH, m), 3.45-3.52 (2H, m), 3.80 (IH. bs), 4.11-4.38 (4H, 
m). 4.69-4. 77 (IH, m). 5.04-5.05 (IH, m), 5.63 (2H, s), 6.91 (IH, s), 
7.39-7.44 (2H, m). 7.53-7.62 (2H, m), 7. 94-7.97 (4H, m). 8.05 (IH. s). 8.08 
OH, s). 8.51 (IH, s). 
Ttm^^m CjiHjjC 1 • 0. 5HjO tLX 

(%) :C, 57.63; H. 4.68; N, 8.67 

(%) :C. 57.91; H, 4.90; N, 8.64 
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2-[l-(trans-{2-[(6-:57pn-2-^75";Wx;p7|NZi;V]e^i^DyD \£Mtl)V-^::i 
)V) -4- fcf^ U -5-^ ^)V-\ , 2->? t H D-3H-1' 5 [1 . 5-c] -i 5 

141a) 2-^7 a 0-6- (t'n;wx;i/sJ^n;i/) :^:7 ^ > 

2-t57Dn:^:7:5^l^>-6-X;V:7-f >^ (4.3g) ^ l,2-z^^n^X.^> (S.SmL) 

:fe j;t)f;gti^>?7 u A (4.og) (DmpmiaL)vf/umm^7ox:'vismmi)^^m't^rcio m 
mm^t^m (i.9g, 39x) s^^^s^iUTftfe, 

NMR (300MHz, CDCI3) 6 : 6. 09 (IH, d, J = 9.6), 6.53 (IH, d, J = 16.5), 6.72 
(IH. dd, J = 16.5. 9.6), 7.55 (IH. dd, J = 8.6, 2.0). 7.82-7.92 (4H, m), 
8. 46 (IH, d. J = 0. 6) . 

141b) t^ans-2-[(6-^7Da-2-:^:75^;^)7.;l'2^sn;^]>^^^:/DA>;^7;^#>m 

l.4->^T1fb'~>^D[2.2.2]:t-^:$^> (0.89g) :i^^ZS^ uamm.ieTt-':r^)U 

(1. imL) ©T-fe hx h u ;K30mL)^^^^ia-t?, zo^ib^^M'^rco ^(Dmmizmm 

^J14ia)T#:fc). 2-^nD-6-(tfn;V7.;i'3j>n;i/)':h7iS^^> (2.0g) :id^xS:^m 
^h-Th^J^A (0.48g) ^IJUX. 80'CT18^PBl7&^^^l-lffeo Tir hx b U;V^MJBE 

m (o.44g. 155K) ^n^^w^m^ix^xmc. 

NMR (200lffiz, CDCI3) <5 : 1.41 (9H, s), 1.44-1.55 (IH, m), 1.64-1.74 (IH. m), 
2-47-2. 57 (IH, m), 2.93-3.02 (IH, m), 7.58 (IH, dd, J = 8. 8, 1.8). 7.86-7.96 
(4H. m), 8.45 (IH. s). 

141c) ujaLs-2-\.{^-ifuu-i-±y^)V):^)VTi^=:-)W^^uzfu;'%y'fy)V'^>m. 
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mmm nib) T^#fc 2- [ (e-^j? n n -2-^ :7 x ;^7}^ - ; w ^> ^ p y d/i >:j!j ;i/ 
:e^>mteit-^^Jl (0.44g) O h U >';i/:tP@^M (2inL) ^I^^^MTlB^d^^^ 
if fee ;S/i£C^^Mffili«SbT. TOYb^tl (0.35g. U%) ^^||^@#:tUT# 

NMR (200MHz, CDCI3) 6 : 1.57-1.67 (IH, m). 1.81-1.91 (IH, m), 2. 50-2.59 (IH, 
m). 3.02-3.11 (IH. m). 7.60 (IH, dd. J = 8.8, 1.8). 7.84-7.97 (4H. m), 8.45 
(IH, s). 

Uld) 2-[l-(trans-{2-[(6-i7 D u-2-±y^)V) ->i^ a^n 

;p#:n;i/)-4-tf^U i^^-Al-S-^^jV-i, 2->?k Kn-3H-i' ^:$^y[i. 5-c]-r 5^ 
V^-;i/-3-:t> 

mmm uic) t# e> n:fe 2- C (e- n n -2-^ :7 ;^ i^^nyn/^v 

t!)l-^>m (0.20g) *3<fct;t|IMM69b)T#e>nfc5-^5^;i/-2-(4-fc!^Ue^:n 
;W-1. 2-i? t H P-3H-f ^ 5-c] -i 5 iS^y-;V-3-:t > 2 m^:^(0. 23g) 

e>^M^ji28)<hiwi^t{cbTMfa{k;^ti (o.i2g, 36s;) ^m^^thxmrcLo 

NMR (300MHz, CDCI3) 6 : 1.44-2.05 (6H, m), 2.62 (3H, s), 2. 65-2.82 (2H, m), 
3.03-3.09 (IH, m). 3.20-3.30 (IH. m). 4.06-4.37 (4H. m). 4.70 (IH. d. J 
= 13.2), 6.73 (IH, d, J = 7.5). 7.58-7.61 (IH. m). 7.87-7.97 (4H, m), 8.45 
(IH, s). 

Ttm^^U C25H25CIN4O4S • 0. 2H20 1 LT 
Wr^M (%) : C, 58.12; H. 4.96; N, 10.85 

mmm (%) :c, 57.97; h, 5.08; n, 11.13 

2-(i-{3-[(6-^ n u-z-i-y^-M 7.J}/:^-M-2-ii H □^'>-2-p<5^;i/7'n A / 
< M -4- tf^ U i^-JU) -5-pt . 2->? fc: H D-3H-r ^^'/Ll, 5-c] ^5.:^^- 

142a) 3-[(6-iJ7 0P-2-:^:75^;l/)5^;^-]-2-t Hn4^>'-2-;<5^;P7'P tf:f 

6-i7aa^y^U>-2-^:t-Jl (5.0g) :feJ:m-^5^;U:r4^->^>-2-*;i/7H 
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>m^^j\^ (2.7mL) t^^mmmm&) tmmzvxmmt'^m (5. ig, 63«) 

NMR (300MHz, CDCI3) 6 : 1.52 (3H, s), 3.27 (IH. d, J = 13.8). 3.44 (3H, s), 
3.48 (IH, d, J = 13.8), 3.53 (IH, s). 7.38-7.42 (IH, m). 7.48-7.51 (IH, 
m), 7.64-7.69 (2H, m), 7.75 (IH. d, J = 2. 1), 7.82 (IH, s). 
142b) 3-[(6-tJ7on-2-:^75^;i')5^::t]-2-ti HD^v^-2-;<^;i/:/alf::r>M 
gl2i^J142a)T#e»n3^3-[(6-^7 DP-2-:^:75^;^)5^:^-]-2-t: Hn^->-2-^^ 

)i^a\d:t>my^'^jv (i.5g) fj^^m^mmw trnmiziyxmrnt^^ (i.sg. 

91%) ^B^n^tvTmco 

NMR (300MHz, CDCI3) a : 1.51 (3H, s), 3.38 (IH, d, J = 13.2), 3.48 (IH, d, 
J = 13.2), 7.41 (IH, dd, J = 8. 7, 2.1), 7.53 (IH, dd, J = 8. 7, 1.8). 7.69-7.77 
(2H, m), 7.81 (IH. d. J = 2.1). 7.87 (IH, d. J = 1.8). 

142c) 2-(l-{3-[(6-^Dn-2-:^:75^;W)5":t]-2-t: HP=^>'-2-p^^;i/::^PAV 
-1';W-4-tf^U S^n;0-5-^^;Wl, 2->^b fd-sh-t ^^r^/Ci, 5-c]-r ^^^Z- 
;i/-3-:f > 

mt^mU2h) !?# e>rife3-[ (6-^7 n U-2-±y^M -2-t. H D:^^~>-2-^^ 
;uyntf^>^ (0. 50g) :fej:z^|ISS^?y69b)i?#e>n:/t5-^^;W2-(4-k!^Uv?n 
;W-1, 2-v?t F 0-3H-r ^ y^/ll, 5-c] a ^\/-;i/-3-:t> 2 (O. 59g) j^iv 

e>IIM^«J136c) t[^1l|}CbTMIBYb-&i^ (0.16g, 208;) ^B^B^tUXmr^o 
NMR (300MHz, CDCI3) 6 : 1.45-1.61 (6H, m), 1.84-1.88 (2H, m). 2.59 (3H, s). 
2.80 (IH, bs), 3.33 (IH, d, J = 13.4). 3.70 (IH. d. J = 13.4). 4.07-4.15 
(2H, m), 4.31 (IH. bs), 4.60 (IH. d. J = 12.2), 4.72 (IH, d. J = 12.2), 
6.66 (IH. t. J = 1.5). 7.42 (IH, dd, J = 8. 7. 2.1). 7.51 (IH, dd. J = 8. 7, 
2.1), 7.66 (IH. s). 7.69 (IH. s). 7.77-7.78 (IH. m), 7.83-7.84 (IH, m). 
I42d) 2-(i-{3-[(6-i^DD-2-:^:7^;i/)x;i/Jl^n;V]-2-t: HP^>'-2-^^;i/7' 
PAV<;i/}-4-kr^'J >^r:;i/)-5-^5^;i^-l, 2->?k FP-3H-r 5:$^V[1. 5-c]-r a 

H2c)xn^nrc 2-(l-{3-[(6-i^PP-2-:^:7^JW^:t]-2-t Hp^>'-2-;!< 
'^jlzfaA y ■< M -4- tf ^ U S^— ;W) -5-;* ^;i/-l . 2->^ fc K P-3H— f 5 
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[i.5-c]-r^i5^y-;i'-3-:^> (o.i6g) f)-^ ^mmmmd) tmmizLxM'&tA'^m 

NMR (300MHz, CDCI3) (5 :1.55 (3H, s), 1.79-1.80 (2H, m). 2.76 (3H. s), 
3.41-3.45 (4H, m), 3.71-3.80 (2H. m), 4.03-4.10 (2H, m), 4.58 (2H. s), 
4.80-4.91 (IH, m), 5.92 (IH, bs), 7.45 (IH. s). 7.74 (IH, dd, J = 8. 7, 2.1). 
8.00 (IH. d. J = 8.7). 8.17 (IH. d. J = 8.7). 8.26-8.31 (2H, m), 8.60 (IH. 
s). 

TU^^^m C^sHj^ClNAS-HCl -1. 2Hj0-0. lEt20<h bT 
sfWm (%) : C, 51.14: H. 5.31; N. 9.39 
(%) : C, 51.03; H, 5.55; N, 9.31 

SI»J143 

l-{[(6-^7D^-2->:^:75^;^)x;^7j^::l;l/]^5^;^}-2-[4-(5-^a^;^-3-:t^y-lH- 

-i 5.^V—JHl, 5-c]-l' ;i/-2— r;0-i-tf^U S^— ;W-2-:t^VX^;i'>!j 
143a) 2- (ter t-::^ h ^zyi:j )],:^-)Ur ^ 7 ) -3- [ (6-^^ □ U-2-ry^)l) ^ 

N-tert->^h^v';^j;Pji^-;i/-feU > ^^JVX.:^^)V(2. 82g) t h UX5^;i/T5 
> (5. 35inL) <DTHF (50mL) ^ISt^ttibp^ iS^ >x;i/3tcr:;i/ (0. 99mL) U ^MT 1 
^r^>6>^^iffe^. 6-i^nD:^:7i57U'>-2-5^:t-;K2.50g)^mfeo ^iliC^^ 

NMR (200MHz, CDCI3) 5 : 1.37 (9H. s). 3.46-3.50 (5H, m), 4.60 (IH. m). 5.34 
(IH. m), 7.42 (IH. dd, J = 1.4. 8.8). 7.49 (IH . dd, J = 1.8, 8.4), 7.66-7.71 
(2H, m), 7.77 (IH. d. J = 2.2). 7.84 (IH. d, J = 1.4) 
143b) 2-(tert-:/ h^->tlJ\^:^-)l7S. 7 )-3-[(6-i57 □ P-2-^75^;i/)^:t] 



wo 2004/048363 PCT/JP2003/014793 

190 

mmn 1 43a) t# e»n:^2- (t er t- >^ h i^i^ ji/th - ;i/t a y ) -3- e {q-^. d n-2- 
i-y^)i')9'^i :fu trrf >mp^9^;K2. 79g) timmit-r h u ':7i^ (7. tbl) (D2-y 

mmi^Ts m^it^mnAg, 4ix)^@#tbT#fc« 

NMR (200MHz, CDCI3) 5 :1.36 (9H, s), 3.38-3.58 (3H, m), 7.41 (IH, dd, J 

= 2.2, 8.8), 7.50 (IH, dd, J = 1.8, 8.8), 7.65-7.84 (4H, m). 

143c) 1- { [ (6-^ n 0-2--^ y =f-)V) -2- [4- (5->. 5^; W3-:t^ V-IH- 

^5.^V-)Hi, 5-c]-r 5r§^\/-;i/-2-r;0-i-tf^u >^n;w-2-^4^yx5^;v:j57 

1 43b) T# e> tlfe2- ( t er t - h =^ ->:^» - ;i/T 5 / ) -3- [ (6-^ a U -2- 
^:7^;i/)^:t] tr:t>m(l. ig) i^M^!|69b)T#e.tl7t5-pt5^;W2-(4-t!^ 
U >?-;!/) -1, 2-i^ t H a-3H-r 5 [1 . 5-c] 5 ^\/-;W3-:t > 2 ii^ig 

NMR (200MHz, CDC 1 3) 6 :1.45 (9H, s), 1.55-1.81 (4H. m), 2.59 (3H, s). 
3.01-3.08 (IH, m), 3.30-3.40 (2H. m), 3.90 (2H, s), 3.98-4.19 (3H, m), 
4.60-4.77 (IH, m), 4.91 (IH, m), 5.49-5.52 (lH,in). 6.68 (IH, s). 7.41-7.48 
(2H, m). 7.67-7.78 (3H. m>, 7.86-7.90 (IH, m). 

1 43d) l-{[(6-i^ DD-2-:^r'5^;i/)X;V7i^x;H ^9^;H-2-[4-(5-^a^;i/-3-:^-^ 

y-iH— r 5iS^V-;^[i. 5-c]-< ;u-2-r;w-i-fcr^u>^-;W-2-:t^yx 

IISS«aji43c) 7?# e»nfci-{ [ (6-i> p D-2-:?-y 5^;i/) >^ 5^;W -2- [4- (5-p^ 
^;w3-:^^y-iH— r ^ ^V-Mi, 5-c]-r ^ ^y-;i'-2->f ;i/)-i-t!^u -j- 

jU]-2-:t^yx.^MJW'<^ >^tert-:/^;KO. 55g);6^&lligMl36d) il^^tC 
. bTSIB<b'&ife(0.15g, 26X)<£:MfeJ|5&5K^bT#;/5:. 
NMR (200MHz, CDClj) 5 : 1.27-1.44 (IIH, nO, 1.82-2.02 (2H, m). 2.40-2.77 
(4H. m), 3.21-3.89 (2H, m), 4.23-4.29 (4H, m). 4.56-4.85 (IH, m), 5.14-5.36 
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(2H, m). 6.66-6.71 (lH.m), 7.60 (IH. dd. J = 2.0, 9.0), 7.94-7.98 (4H, m), 
8.50 (IH, s). 

^WJ144 

2- (1- {2-T 5 y -3- 1(6-^ a 7 7s }V^-)V] 7° D /NV )V} -4- tf ^ U 

i^-)V) . 2->^ h F a-3H-^ ^ [1 , 5-c] < 5 dr^/-)V-Z-^ >2m 

mm 

^Jfi«aji43d)T#&n:fei-{[(6-i^ D p-2-:^75";^)x;^3!|^-;I/] pt^^ 

M-2-[4-(5-^5^;U-3-:f ^V-lH-1' ^yy— 5-c] ^ iS^ V-;i/-2-r 

;i/)-i-tf^U >^-;W-2-:t4^yx5^;i/;^j;i.A^ >^tert-:/5^;Ko. iog)cDXi$' y 

NMR (200MHz. DMSG-d^) (5 : 1. 53-1.86 (4H, nO. 2.07-2.42 (IH, m), 2.72 (3H, 
br s), 3.13-3.26 (IH, m), 3.71-4.37 (5H, m). 4.50-4.55 (2H. m). 4.86 (IH. 
m). 7.42 (IH, s). 7.77 (IH, d. J = 8.4), 8.02 (IH, dt. J = 1.8, 7.3), 8.20-8.34 
(3H, m), 8.5-9.0 (3H, m). 

II»J145 

2-(i-{3-[(6-i^nD-3, 4->?fc Hp-r y^/ U >-2(iH)-f ;^)x;^^!^x;W:/^/>? 
/ -r ;W -4- tf ^ >j >^x;w -5-^ ^;u-i , 2->> t H n-3H-i' 5 [i . 5-c] ^ 

— ;i/-3-:^> 

145a) 3-[(6-iJ7 p D-3, 4->?t: Hp-T V^/ U >-2(lH)-<;Wx;W7i>x;W ^p tf 

6-^ P p-l, 2, 3, 4-7" h ^ h K P-r V^y U >4g|^m (0. 19g) h U X^;UT ^ 
>(0. 26inL) (DT± hx h U;KliiiL)^?^$3-(i57 p px;U7N-;i/) ^p tf:t>^^ 
5^;K0.19g)©T-fehxhU;KliiiL)^^iCjn;l, 0'Cm5BtF^;&i^^iiffe„ 
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NMR (300MHz. CDCI3) 6 : 2.82 (2H. t. J = 7.2). 2.93 (2H. t. J = 6.0). 3.32 
(2H. t. J = 7.5), 3.57 (2H, t. J = 6.0), 3.67 (3H. s). 4.44 (2H. s). 7.01-7.03 
(IH. m). 7.16-7.19 (2H, m). 

145b) 3-[(6-i> D n-3, 4-5^h H n-T V 4^7 U >-2 (lH)-r;W XJlt^'M ^ P tf 

^M^J145a)T#^n;fe3-[(6-i7DD-3, 4->?t Kn-T V^/ U >-2(lH)— T ;W 
;;^;^7i^-;^] tf:t>|^^5^;Ko. 30g) $iN7jcmYb:^ h U ^A7i<,mmi2. 7inL) 

jD;^, ioot:-x?20:j^rBiMby^c« ox:\z'^nvrcW:. imm^iu^mmzh. mm 
vrcimi^^^WLvmt^it^mio. 04g, im ^^^B^tvxnrao 

NMR (300MHz, CDCI3) 6 : 2.86 (2H. t, J = 7.5). 2.93 (2H, t, J = 6.0). 3.31 
(2H, t. J = 7.5). 3.57 (2H. t. J = 6.0). 4.44 (2H. s). 7.01 (IH, d, J = 
8.1), 7.14-7.25 (2H, m). 

145c) 2- (1- (3- ((6-^7 u P-3. 4->? t: H n-2 OH)— T V ^7 U 7.;P3}>^;U) ^ 
D /t y -f M -4- tf ^ U z^=iM -5-^ ^;i/-l . 2->? fc H D-SH-r ^ [1 . 5-c] -i 5 
i5^l/-;i/-3-:t> 

^Jfi|wjl45b) T# e>nrc3- [ (6-^7 P n-3, 4-5/ h H n-f y 4=^7 U >-2 (IH) — f ;i/) 
yp tr:t>M (O. 04g) , WSC (0. 05g) ^^ckmiOBt (0. 04g) (DTHF^^(3]iiL) 
\Z h U X5^;i.T ^ > (0. 06inL) ^iP;l^iaT30^^1d^^M-&';fe^, ^»J69b) T# 
e>nfe5-^5^;i/-2-(4-tf^U >^n;W-l. 2->?b HP-3H-'r $^^/[l, 5-c]-f 
l/-;i/-3-:^> 2 :^^*i(0. 03g) *ilP^^?aT3^PBl:d^^^i?fco^^^MffiM5feb, 

NMR (300MHz. CDCI3) 5 : 1.19-1.28 (IH, m), 1.60-1.75 (2H. m), 1. 89-1. 99 (2H, 
m), 2.69 (3H, s), 2.77-2.97 (3H, m), 3.19-3.52 (3H, m), 3.58 (2H, t, J = 
6.0), 3.97-4.02 (IH. m). 4.09-4.23 (2H, m), 4.30 (2H. s). 4.46 (2H. s). 
4.75-4.79 (IH, m), 6.81 (IH. s), 7.03 (IH. d. J = 8.1). 7.17 (IH, s), 7.18 
(IH. d. J = 8.1). 
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(%) : C, 52.72 ; H. 5.77; N, 13.36 
(%) : C. 52. 65 ; H, 5.55; N, 13.12 

5 ll»J146 

2- [1- (4- { [(E) -2- (4-^ n D :7 h'n;W 7.)]^:^=-M }V) -4- 1!^ U 

;W -5-^ ^)V-\ . l-J k K D-SH-r 5 [1 , 5-c] < ^ ^ V^-;W3-:t > 
146a) [ (E) -2-(4-i^ o D yoLZ^.M MzlM 7.)l^y ^ ym^^ h U A 

mmm^ h u o. 8g):fecfct;^'^m7j<:m:^ h u ^ a (2. 5g) ©7K^?^(40inL) \zm. 

10 -ft; (E)-2-(4-^nD:7a^n;Wx^l/>X;i^3i^n;KMatier, W. L. et al., J. Med. 
Chem.. 17, 549 (1974)) (3.5g)^jD^. 70'CT2I^H55^#Sif;'S:, ^f^m^mm. 

NMR (200MHz, DMSO-dg) d : 6.57 (IH, d, J = 16.0), 6.78 (IH, d, J = 16.0), 
15 7.34-7.56 (4H, m). 

146b) 4-{[(E)-2-(4-i57 DD >'a:n;V) \£-)V]:7.)l^^Zl)V}y^>m 

|IMfi|146a) T# e>nfc C (E) -2- (4-i^ D □ :7 rcnjl/) \£=lM ^ >M-^ b 

U A (0. 23g) :iS^m-^a^y^ >MX5^;i/ (0. 1 6mL) ODMF (1. OmL) ^^^^100^ 

20 7K©iim'7i^:t->/C7AT?igitb:rco mm^mj£m^v. 4-{[(e)-2-(4-^ 00:731- 

;W t'x;w x;i/3i^x;n >mx5^;i' (0. 27g) =^^-fe?ftJt:>tti t vxntco 

mm-r^ ^ t ^m^jhsw ^mm\z i^xmm^t^mco. 05g. i6«) ^s^i^^* 

hVxntzo 

NMR (200MHz, CDClj) 6 : 1.83-1.94 (2H, m), 2.36-2.43 (2H, m), 3.16-3.28 (2H, 
25 m), 7.42-7.56 (4H, m), 7.78-7.82 (2H, m). 

1 46c) 2- [1 - (4- { [ (E) -2- (4-^7 n D :7 a:: x; w t'x; w x;i/zh:x;i/} y ^ y < ;i/) -4- 
tf'^U i^x;i/]-5-p<5^;i/-l, 2-i?t: Hn-SH-f [l, 5-c]-r 5i5^\/-;V-3-;t- 

IIJ6Mi46b) xmc4- { i (E) -2- (i-^ u D 7 xx;i/) tf x;i/] x;U5[fsx;i/} :^iS' > 
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^(0. 04g) ■^^ 6>^»!ii45c) tmmiz vxmmt-^m (o. 02g. 2m ^m^mmt v 

NMR (300MHz. CDCI3) (5 : 1.60-1.74 (2H, m). 1.83-1.97 (3H, m), 2.15-2.25 (2H. 

m). 2. 55-2.69 (5H. m). 3.12-3.28 (3H, m). 3.96-4.00 (IH. m), 4.13-4.21 (IH, 

m), 4.27 (2H, s), 4.76-4.81 (IH, m), 6.71 (IH, s), 6.83 (IH. d, J = 15.6), 
7.35-7.47 (4H, m). 7.54 (IH, d, J = 15.6). 
TC^^Wffi C38H27C1N404S • 1 . 5H,0 • 0. SAcOEt tVX 
WrW^m (%) :C, 53.42 ; H, 6.10; N. 9.97 
^^I'Kil (%) : C, 53.68 ; H, 5.85; N, 10.28 

IIM^J147 

2- (1 - {3- [ (6-i^ D U-2-'^y9')U) -3-^ 5^;!^^ :^ / -T M -4- tf ^ » ) - 

;v)-5-^5^;i/-i, 2-i:?t F n-3H-r ^ ^'/ii, 5-c] -i ^ yv-jv-s-:i-> mmm. 

1 47a) 3- 1(6--^ a y ^)V) -3-^ 5^;!/^ >m. 

6-^UU±y^U>-2-^:t-}l^il. Og) iid-;^^)V-2-^v^>m(Q. 50g):feJ;tX 

h u x5^;i/T ^ > (0. 35inL) ©THF (40iiiL) mm^-mmmmvrco Rft-m^mmz 
Amm:r'^)W^^i)->=s/u^^i/i)xmmi^T. MiBYt:^«^(o.iog. 

NMR (300MHz, CDCI3) (5 : 1.46 (6H, s), 2.60 (2H, s), 7.45 (IH, dd, J = 1.8. 
8.4). 7.63 (IH, dd, J = 1.8, 8.3), 7.72 (IH. d. J = 8.4). 7.77 (IH. d. J 
= 8.7), 7.83 (IH, d. J = 2.1). 8.07 (IH, s). 

147b) 2- (1- {3- [(6-i7 D U-2-^y9-)V') -3-pt =^}V'^^ J -f M -4- tf ^ » J -J 

-;W-5-^5^;i/-i, 2--J\L HD-3H-r 5 a^VEi, 5-c]-f 5 ^^/-)\,-z-^y ^MM. 

^JS^J147a) e>n^3- [ (6-i^ D D-2-:^ >'^;U) 5^:t]-3-^5^;i/:f^ >^ 
(0. lOg) ^:^»j69b)T#e>n75:5-^5^;P-2-(4-fcf^U >^n;W)-l, 2--J\i Hd 
-3H-r 5y\/[1.5-c]-r5yy-;i.-3-:t>2*ii?ii(0. 15g)>6ie>^M^J145c) b.Wi 
mz. bT^I3^b^#| (0. 1 3g. 74X) «r S-fef^Mc t LT#)t, 
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NMR (300MHz, CDCI3) 5 : 1.46 (3H. s), 1.49 (3H. s), 1.70 (IH, s). 1.92-1.99 
(IH. m). 2.57-2.65 (IH. m), 2.70 (2H, s), 2.99 (3H. s). 3.11-3.19 (IH, m), 
4.01-4.06 (IH. m). 4.10-4.23 (IH. m). 4.53 (2H, s), 4.87-4.91 (IH. m), 7.24 
(IH. s), 7.46 (IH. dd. J = 1.8. 8.7), 7.59 (IH, dd. J = 1.8, 8.4), 7.72 
(IH, d, J = 8.7). 7.77 (IH. d. J = 8.7), 7.83 (IH, d. J = 1.8). 8.04 (IH, 
s). 

TC^i^tffffi C2JH29N4O2SCI -HCI -1. BEjOt LT 
mi^m (%) :C, 55.71; H. 5.93; N. 10.00 

mmm (%) :c. 55.92; h. 6.02; n. 10.21 
mmmm 

2- (1- {3- [ (6-i^ D X2'-2-i-y^)i) j -r M -4- tf ^ u 5^ 

:n;W-5-^5';i/-l, 2->?b F D-3H-r ^ ^'/W, 5-c] ^ 

^»!|147b)T#e>n;fe2-a-{3-[(6-i7DP-2-^:75^;i/)5^:t]-3-p^5^;l/:/iS^ 
y < ;H-4-hf^U >^:n;0-5-pC5^;V-i. 2->?t: KP-3H-r [l. 5-c]< 
-;i/-3-:t > (0. 1 3g) © ^ rJ' y —)]/ (2. 5inL) mmz. :^^^U D jg^Jil#i^ 

(0. log) ^ox:-^uax. dmm-^^^M'ttrco Kmmm\z9-:tmk'r h u ^A7mm^ 

NMR (300MHz, CDCI3) (5 : 1.48 (3H, s). 1.56 (3H. s). 1.60-1.83 (2H. nO. 
1. 86-1. 99 (3H. m). 2.61 (3H. s). 2.64-2.68 (IH. m). 2.88-2.98 (2H. m). 
3.18-3.26 (IH. m), 4.13-4.23 (2H. m). 4.28 (2H. s). 4.79-4.84 (IH. m). 6.70 
(IH. t. J = 1.5). 7.59 (IH. dd, J = 2.1. 8.7). 7.86-7.96 (4H, m). 8.41 (IH, 
s). 

Ttm^^M Cifits'^^fitSCl ' 0. 5HgO • AcOEt iiLX 
th#M (%) :C. 57.54; H. 6.12; N. 8.95 
mmm (%) : C. 57. 82 ; H. 5. 90 ; N. 9. 22 
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Il»!ll49 

2- [1- (3- { [2- (4-i7 D D :7 X X5^;W ^unj-iM -4- bT^ U 5? - • 
;W-5-p<9^;i.-1.2-i?t: HD-3H-^5iS^y[1.5-c]-1'$y\/-;i.-3-:t> Wm. 

4-^g^;^•^>iI>x;^z}^>®? 2-(4-^nn:7x-;i/)x5^;KSchadt. f. l. et 

al., J. Am. Chem. Soc. . 100, 228-246 (1978)) (1. 2g) .hS-^jl'^y hyDtf;^ 

>m(o. ziviL-i^^mwrncr v u C7A7K^?^(i2inL) (n>m^m^mx,-^—mi^ 
Tzo t^mm^Mymm'T^^^^z^yyM.x'^mvrc. mm^mj£m^v. 3-{[2-(4- 

^ D uyx.-M x^;w y n tf:^>m(0. 26g) oa^^#»&#rco d©^ ;p 
3)^>^<i:^»J69b)T#e>nj^5-p^5';i/-2-(4-tf^U >^x;W-l. 2->?h HD-3H- 
^yy[l. 5-c]-r ^^y-;i/-3-:^> 2^^11(0. 24g);$^&||JgMl45c) ti^^mic 

bTSiBfb^^i (0. 06g, 1 3«) ^ e^)i^7K t Lxnrc. 

NMR (300MHz. CDCI3) 5 : 1.56-1. 70 (2H, m). 1.79-1.96 (3H. m), 2.57-2.70 (5H, 

m). 2.76-2.91 (5H, m), 3.11-3.19 (IH. in), 3.92-3.97 (2H, m), 4.10-4.29 (3H, 

nO, 4.79-4.84 (IH, m), 6.69-6.71 (IH, m), 7.11-7.16 (2H, m), 7.24-7.33 (2H, 
m). 

TC^^i-^^iit C22H2TN4O2SC 1 • HC 1 • H2O t b T 

ff^ffi (%) :C, 52.69 ; H, 6.03; N. 11.17 

mmm (%) :c, 52.75; h, 6.43; n, 11.57 

mmmm 

2- [1- (3- { [2- (4-^7 D D i x; w X5^; W ;i/ j}>x;|/} y n/t y < ;w -4- tf^ U >^ 
x;i/]-5-^5^;i/-i. 2->?h F n-3H-f ^ y>/[i. 5-c]-r $ i5^\/-;i/-3-:e-> 
^Jfi^ 1 49T# e» ti;^ 2- [1 - (3- { [2- (4- ^7 p □ :7 X x;i/) x^; W 5^:^-} y p / 
)l) -4- tf ^ U >^-)V] -5-y 5^;i/-l . t H D-3H-< ^ iJ^l/ [1 . 5-c] ^ ^V- 

NMR (300MHz, CDCI3) 6 : 1.61-1.76 (2H. m), 1.90-1. 99 (2H, m). 2.61 (3H, s). 
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2.66-2.74 (IH, m), 2. 85-2.96 (2H, m), 3.13-3.21 (3H, m). 3.25-3.46 (4H, 
m), 3.98-4.02 OH," m), 4.17-4.23 (IH. nO. 4.26 (2H. s), 4.75-4.80 (IH, m). 
6.71 (IH, s), 7.18 (2H, d, J = 7.2), 7.30 (2H. d, J = 7.2). 
7t^^^^ C22Hj7N404SCI -0. SH^O t bT 

(%) : C. 54.15; H. 5.78; N, 11.48 

(%) : C, 54.35 ; H, 6.01; N, 11.44 

^ [1 , 5-c] -r 5 i$^'/—JV-2 (3H) — r )V) -1- tr^ U >^zi;i/] -2-:t^V X.^M }V 

151a) (2S) -2- (t er t-:/ h z^ti)V-^-}Vr ^ / ) -3- [ (6-i^ D D -2-:^ y^)V)^ 

y^mit-r h U (60%?fi'|4: 0. 88g) mw (22inL) ^t^®?S^6-i? o D±:7:$' I/> 
-2-5^^-;K4. 3g) ^m^1]!i\^2Q^mii^'^m^rd^. lii-{\QTi-^V^zyti)V^ZL 

;i/)-o-[(4-^5^;i':7xzi;w>^;i/7j>-;w-D-feu> ^^;i/xx5^;KE. m. 

stocking, J. Chem. Soc. Perkin Trans. 1. 2443, (1997)) (8. 2g) (7)DMF^^(22inL) 

<&?itTb, o*c-r2BtrHi;6^^?g-iffeo Ki^sU-^m^ymn^. x-7^;i/Tttmbfe„ 
5&ie>3/io)T3^MbT, mm\:^%(Q.2g, iw^&^mi^^tvxnrco 

NMR (3Q0MHZ, CDCI3) 6 : 1.37 (9H, s), 3.46-3. 55 (5H, m). 4.60-4.63 (IH. m), 

5.36 (IH. d. J = 7.2), 7.25-7.50 (2H, m), 7.65-7.82 (4H, m). 

151b) (2S) -2- (t er t-y h ^ ->:^7;i/# -;VT ^ y ) -3- [ (6-t^ D n-2-^y^)V) 5=- 

^iiMl 51 a) T# (2S) -2- (teTt-y h^->;^j;Uji^ -;VT ^ / ) -3- [ (6-^7 p 
U-2-^y^M^:t]y'U}d:t>my<9-J]^i6.2g)<O^^y—JV(50iaL)mm^im 

mit-r h u t>A7KM^(i7iiiL) ^■mx.m.ui^mm^^^m'^rcomm^m&m^v. 
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NMR (300MHz, CDCl,) <5 : 1.36 (9H. s), 3.48-3.50 (2H. m). 4.59-4.63 (IH, m). 
5.34-5.36 (IH, m), 7.33-7.52 (2H, m). 7.65-7.84 (4H. m). 
151c) (lS)-l-{[(6-^nn-2-:^:75^;U)5^;r]^5^;i/}-2-[4-(5-^^;P-3-:f^V 
-IH-r 5 [1 . 5-c] -r ^ i5^y-;i/-2 (3H) -r -l- if ^ U -2-:t4^y X5=^ 

^ii«?ijl 51b) e,nfe (2S) -2- (t er t-:/ h :^^$^^;V3i?-;Vr ^ y ) -3- [ D 
n-2-:^:75^;U) 5^:^-] ^ n \d:t>m. (2. 8g) <DT-fe h - h U (36inL) 

HOBt (1. 7g), h UX5^;1/T^ >(3. 5iiiL)*5cfca^^i|^J69b)-r#e>n;^5-;>^5=-;i/ 
-2- (4- tf u - _i t H P-3H-^ 5 iS^y [1 . 5-c] ^ S. ^^/-J\.-S-:t > 2 

mMm(i.7g)^ox:-t^mx. 'A^^rvsc(2Ag)^-}iu^mM'v—m^^m-^rzo mm 

NMR (300MHz. CDCI3) <5 : 1.45 (9H, s), 1.49-1.81 (4H, m). 2.59 (3H. s), 
2.96-3.08 (IH, m), 3.30-3.40 (2H. m), 3. 90-3.99 (2H. m), 4.07-4.19 (3H. 
m). 4.60-4.91 (2H, m), 5.52 (IH. d, J = 8.0), 6.69 (IH, s), 7.41-7.48 (2H, 
nO. 7.67-7.78 (3H, m), 7.85-7.90 (IH. m). 
TtM^^M C29H34C 1 N5O4S • 0. 5H2O ^: DT 
WrWm (%) :C, 58.72 ; H, 5.95; N, 11.81 
(%) :C, 58.82 ; H, 6.11; N, 11.71 

IIM^!ll52 

as)-l-{[(6-^5^DD-2-:^>'5=•;^);^;^3j^-;^]^5^;^}-2-[4-(5-^^;^-3-^^y 
-iH-f 5^v/[i, 5-c]-r 5i5?'\/-;i/-2(3H)— r;0-i-tr^U >?x;w-2-:t^yx^ 
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mmm mc) t# & n;t (l S) -l- { [ (6-^^ d a-2-i- y ^ ji) :A ^ 
;H-2-[4-(5-^5=-;W3-:t4^V-lH-< 5 yVLl. 5-c]< ^ iS^V^-;P-2 (3H) --T 
;i/)-l-kf^U i^=LM-2-:^^VJi^M)W'K^ >m. tert-:/5^;K0. 51g)<D^^ 
y —JV (3. OmL) ^^-\:t^y > (0. 64g) cOtK^?^ (3. OmL) &Sn^> ^MTl l^r^l/O^^ 

y;i/:^7 ^ A (@^mx5^;i./^^i^>=i/4:^»^ mmji^M -^mmvx. m^<[:^m 

(0.51g. 95!i; : mee)^m^BMtVTmco 

NMR (300MHz, CDCI3) 5 : 1.34 (9H, s), 1.92-2.15 (4H, m). 2.61 (3H, s), 
3.13-3.61 (3H. m). 3.78-3.89 (IH, m), 4.11-4.41 (4H. m), 4.58-4.84 (IH, 
m). 5. 22-5.35 (2H, m), 6.66-6. 70 (IH, m). 7.57-7.62 (IH. m), 7.93-7.98 (4H, 
m), 8.50 (IH, s). 

7U^:^)-^M C29H34CIN5O8S • 0. 5H2O -0. 5AcOEt t LT 
t^#ffi (%) : C, 55. 64 ; H. 5.87; N, 10.47 
(%) :C, 55.64 ; H, 6.11; N, 10.54 

N-((is)-i-{ [(6-^ n D-2-:^:75^;Wx;i/:^-;W ^^;^}-2-[4-(5-^5^;^-3-:^- 
^y-lH-r 5 ^vu, 5-c] ^ i§^y-;i.-2 (3H) --r ;w -i- tf ^ u -2-:t4^ v 

X^;i/)-2,2. 2-hU:7;i/:tPTizhT5 K 

^ii^J152"Tf#e)n:fc(lS)-l-{ [(6-i5' O Vi-2-i-y^)V)X)VT\^-)V]^^ 
;W-2-[4-(5-^5^;i/-3-:t4^y-lH-r 5 yy [1, 5-c]-f ^^y~;i/-2(3H)-r 

;W-i-tr^U >^x;i/]-2-:t-+vx5^;i/:^;wt5 >^ tert-r^5^;Ko. 5ig) (Oi;?^ 

P P^r$'>(2. OmD^^'s h U y)V:tum^(2. OmL) ^orTfJO^.^iaT-^^j^i^ 

=l/4;&^e,g^mx5^;WT)»MbT, MI3Yb^#K0.13g, 26SK)^e^iK>*^:bTf#fCo 
NMR (200MHz. CDCI3) 5 : 1.94-2.60 (3H. m), 2.66 (3H, s), 2. 72-2.85 (IH, m). 
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3.27-3.88 (4H. m). 4.17-4.31 (4H. m), 4.56-4.83 (IH, m), 5.47-5.60 (IH. 
m). 6.67-6.71 (IH. m), 7.46-7.64 (2H, m), 7.74-7.99 (5H. m). 8.48-8.49 (IH, 
in). 

TVim^^m. CjBHjjCINsOsS-SHjOaiLT 

t^#^i (%) : C, 46.88 ; H, 4.69; N, 10.51 

MMM (%) : C, 46.91; H. 4.95; N, 10.36 

^li^J154 

2- (i-{ (2S) -2-T 5 y-3- [ (&-^ D u-i-^y^jv) -;W :/d/\v -f -4- 
kf^U i^n;w-5-p^5^;p-i, 2->?t Fo-3H-r ^^y[i, s-cl-f ^i5^y-;v-3-:t 

^JS^aji 62T# S) n;/S: (IS) -1- { [ (6-^ D u-2-±y9'M x;i/3jN - ;W 5^ 
M-2- [4- (5-pt 5^;i/-3-:f :^^y-lH-r 5 [1 , 5-c] ■< 5 ^^/-)l'-2 (3H) 

;0-i-tf^U>^n;u]-2-:^=jFyx5^;i/:^;;wt^>m tert-:/5^;Ki. ig)co^^ y 
— ;K2. 0mL)^^^40Xii'ft;7K^x^ y — ;i.^^(5. omL) ^owmpL> lO^mi)^^ 

(0.83g. 77!i;)^a^|&5|5^:LT#feo 

NMR (300MHz, DMSO-dg) d : 1.41-1.89 (3H. m), 2.15-2.37 (IH, m), 2.74-2.76 
(3H. in), 3.16-3.33 (IH, m), 3.78-4.32 (5H, nO. 4.52-4.57 (2H, m), 4.80-4.89 
(IH, m). 7.50-7.53 (IH, m). 7.73-7.77 (IH, m), 7.96-8.07 (IH, m). 8.18-8.33 
(3H, m), 8.64-8.93 (4H, m). 

T^m^^m C24H26C1N504S-2HC1 -2. SH^O-O. lEt^Oi: VX 
stWU (%) :C. 45.76; • H, 5.35; N, 10.94 
(%) :C, 45.64; H, 5.74; N, 11.12 

^»J155 

N- ( (1 s) -1 - { [ (6-1^ D D-2-:^ x;P4^x; W ^ -2- [4- (5-;>< 5^;l/-3-:t 

^ y-lH-f 5 y y [1 , 5-c] < 5 V-;W2 (3H) — T ;W -1 - tf^ U >?x;i/] -2-:t ^ V 
x5";i/)Tiihr5 K 
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mmm i u-vn e. n)t 2- (i- { (2s) -2-t ^ y -3- c (6-^7 n n -2-i- y 

Cl , 5-c] -r 5 iS^ V^-;l/-3-:r > 2 ^t^ig (0.1 5g) □ D ^ >(2. OmL) mWL^ V 
U X5^;PT $ >(0. 1 ImL) tm[:y±^)V (0. 02mL) ^0*CTiP;t. 2mmf)^^m'tfr^o 

NMR (300MHz, CDCI3) 5 : 1. 72-1.80 (5H, m), 1.86-2.17 (3H, m), 2.61-2.80 (4H, 
m), 3.16-3.32 (IH, m), 3.43-3.87 (2H, m), 4.18-4.39 (4H. m), 4.58-4.83 (IH, 
m), 5.52-5. 69 (IH. m), 6.25-6.40 (IH, m). 6.66-6.70 (IH. m), 7.61 (IH, dd. 
J = 2.0, 8.8), 7.87-7.98 (4H, m), 8.50 (IH. s). 
TU^^mU C26H28C1N505S-2. SHjO-O. 25AcOEt t VX 
ff^M (%) : C. 51.88; H, 5.64; N, 11.20 
(%) :C, 51.71; H, 5.26; N, 11.03 

mmmm 

N- ( (1 S) -1- { [ (G-i^ D U-2-±y^Jl) XJl^-^-M ^ [4- (5-p^ 5^;i/-3-:r 
^V-lH-< 5i5^y[l, 5-c]-r 5i$^y-;i/-2(3H)-r;i')-l-tf^U >^:n;i/]-2-:t^y 

^M^Jl 54T# S nj^c2- (1- { (2S) -2-y $ 7 -3- [ (6-^ n D-2-^ :75^;i/) 

x;i/] 7'PAV-r;W-4-tf^u >^x;w-5-p<5^;i/-i. 2->?t: Ho-3H-^ ^iJ^y 
[1. 5-c] < 5 V'-;i/-3-:r > 2 (O. lOg) <i: □ D^^P^P^ (O. OlmD e, 

^^Ji55i:|piiijc LT^i3'fb:'&#> (0. 06g, 6151;) ^B'&mi^t vxnrco 

NMR (300MHz, CDCI3) 6 : 1.63-2.02 (3H, m), 2.61 (3H, s). 2.67-2.81 (IH, m), 
3.20-3. 33 (IH. m), 3.43-3.55 (4H. m). 3.80-3.87 (IH, m), 4.18-4.39 (4H, 
m), 4.60-4.82 (IH, m), 5.30-5.40 (2H, m), 6. 66-6. 70 (IH, m), 7.60 (IH, dd, 
J = 2.1. 8.9), 7.87-7.97 (4H, m), 8.49 (IH, s). 
TC^^tff fi CjgHjgC 1 NjOsS • 1 . SHjO -0.2 5 AcOE t i b T 
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(%) :C. 52.04 ; H. 5.34; N, 11.24 
(%) : C. 51.82 ; H. 5.03 ; N, 11.06 



N-((is)-i-{[(6-i^Dn-2-:^:75^;U);^;i/4^-;W^^;i/}-2-[4-(5-^5^;i/-3-;r 
+V-1H-1' ^^\/[l, 5-c]-r ^:$^y~;i.-2(3H)-r;W-l-tf^U i^=^M-2-^^V 

^»J1 547?# e> nfc2- (1- { (2S) -2-T 5 y -3- [ D n-2-'^y^}V) 7.;i'ai^ 
r:;i/]7'DAV-r;i/)-4-tf^U 5^-;l/}-5-^5=-;i/-l, 2-5^ b HD-3H-f 
[1.5-c]-r ai$^V-;i/-3-^>2mMi^(0. lOg) i:ii>ft:><i$^>X;i^3j^-;K0.07mL) 

NMR (300MHz. CDCls) 6 : 1.61-1.91 (4H, m), 2.61 (3H. s), 2.63-2.80 (IH. m). 
2.95-3.07 (3H, m). 3.21-3.77 (3H. m). 4.17-4.28 (4H, m), 4.59-4.81 (IH, 
m), 5.10-5.19 (IH. m), 5.50-5. 65 (IH, nO. 6.67-6.70 (IH. m). 7.60-7.63 (IH, 
m), 7.88-7.98 (4H, m), 8.49-8.51 (IH, m). 
Ttm^i^m C,5Hj8CINsO6S-2HjO-0.5AcOEtibT 
th^M (%) :C, 48.10; H, 5.38; N, 10.39 
(%) : C, 48. 04 ; H, 5. 00 ; N, 10. 37 

^MJ158 

N- ( (1 S) -1- { [ (6-^ u U-2-i- y ^)V) 7.)VTt^:=.)V\ ^ -2- {4- 

^ v-iH-r 5 [1, 5-c] ^ yv-j\y-2 m -i m -i- tf^ u >'n;w-2-^f ^ v 

^»Ji 54-e# e>nfe2- (i- { (2S) -2-7 ^ y -3- [ (6-^57 a n-2-i-y^)V) x;U3Jn 
:::i;WyD/iy-f ;0-4-t!^U >^n;W-5-;>t5^;i/-i. 2-$^h KP-3H-r 
[1, ^yv-)l-z-:t>2mmm(o. lOg) tit^b p- h;wx>7.;i/7js-;u 

(0. 03g) 5{>i &^»||1 55 <h Vrmmt-^m (0. 08g. 70JK) ^ e-SH^t bT# 
NMR (300MHz, CDClj) <5 : 1.68-1.94 (4H, m), 2. 26-2.36 (IH, m), 2.43-2.45 (3H, 
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m). 2.60-2.61 (3H, m), 2. 82-3.37 (2H. m), 3.60-3.76 (IH. m), 4.09-4.24 (3H, 
m). 4.43-4.56 (IH, m), 4.49-4.98 (IH, m), 5. 69-5.84 (IH, m). 6.14-6.71 (IH. 
m), 7.28-7.32 (3H. m), 7.59-7.96 (7H, m). 8.37-8.45 (IH, m). 
Tum^^m CsiHsjClNjOgS -H^O -0. SAcOEt t bT 

(%) :C. 51.78; H. 4.83; N. 9.58 
mmm (%) :C, 51.74; H. 4.87; N. 9.37 

N- ( (1 S) -1- { [ (6-^ P U-2-r y X p< -2- [4- (5-^ ^ JP-3-:t 

=¥V-m-^5.yVL\, 5-c]-r 5yV^-;i'-2(3H)-r;W-l-tf^U -J-Jl']-2-:t^V 

^Ji^Jl54T#^nfe2-(l-{(2S)-2-T5 y-3-[(6-i^ DD-2-:^:75^;WX;P3l^ 

7'nAy-r;W-4- tf^u >^x;i/}-5-;<5";i/-i, 2->?t: F 0-3H-1' ^ 

[1 , 5-c] 5 :$^y-;i/-3-:^> 2 ii^^ (0. 1 2g) V S^T >mx,^JV (0. 02inL) 

e>^j^^ji55tiwiii(cbT, Mta<b'&i^(o.o6g, m^m^mi^tvxnfto 

NMR (300MHz, CDClj) 6 : 0.96-1.04 (3H, m), 1.79-2.19 (3H, m), 2.60-2.79 (4H, 

m). 3.00-3.33 (3H, m), 3.46-3.81 (2H, m). 4.09-4.16 (2H, m), 4.24-4.29 (2H, 

m). 4.41-4.77 (3H, m). 5.44-5.61 (2H. m), 6. 66-6. 69 (IH, m). 7.56-7.61 (IH, 
m). 7.89-7.95 (4H, m), 8.48 (IH, s). 
TtM^^U C^HsjClNgOsS- 1. SHjO-O. 25AcOEt i 
th^ffi (%) :C, 52.87 ; H, 5.70; N, 13.21 

mmm (%) :c, 53.05; h, 5.48; n, 13.28 

N- ( (1 s) -1- { [ (6-^5^ p n -2--^ y ^; W x Jl-^-M :A -2- [4- (5-p< ^ JV-Z-^ 
+y-iH-r ^^l/Ll, 5-c]-r ^^V-;P-2(3H)-<;W-l-t!^U S^x;i/J-2-:t=^^y 

^WJl 54X# e»nfc2- (1- { (2S) -2-7 ^ y -3- [ (6-^ P P-2-:)-:75^;i/) XJI^iIn 

x;u] :/p/t y -r -4- tr^ U $;?x;i.} -5-^ 5^;i.-i . 2->? t K P-3H-r a ^ y 
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Ci . 5-c] -i a 2 (0. 1 2g) ii-r v s>t h u v- u ;u 

(0.03mL);6^€>^ig^J155t|^^fcbT. MtBib'&^l (0. 07g, 61«) • 

NMR (300MHz, CDClg) 6 : 1.74-2.15 (4H. m). 2.60-2.79 (3H, m), 3.13-3.35 (IH, 

5 m), 3.46-3. 56 (2H, m). 3.75-3.81 (IH. m), 4.11-4.43 (4H, m), 4.58-4.77 (3H. 

m), 5.37-5. 58 (IH, m), 5. 75-5. 87 (IH, m), 6. 66-6.68 (IH, m), 7.58-7.61 (IH, 
m), 7.89-7.96 (4H, m), 8.48 (IH, s). 
Tt^iff^m. CjjHj^ClNgOjS -0. 75H,0i: bT 

th^M (%) :C. 52.44 ; H. 5.02; N, 14.68 

10 (%) :C, 52.45; H, 5.28; N, 14.40 

Hii^iei 

(1 S) -1- { [ (6-i^ D Xl-l-'^y'^M 7.)Vi^-M ^ -2- [4- (^-jA^JV-d-^^V 
-IH— r ^ y 1/ [1 . 5-c] -f 5 (3H) --f ;0 -1 - tf ^ U i/r.; W -2-^^ V 

15 ;i/;^;wt5 >^x^;i' 

^JS«3I154T?# e,n;^2- (1- { (2S) -2-T5 7 -3- [ (6-^^ D U-2-^y^)l) 

T'DAy-r ;0-4-tr^U e^-;H-5-^5^;p-i, 2-i?k f p-3h-< $ 

[1 , 5-c] -r S yV—Jl-Z-:t > 2 ii^:^ (0. ng)h^U DMmx5^;i/ (0. 03iiiL) ^ 

mMm\^^tmmz.\^^. MH&fb-&#i(o.i2g, 7oa;)^a'fe@#:tbT=f#fco 

20 NMR (300MHz, CDCI3) 5 : 1.07-1.15 (3H, m), 1. 85-2.07 (4H, m). 2.61 (3H. s), 
2.66-2.81 (IH. m), 3.19-3.56 (2H. m), 3.80-4.44 (7H, m), 4.59-4.84 (IH, 
m), 5.30-5.41 (2H. m), 6.66-6. 70 (IH. m). 7. 53-7.62 (IH. m). 7.87-7.97 (4H. 
m), 8.49 (IH, s). 

TC^^tffM CAClNjOgS • 0. SHjO • 0. 5AcOEt t bX 
25 WcWm. (%) : C, 54. 33 ; H, 5. 50 ; N, 10. 92 

mmm i%) :c. 54.30; h, 5.45; n. n.ie 

^M^J162 

N- ((is)-i-{ [(6-1^ D p-2-:^:75^;p) x;i/7f^x;W ^^;W-2-[4-(5->^5^;i.-3-:t 
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mmmmim ^nrc2-a-{ (2S) -2-7 ^ y -3- c ce-^j^ a 7.)]^^ 

[1, 5-c]-r ^ ^'y~;|/-3-:t>2mmm(0. 20g) tm^kp^ h^i/T-fe^;KO. 04iiiL) 
3&^e.|l»J155i:|^#}CbT> MIB'fb'&tKO. 09g, 44%) ^efe@#:i:UT#feo 
NMR (300MHz. CDClj) 5 : 1.83-2.17 (3H, m). 2.62-2.81 (4H, m), 3.22 (3H, s). 
3.26-3. 36 (IH, m), 3.43-3.95 (5H, m), 4.11-4.39 (4H. m), 4.60-4.84 (IH, 
m), 5.53-5.74 (IH, m), 6.69-6.71 (IH, m), 6.99-7.06 (IH, m). 7.59-7. 63 (IH, 
m). 7.90-7.98 (4H, m). 8.50 (IH, s). 
TC^^^-^fM C„H3oClN508S-0.5HgO<fcbT 
th^M (%) : C, 54.31; H, 5.23; N, 11.73 
^'M (%) :C, 54.24 ; H, 5.01; N. 11.56 

^JS^J163 

(iR)-i-{[(6-i^ p p-2-!^:75^;v)7.;vsi^-;w ^5^;W-2-[4-(5-^5^;v-3-::r^y 

-lH-< ^iS^y [1. 5-c]-r 5i5^y-Jl/-2(3H)-<;W-l-tf^U >^n;l/]-2-:t=^VX5^ 

^»Ji52T^fe (is)-i-{[(6-^ n D-2-:f-:7^;w;;^;i/3fsn;i/] 

;W-2-[4-(5-^^;P-3-:;t^rV-lH-r [1, 5-c] 5 ;W2 (3H) 

;i/)-l-t?^Ui^x;H-2-pr^yx5^;V;^j;Wt^>m tert->*'5^;K2.01g, 905Kee) 
<^CHIRALCBL CD (^^+f->/-r V ^ P/W -;P=20/80) ViT^^^tl LMIB'fb 

(0. 1 5g, 96. Saiee) bT#feo 
NMR (300MHz, CDCI3) 6 : 1.35 (9H, s). 1.63-2.24 (4H, m). 2.57-2.82 (4H, m), 
3.17-3.67 (8H, m), 3.82-3.89 (IH, m), 4.16-4.42 (4H, m), 4.61-4.86 (IH, 
nO, 5.14-5.54 (2H, m), 6.96 (IH, s), 7.59-7.62 (IH, m), 7.90-7.97 (4H, m), 
8.49 (IH, s). 

im^^m, C,9H34ClN50jS-H20-0.6CHjCl2tUT 
ffh^ffi (%) : C, 51.89; H, 5.47; N, 10.22 
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mmm (%) :c. 52.02; h, 5.44; n. 9.99 
mmmm 

N-((lS)-l-{ [(6-i7 D n-2-i-y^)ld:^'JV^^JVl^^M-2-[A-(5-:A^)l-S-:t 
5 + V-lH-r ^ [1 . 5-c] ^ yV-)V-2 (3H) )V) -1- tr^ U Z^ZUVI -2-:^^ V 

mmmi 54t# ^nrc2-(\-i (2s) -2-7 $ / -3- c (e-^^ d u-2-i-y^)]/) 

[1, 5-c]-r = ^y-;U-3-rr>2Mmm(0. 20g) ^::^>fb^>\/-1';i/(0.05iiiL);&^e>ll 

NMR (30GMHZ, CDCI3) (5 : 1.88-2.14 (4H. m). 2.61-2.79 (4H. m), 3.23-3.37 (IH, 

e). 3.58-4.02 (2H, m). 4.22-4.42 (4H, m). 4.64-4.88 (IH, m), 5.68-5.77 (IH, 

m). 6.69 (IH, s), 6.80-6.91 (IH, m), 7.26-7.30 (2H, m), 7.45-7.61 (4H, m). 
7.80-7.93 (4H, m). 8.48-8.50 (IH, nO. 
15 Ttm^^m. C3,H3oClN505S-0.5H20ibT 

tY^m (%) : C, 59.18; H, 4.97; N, 11.13 
(%) : C, 58.96 ; H, 5.10; N, 10.89 

^li^J165 

20 (is)-i-{[(6-;j7 nD-2-:h:7^;Wx;v^l^— ^5^;w-2-[4-(5-p^^;i/-3-:^^ry 
-m-(2.yvu, s-ci-is. i5^^/-;i/-2(3H)— r;i/)-i-tf^U >^-;u3-2-:t^y x^^ 

mmmi 54t# e> n;^?- (i - { (2S) -2-r ^ y -3- [ (6-^^ d u-2-i- y 

x;i/]yDAyrr;W-4-t!^U>^x;w-5-^5^;v-i,2-5^t KD-3H-'r ^^s^'y 

25 [1 . 5-c] -r 5 ^^/-;i/-3-:^> 2 mmm. (O. 20g) <h n 04^^:7 xx;U (O. 04mL) 

e>^ii«SJi55il^#tc:LT. mm^t-^miOAlg. 52!l5)^e^H#:i:bT#;to 
NMR (300MHz, CDCI3) 5 : 1.55-2.14 (3H. m). 2.61 (3H, s), 2. 66-2. 83 (IH, m), 
3.20-3.35 (IH, m), 3.54-3.91 (2H, m), 4.16-4.40 (4H, m), 4. 63-4. 85. (IH, 
m), 5.30-5.46 (IH, m), 5.85-5.99 (IH, m), 6.67 (IH. s), 6.81-6.91 (2H, m). 
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7.16-7.30 (4H. m), 7.56-7.61 (IH. m). 7.91-7.97 (4H. m), 8.51 (IH. s). 
Ttim^^M CjiHsoClNgOgS-HjO^ibT 

(%) :C. 56. 92 ; H. 4.93; N, 10.71 
m&m (%) :C, 57. 29 ; H. 5.00; N, 10.34 

^»!ll66 

3-(i-{3-[(6-i7 D a-i-^y^ji) x;i/jfc-;w :/n tf;m;w-4-t h d=^^>'-4- tr 

U -5, 6. 7, 8-5^ h ^ t H D-f $ [1, 5-a] tf U >^>4imM 

1 66a) N- (2- tr U ^ T $ H 

2-T$ y ^5^;Hf U i^>(20. Og) (D^M(56DiL)^|g^3l^r^jlggb^o S^^M 

-v^mvrco mm^m&^^v. m^m^mrnvx. mm^h^m(u.69g, 58%) 

NMR (200MZ, CDCl3)5 : 4. 61 (2H. d. J = 5.2). 7.06 (IH, br). 7.18-7.30 (2H. 
m), 7. 64-7.73 (IH. nO, 8.33 (IH. s), 8.54 (IH, d, J = 4.8). 
166b) -r5i5^\/[l,5-a]lf U>^> 
^iSMl 66a) -e# ^tlfcn- (2- tf U z^=.JV) :A ^J],^J\.A T $ K (1 0. Og) Tb^^mm 

NMR (200MZ, CDCgd : 6. 50-6. 57 (IH, m), 6.65-6.73 (IH, in), 7.41-7.46 (2H. 
m), 7.91 (IH. dd, J = 7.0. 1.2). 8.10 (IH, s). 

166c) 4-t: Hn^i^-4-(-r ^rJ^VCl. 5-a] tfU i^>-3-^)V) tT^U >^>-l-:h)\,^ 

^JgMl66b) xn^nra^ 5 [1. 5-a] fcf U (5. 91g) ©>^X5^;I.x~t- 
(60inL)-THF(10inL)^?S^2M:7a:-;UU5^'^ATHF^^(35mL) ^^^^TiinA, T;i/rf 

>T^^aT3B#rBi>o^^M-tf;^o #nc>n;fe^fe^t^^^^o'c-e4-^:^^y tf^u 

>-l-;«7;i/3}^>M-tert-:/^;K24. 91g) ^il>«'::?::Pin;t;^,SiiS:^S:T;W::f>T^ 
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NMR (200MZ, CDCl3)(5 : 1.45 (9H. s). 1.88-2.07 (2H. m), 2.12-2.37 (2H, m). 
2.99 (IH, br), 3.29-3.51 (2H. m), 3.74-3.91 (2H, m). 6.48-6.56 (IH. m), 
6.67-6.74 (IH, m), 7.21 (IH. s), 7.38-7.43 (IH. m). 8.53 (IH. dd, J = 7.4. 
0. 8) . 

i66d) 3- (4- 1 H n:^->'-4- tr^ u v-)V) ^ [1. 5-a] tf u 2 wmm. 

^»J166c)T#e>nfc4-fc HD^^>'-4-(-r ^iS^VCl. 5-a] tf Ui^V-S-^r )V) tr 

ft:'&%(2.55g. %%%)^m^m^hvx%tco 

NMR (200MZ, DMS0-dg)6 : 2. 21-2. 36 (2H, m). 2.43-2.62 (2H, m). 3.16-3.38 
(4H. m), 7.07 (IH. t, J = 4.2). 7.18 (IH. t. J = 4.4), 7.83 (IH. d, J = 
6.2), 8.00 (IH, s), 8.88 (IH, d, J = 4.6), 9.24-9. 57 (2H, br). 

I66e) 3-(i-{3-[(6-i7Dn-2-:^:75^;i/)x;i/zfN-;i/]7'Dtf;e--;W-4-t: Hn^ 

>--4- tr^ u -jzi)V) -5. 6, 7. 8-7^ h ^ t H p-f 5 ^viu 5-a] tf u -j>mmM 

^Si^l 66d) T# &nfc3- (4- 1 h* D :^^>'-4- tr^ U e^— ;i/) -r ^ [l , 5-a] tf 
U 2ii^ii(o. 65g) ^i3-[2-(6-^ aD-2-:h>'5^;i/)x;i'*;z:;i/] :/n tr^>M 

(0. 45g);6^ 6 ^M207d) Climate UT, MIH^b^^f (0. 52g. 70X) b 

NMR (200MZ, DMSO-de) d : 1.80-2.24 (4H, nO. 2.77 (2H. t, J = 7.4), 3.07-3.30 
(2H. m), 3.44-3.56 (IH, m), 3.64 (2H, t, J = 7.2), 3.79-3.95 (IH, m), 5.72 
(IH, s). 6.60 (IH, t, J = 7.4), 6.74 (IH, dd, J = 8. 8, 2.2), 7.28 (IH, s). 
7.53 (IH, d, J = 8.8), 7.68 (IH. dd. J = 8.8, 2.2), 7.99 (IH. dd, J = 8. 8. 
1.6). 8.14-8.27 (3H. nO. 8.58-8.64 (2H. m). 

||»J167 

(1 s) -1- { [ (6-i^ p p -2--^ y ^)V) - ; w ^ -2- [4- (5-^ v 

-IH-f [1. S-c]-!* $i$^y-;P-2(3H)— r;W-l-tr^U i^ri;W-2-:t^VX^ 
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^»J1 5m# &nfe2- (1- { (2S) -2-T ^ y-3- [ (6-i> U D-2-:h:75^;i/) 

[1, 5-c]-r ^ ^'/-)v-z-:t> 2mmm.(o. m)t^uummy^ h^iyx.^jv 

NMR (300MHz, CDCI3) (? : 1.83-2.14 (6H, m). 2.61 (3H. s), 2.65-2.80 (IH. nO. 

3.31-3.32 (3H, m), 3.44-3.86 (5H. m), 4.25-4.41 (4H, m) . 4. 59-4. 82 (IH, 

m). 5.26-5.50 (2H, m). 6.66-6.70 (IH. m), 7. 58-7. 62 (IH. m). 7.87-7.97 (4H. 

m), 8.48-8.49 (IH, m). 

TcM^^m CagHs^ClNjO^S -HjO i 

WrMm (%) :C. 52.87; H. 5.39; N. 11.01 

mam (%) :C, 52.60 ; H, 5.10; N. 10.91 



N-{(is)-i-{[(6-i7pn-2-:^>^5^;i/)x;P3t=;r:;W^^;W-2-[4-(5-^5=^;w-3-:t 

4^v-iH-r 5i5^v^[ii 5-c]-r 5^v-;i/-2(3H)-r;i/) tr^u >^>-i-r ;w-2-:r:^ 



^»>I 1 5 4Tf# ^ nfe 2- (1 - { (2S) -2-T ^ / -3- [ (6-i^ □ y J- }V) 

yD/\v-r;w-4-t!^u >^-;w-5-^5^;i/-i. 2->'t Hp-3H-r $i5^y 
[1. s-cj-r ^^y-;u-3-:t>2igmm(o. 20g) tii-fk-T ynn^y-r;!/:^^:^ 

(0.06mg);!5>e>^»J155t|iatc:UT, ^fB-fb-^i^ (0. OSg. 38!K) &a^@#:<h bT 

NMR (300MHz. DMSO-de) 5 : 1.52-1.74 (4H, m). 2. 57-2. 72 (IH, m), 3.12-3.26 

(7H. m), 3.89-4.03 (3H, m). 4.18-4.37 (2H. m), 5.26-5. 39 (IH. m), 6.62-6.70 

(IH, m), 7.30 (2H, d. J = 4.5), 7.61-7.64 (IH, m), 7.87-7.91 (IH, m). 8.00-8.04 

(IH. m). 8.15 (IH. d. J = 8.7), 8.48 (2H, d, J = 5.7), 8.54 (IH, d, J = 

4.8), 8.98-9.00 (IH. m). 

TC^^tffM CjoHMClNsGsS-HjOiibT 

tf^M (%) :C. 56.38 ; H. 4.89; N. 13.15 



»!|168 
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mmm. (%) ' :C, 56.76 ; H. 4.83; N, 13.31 

Mmmm 

(IS) -1- { [ (6-i^ D n-2-:?- y^g^jW x;i/3i^-;W ^ 5^;i.}-2- [4- (5-^ 5^;p-3-:^^y 

-IH-r 5 y y [1 , 5-c] ^ i5^y-;l^-2 (3H) ;P) -1 - tf U -2-:t+ y X5=' 

^ifS^Ji54Tt#&n;t2-(i-{(2S)-2-T^ y-3-[(6-^' Dn-2-:^:7^;u)x;i/jfc 
y d/ v ■i';W-4- tr^ u >?-;^}-5-/5^;p-i, 2->:^t: h n-SH-r ^ iS^y 

[l,5-c]-r5^y-;i/-3-:t>2ii^|g(0.60g)ii7Pn^^ 2-^>z^Jl.:t^i^JL 

NMR (300MHz. CDCI3) 5 : 1.69-2.06 (4H, m). 2.61 (3H. s). 3.21-3.25 (IH. m). 
3.42-3.53 (4H, m). 3.81-3.87 (IH, m), 3.95-4. 28 (4H, m). 4.49 (2H, s), 
4.58-4.82 (IH. m). 5.25-5.50 (2H, m). 6.66 (IH, s), 7.27-7.35 (6H. m). 
7.57-7.61 (IH, m), 7.90-7.96 (4H, m). 8.48 (IH, s). 
Ttm^^m CsiHseClNjO^StL-T 

(%) :C. 58.83 ; H. 5.23; N, 10.09 

(%) :C, 58.51 ; H, 5.37; N, 9.84 

■ mmmno 

(ls)-l-{[(6-i^p^-2-::^:75^;^)x;^7^:-;^]^5^M-2-[4-(5-^5^;^-3-:t4^v 

-IH-f ^iS^yil, 5-c]^ $iS^\/-;i,-2(3H)-i' ;W-l-tf^U z^-M-2-:t^vX.^ 

^ii^sIl54T#e>nfe2-(l-{(2S)-2-T$y-3-[(6-^^DD-2-:^:7^;^)x;^3i^ 

[1 . 5-c] < 5 yV-)V-Z-^ > 2 mm. (0. 59g) i /7 D D ^^2-^7 D □ X5^;i. 
(0.11iiiL)5{>ie>^»i|155<hl^<itCLT, mmt-^mi^AZg, 69«)^a-fe@#:tbT 

NMR (300MHz. CDCI3) 6 : 1.61-2.13 (4H, m). 2.60 (3H. s), 2.65-2.81 (IH. nO. 
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3.19-3.34 (IH. m). 3.45-3. 56 (3H, m), 3.80-3.87 (IH. m), 4.17-4.87 (5H, 

m). 4. 59-4. 82 (IH. m), 5.25-5.44 (IH, m). 5.61-5.71 (IH. m), 6.66-6.70 (IH. 

m). 7.59-7. 62 (IH. m). 7.87-7.97 (4H. m). 8.50 (IH. s). ' 

ytm^^m CnH^Cl^NsGgS t LT 

m%m. (%) :C. 52.09 ; H, 4.70; N. 11.25 

^'Kii (%) :C, 51.75; H. 4.80; N. 10.92 

mmmm 

2- {1- [ (2S) -3- [ (6-^5^ D y ^)V) 7.)Vt^-}V] -2- {2-^^ V-1 , Z-^^^V 

U >?>-3-f yDAV'r;i/]-4-tf^U i^-;W-5-^5^;i.-l, 2->?h Hn-3H-< 

^ y^/ix, 5-c]-r 5 ^'j—}v-i-^> 

^M^Jl70T#snfe (lS).-l-{ [(6-i5^ D □-2-:h:7^;V) 
M -2- [4- (5-pt 5^;P-3-:^^ V-IH-T ^ [1 . 5-c] ^ ^ (3H) 
;i/)-l-tf^ U i^:=.}V]-2-:t^VX.^)Vtl)Vn^ >m2-i7 U DX5^;K0. 20g) © 
DMF(3lnL)^^i^'K0'C-e7Jc^<t::^ h U m%tfy'^ : 0. 03g) <^jp;t. lO^^-^^d^^igif 
fee -RlSM'&iKlfcTK^JpA. i^^DP^iS^>i?J4tBL, %*IM^il7jc«!^m'Ti^^ 

MR (300MHz. CDCl3)6: 1.88-2.02 (3H, m), 2.56-2.79 (4H. m). 3.08-3.75 (5H, 
m), 3.93-4.44 (7H. m). 4.57-4.76 (IH, m). 5.41-5.61 (IH. m), 6.67 (IH. s), 
7.60-7.63 (IH. m). 7.95-8.00 (4H, m), 8.52 (IH, s). 
TuB^^m C27H28CIN50eS-H20-AcOEt,i:bT 

(%) C, 48. 50 ; H, 4. 35 ; N. 9. 75 

(%) :C, 48. ll; H, 4.39; N, 10.15 

^WJ172 

( (IS) -i-{ [ (6-^ p p-2-:^:7 ^ 5^;H -2- [4- (5-^ ^;p-3-:?-^ 

V-lH-r 5,^^/11, 5-c]-l'5i5^y-;U-2(3H)-i';i/)-l-tf^U>J-;W]-2-:t^yx 
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^»Jl52T#fc(ls)-l-{[(6-^5^p□-2-:^:7^;^)x;^3^^-;^];^5^ 

;W-2-[4-(5-p^5^;i/-3-:t^y-m-r [1. 5-c] ^ i5^y-;i.-2 (3H) --f 
;W-i-tf ^ U ^^~;W-2-^4^yx5^;p;^7;wt^ >m tert->^^;KO. 31g) o 
DMF(2. OjsiL)mm-^B^^^^j],(o. ZlmD^^U^m^t^ h^J^A (0. 04g) $Ot:T 

^ --vmm b^lBf b'&i^ (0. 30g. 96*) &^mm <t LT#fc. 

NMR (300MHz. CDCI3) 5 : 1.46-1.98 (16H. m), 2.61 (3H. s). 2. 69-2.75 (3H, 

m). 2.89-3.73 m, m), 4.24-4.69 (5H, m), 5.67-5. 82 (IH, m), 6.70 (IH, s). 

7.57-7.61 (IH, m). 7.88-7.98 (4H, m), 8.51 (IH, s). 

Tum^^m CsoHssClNjOgS-O. 2H20-0. SAcOEt t VX 

(%) :C. 56.70 ; H, 6.01; N, 10.33 

(%) :C, 56.91; H. 6.41; N, 10.03 

mmmm 

2- (1- { (2S) -3- 1(6-^7 a n-2-'ry^M x;i/Ji^x;w -3- (^ 5^;ut 5 y ) :/d /nv 

-f ;W -4- tr^ U -5-;?< 5^;P-1 . 2-S^ t H D-3H-1' ^ y y [1 , 5-c] 

M -2- [4- (5-^ 5^;i/-3-:t^ V-lH-f $ [1 . 5-c] 5 ^ y-;i.-2 (3H) 
;i/)-l-tf^U >^n;W-2-:t^yx5^;W >^tert-7'5^;i/ (0. 20g) 

MiH^t;'&i^(0.10g, 498;)&a^@#:i:bT#feo 
NMR (300MHz. DMSG-d.) 5 : 1.70-2.12 (2H. in). 2.32-2.40 (IH. m). 2.57-2.59 
(3H. m). 2.75-2.77 (3H. m). 3.22-4.41 (8H, m), 4.53-4.60 (2H, m). 4.93-4.96 
(IH. m), 7.49 (IH. s). 7.78 (IH. d, J = 8.9). 7.98-8.07 (IH. m). 8.20-8.36 
(3H. m). 8.64-8.72 (IH, m), 9.84 (IH. s). 
Tum^mm C^sHjgClNjO.S- 2HCI • 1. 5H,0- 1 . OAcOBt <h bT 

mmm (%) :c. 48. 51; h. 5.75; n. 9.75 
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(%) : C, 48. 29 ; H. 5. 96 ; N. 9. 92 

;W-2-b FP^e^ynAV-f ;W-4-t!^U>?-;W-3-:t^V-2. 3-5?fc HP-IH- 
•< ^ [1 , 5-c] ^ yV-JV'-b-^ ; W :A 

174a) (2S)-3-[(6-^57DD-2-:^:7g^;^)x;^3i^n;^]-2-h ^u^zyzfu\f.^ym 

mm\ 136b) T# e> nfe (2s) -3- ^^ri -2- 1 k d 7^ 

D tf :t >m (1 . 5g) ©T-k h > (1 50mL) ^t^^^?^^:t^ V >(6. 6g) C^tK^^ (1 BOmL) 
IB{b-&#l(1.4g, 82a;)^a^3K^5Ni:bT#7to 

NMR (300MHz. CDsOD) (5 : 3.65 (IH, dd, J = 14.7, 8.1). 3.76 (IH, dd, J = 14.7, 
3.3), 4.59 (IH, dd, J = 8. 1. 3.3), 7.62 (IH, dd, J = 8. 9. 2.3), 7.94-8.09 
(4H, m), 8.55 (IH, s). 

174b) 4- [5- ({ [(5^^^ D^^s^;i.T$ y)ti)V:^:=.}V] :^^)V)-Z-^^v 
-IH-r 5 d^Vil, 5-c]-r ^ d^V-)V-2 m-^)V\ tf^U -J>-\-i:j}V^ym tert- 

^»!jl85b)T#e.n;fe4-[5-(t }^U^iy:^^)V)-Z-:i-^V-mr^^yV 
[l.5-c]-r$^>/-;|/-2(3H)--<;W tf^U>^>-l-5t7;i/3i?>mtert-r^5^;K0. 20g) 
(DTHF(5. OisL)mm\Z^ Viyr>mi^^ 0^:^^>-;KO. 61iiiL) <&^jaTJn^. 50t:T2 

mm^mmi^s^v:^^'ji'ti^Ammx.^)i^)x-mmhx. mmit^mco. 28g. 
99X) ^m^mikm t vxmco 

NMR (300MHz, CDClj) 5 : 1.05-1.41 (6H, m), 1.47 (9H, s), 1.50-1.71 (6H, m), 
1.83-1.95 (4H. in), 2.77-2.86 (2H. m). 3.48-3.51 (IH, m), 4.25-4.32 (3H, 
m). 4.72 (IH. d. J = 7.8), 5.35 (2H, s), 6.85 (IH, t, J = 1.2). 
174c) iy^ O^:^^ v;V;?7;WN*^ >m(3-:t^'^-2-(i-if^V i>:^M-2, 3->^k K 
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:^)\^'^>m. tert-:/5^;Ko. 28g) cDXiJ' y-;K2. omOmmzmmtymx.^ J 

tl(0.26g, ^»e^)S:^B@#:i:t'T#;^o 

NMR (300MHz, DMSQ-dg) 6 : 1.03-1.30 (5H. m), 1.52-2.13 (5H, m), 2.98-3.45 
(4H, m), 4.08-4.16 (IH,. m). 4.58 (2H, s), 5,25 (2H, s), 5.36-5.76 (4H, m), 
7.22-7.34 (2H, m), 9.05-9.18 (2H, m). 

1 74d) -y^U^^ -y)Vtl ; W1 ^ >M [2- (1 - { (2S) -3- [ (6-^ D P -2-;^ :7 7s )V 

^zL)V]-i-}=. FP^rS^:/nA/-<;W-4-tr^U -j-)V)-z--^^v-2, 3->?b Hn 
-iH-'f ^ ^VU, 5-c] -r 5 y^/-;i'-5-f ;w 
^Si«aji74c)-e#^n;^e^t^ n^^>';i/;^7;wN'5 >Sg[3-:t^v-2-(4-tf^u 

-2. 3-i^ t F o -iH-r ^ [1 . 5-c] s i5'*y-;w5-'r ; w ^ 2 

(0.26g) t^»J174a)T#6.n/^ (2S)-3-[(6-^7 nD-2-:^-:7^;i/) 

;W-2-fc Hn:^^5>:/D t!:r>m(0. 21g);&^6IIM««|128) i:l^il(c:LT,MtB'fb'&#J 

(0. llg, 345K) bT#}/S:o 

NMR (300MHz, CDClj) <5 : 1.09-1.31 (6H, m), 1.53-1.96 (8H. m). 2.70-2.88 (IH, 
m), 3.15-3.31 (IH, m). 3.44-3.52 (3H, m), 3.74-3.89 (IH, m), 4.20-4.35 (4H, 
nO, 4.68-4.78 (2H. m), 5.00-5.06 (IH, m), 5.36 (2H, s), 6.87 (IH, s), 
7.58-7.62 (IH, m), 7.91-7.98 (4H, m), 8.51 (IH, s). 
Ttm^mm. CaiHjeC IN5O7S • 0. SH^O t. bT 
th^{g (%) : C. 55.81.; H, 5.59; N, 10.50 
(%) : C, 55.93 ; H, 5.79; N, 10.15 

i-T-fe^;i/ tf^ u z^y-^-tDV-^ym [2- (i- { (2S)-3- [(6-^ n u-2-±y=^}V) x 

)V^-)V\-l-\i HD:^r>':?'D>''^y<;W-4-t!^U>^n;i/)-3-:^4^y-2,3->Jt H 

' p-iH-f s [1, 5-c]-r ^ yy-;i/-5-i' 

175a) 4-[5-({[(l-T'fe5^;Wl-tf^g ;^7;i//J^r:;l/]:r=^Mp^5^;W-3-:t 
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^»J185b)T#e)nfe4-[5-(t: HD^'>^^;i/)-3-:t^V-lH— T ^ 

(0.25g)^:l-Tii5^;Wlf^Ui^>-4-;^j;i/4^>^(0. 15g);feJ;m)MAP(0.02g)C!)i^i^ 
DD;>^i5^>(3.0iiiL)^^JCWSC(0.23g)^SQ;l. ^iaT2I^Kdi#j!i-fffCo SjiSCjl-^ 

LCMS (m/z) 490.2 

1 75b) l-r±9-)V tf^ U >?>-4-;^7;i/3j^ >M [3-:t^y-2- (4- tf^ U v'n 
;W-2.3-5^b Kn-lH-<^iS^\/[1.5-c]-r^i5^y-;P-5-'l';W;^5^;P 2itm:^ 
^MM175a)T#e>n;^4-[5-({[(l-Ti25^;i'-l-bf^US^r:;U);j!7;U#-;i/]:r 
^ 5^} p< 5^; W -3-:t ^ V -IH-r 5 iS^' V [1 , 5-c] -I- ^ (3H) ; w U 

>-l-:^j;i/2}^>^ tert-:/5^;i/;&^S^M^J174c) tmm^zVxmt^it^miO. 35g. 

NMR (300MHz. CDClj) 6: 1.37-2.14 (5H, m), 2.64-2. 72 (4H. m). 2.96-3.19 
(5H, m), 3.32-3. 37 (2H. m), 3.72-3.76 (IH, m). 4.11-4.20 (2H, m). 4.58 (2H,s). 
5.38 (2H. s). 6.97-7.00 (IH. m), 7.24 (IH, s). 9.14-9.27 (2H, m). 
175c) l-ril^;Utf^Ui^>-4-:^7;P3j^>m[2-(l-{(2S)-3-[(6-i^np-2-^y5^ 

;i')x;i'3iN-;W-2-b Ko:^>'yDAV-rM-4-tf^U W -3-^:^ y -2. 3->? 
t H n-iH-< 5 iS^y [1, 5-c]< 5 ^y-;^-5-<;i/] p<5^;i. 

^»J175b)T#e>nfcl-Til5^;Ut!^U >^>-4-;j!7;W7}^>^ [3-:t^y-2-(4- 
tf^U >^:n;w-2. 3-i^b Ho-lH->r ^iS^y [1. 5-c]^ ^yy«-;i/-5-^ ;W ^5=^;!/ 
2 (0. 35g) i:^»Jl 74a) T# e»nfe (2S) -3- [ (6-^7 D □-2-:h y 
3l^:^;W -2- h F O 4^->:/D tr:^>^ (0. 26g) e.^»Jl 28 1 |SI1II{C bTMIBik-^ 

iib(o. i4g. 27%)^mm^Mt vxmco 

NMR (300MHz. CDCI,) <5 : 1.12-1.28 (2H, m). 1.61-2.14 (16H. m). 2.58-2.86 
(4H. m), 3.08-3.80 (7H, m). 4.11-4.38 (6H. m), 4.70-4.78 (IH. m), 5.02-5.07 
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(IH, m), 5.39 (2H, s), 6.90 (IH, s), 7.59-7. 62 (IH, m), 7.91-7.98 (4H, m), 
8.51 (IH, s). 

th^M (%) :C, 55. 29 ; H, 5.36; N, 10.07 
(%) : C, 55. 43 ; H, 5. 60 ; N, 9. 92 

mmmm 

3-(2-:t^y-l-lf □ U i^::iJV) T'P tr:t>m[2-(l-{(2S)-3-[(6-^ n 

)i) -2- b H n >':/d/ w -f ;w -4- tr^ u i^njv) -3-:t^ y-2, 3-e^ 

h K o-iH-r 5 [1, 5-c] ^ ^v~ju-^-c ;w >^ 

176a) 3-(2-::^-4^y-l-bfP U >^^;W tf::t>m 
Ti^ U ;i/^>^5^;i/(l. 4iiiL) ©THF(100lnL)^^g^c:7JcMlt;:^ h U ':7A (0. 06g):fe<trX 

tfnu>^>T2-:t>(i.2inL)^jp;i, ^iaT40r»^M-if7^o mm^m&^^v. 

NMR (300MHz, CDCI3) <5 : 2.13-2.23 (IH, m), 2.46-2.54 (2H, m), 2.60 (2H, t. 

J = 6.8), 3.49-3.57 (2H. m), 3.61 (2H, t, J = 6.8). 10.5 (IH, s). 

176b) 4-[3-:t=^V-5-({ [3-(2-::t-^V-l-t!D U z^=L)\,) ^unj-iM ^^i^) ^ 

^;P')-iH— r ^iS^y [1, 5-c]-r 5y\/-;w2(3H)-r;w tf^u >?>-i-;5;;i<'7i^>^ 

tert-:/5^;i/ 

^Wi|185b)T#g>n;/5:4-[5-(fc: H P^>^p^5^;0-3-:t4-y-lH--l' ^ :$^\/ 
[1. 5-c]-r ^i5^\/-;P-2(3H)-r;H tr^U S^>-l-;?;;i/^>m tert-::/^^;!/ 
(0. 34g) i:^Jg^J176a)T#e>nfc3-(2-:t^y-l-tf D U >?-;!/) :/D M^ym 
(0.19g) J&^e»^»J175a)i:l5ia{CbTMt3Yk;'&^^i^-fetftJKt!(0.26g, 55a;)<i:b 

NMR (300MHz. CDCI3) d: 1.47 (9H. s), 1.61-1.71 (2H, m), 1.84-2.05 (4H. 
m), 2.34 (2H. t, J = 8.3). 2.63 (2H, t. J = 6.8), 2.78-2.88 (2H. m), 3.43 
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(2H. t, J = 7.0). 3.59 (2H. t. J = 6.8), 4.05-4.34 (5H, m). 5.39 (2H, s). 
6.87 (IH, s). 

176c) 3-(2-:t^y-i-t!n u >?n;i/) hf:^->M[3-=r^y-2-(4-tr^U 

;W-2, 3-i?t: Hn-lH-f S^yCl, 5-c]< 5>sfy-;i,-5-^;|,] 
«f(|176b)T#e>nfe4-[3-:t^V-5-({[3-(2-:t^y-l-tfDU>'-;Wyn 

. /I y ^t+v-} ^ ^M-m-^ $ :$^y [i . s-c] ^ 3^\/-;i.-2 (3h) --r ;w tr^ u 

e^>-l-:^7;i'sj?>^ tert-:;^^;KO. 26g) ©@^^X5^;Kl. 0inL)^?g^4NM'fb7K^ 

B^Mx5^;i/^?0?(2mL)^iiDA, ^^&T2o^pB?}«»^#?gif;fco mm^mBEm^v. mm 

fflb^o mmm^mTKmrn-^^^i^^A-v^miyTc. mm^m&m^i^x. mm 
it^m (0. i3g. 65a;) hxmzo 

NMR (300MHz, CDCl,) 5 : 1.57-2.07 (7H, m), 2.35 (2H, t, J = 7.8), 2.62 (2H. 
t. J = 6.6), 2.74 (2H, dt, J = 2. 2 and 7.8), 3.17-3.23 (2H. m), 3.43 (2H. 
t, J = 6.6), 3.59 (2H, t, J = 6.6), 3.96-4.12 (IH, m), 4.37 (2H, s), 5.39 
(2H, s), 6.86 (IH. s). 

176d) 3-(2-::f :^V-l-tf n U >?-;!/) lf5e->^[2-(l-{(2S)-3-[(6-i7 DD-2- 

^ y :^ ;i/7fN - -2- 1 H n 5> d / w ■< -4- tf ^ U i/x;!/) -3-:t ^ y 
-2, 3-i^t: F D-iH-f $ yvii, s-ci-i- ^ i§^y~;i'-5-r ;w y^^jv 

^J£Mi76c)T?#e>n;^3-(2-::r^y-i-tf D u i^x;W tf^>M[3-:t^y 
-2-(4-tf g >?r:;i/)-2, 3->?t: H n-iH-r $ ^y [1. 5-c3 -i 5 i5^y-;P-5-r ;W 
(0. 1 3g) tmmm 1 74a) 7r# & ti^ (2S) -3- ae-^uu -2-^ y^JWT^ji^ 

n;i/]-2-b Hp^v^D tf:t>^(o. i2g)7b^^mmms%) tmmizhxmm^t^ 

#1(0. 07g, 28a;)^em5^tUT#feo 

NMR (300MHz, CDCI3) (5 : 1.67-2.07 (7H, m), 2.35 (2H, t, J = 8.3), 2. 62 (2H. 
t, J = 6.8), 2.71-2.85 (IH, m), 3.16-3.73 (6H, m), 4.10-4.37 (4H, m), 
4.68-4.78 (IH, m). 5.00-5.08 (IH, m), 5.39 (2H. s), 6.71 (IH, s). 6.88 
(IH, s), 7.58-7.62 (IH, m). 7.91-7.98 (4H, m), 8.51 (IH, s). 
TCm^^M Cj,Hs4ClN508S-0. 5H20-0. 5AcOEt t LX 
(%) :C, 54.65; H, 5.42; N, 9.66 
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(%) : C, 54. 66 ; H, 5. 64 ; N, 9. 90 

mmmm 

-;W-2-k HP^>'yDAV-r;W-4-e^U>^— ;i/)-3-::r^y-2, 3->?b Hd 
-iH-'i' ^ [1 . 5-c] -i ^ ;W ^ ^Ji^ 

177a) (2-:t^y-l-trDU>?— 

(2-:t^V-l-fcrD g ;i')gfSlpC^;Kl.4mL)Op^i§'y-;i/(20iiiL)^?^tClN7K 
M'fb::^ h U '^'AtK^^CI ImL) ^m^. 70'CT2B#rBl/&^#^1f feo^^^MM^b, 

NMR (300MHz, CDCI3) 6 : 2.06-2.16 (2H, m), 2.47-2. 56 (2H, m). 3.48-3.57 (2H, 
m), 4.09 (2H, s), 8.11 (IH, s). 

177b) 4-(3-:t^y-5-{[(2-:r^y-l-t!n U>^— ;i/)T-k h^->l :A^M-m-^ 
^ ^'/U, 5-c]< $^y-;i/-2(3H)-1';i/) tf^Tj >?>-l-;^j;P3l?>^ tert-^^JV 
^M^ajl 85b) T# e> tlfzA- [5- ( h H D 4^ i/p^ ^;U) -3-:t ^ y -IH— T $ 
[1, 5-c]-r S3^^/-;i/-2(3H)-<;i/] hf^U>?>-l-;?7;U7}^>M tert->^5^;i/ 
(0. 29g) <h^SS^Ji77a)-r#e>n;fe(2-:r4^y-i-tfn U >^n;i/) @im (0. 16g) /6i5> 

^»ji75a) iimm\zhxmm^^^(o. 4ig, jtse^i) bT=f#fc. 

NMR (300MHz, CDCI3) 5 : 1.48 (9H. s). 1.61-1.89 (4H, m), 2.02-2.12 (3H. m), 
2.41 (2H, t, J = 8.3), 2.79-2. 87 (2H. m), 3.00-3.01 (IH, m). 3.51 (2H. t, 
J = 7.0). 4.06-4.34 (5H, m), 5.44 (2H, s), 6.87 (IH, s). 
177c) (2-^:^^y-l-t!PU>?-;WPM [3-:t^ry-2-(4-lf^Ui?~;W-2,3->? 

b K n-iH-^ 5 [1 . 5-c] -f 5 ^v-ji-^-i )v\ ^ 2 mmm. 
mmm 1 7 7b) t# e> nrc 4- (3-:t-4^ y -5- { [ (2-:r ^ y - 1 - tf n u >?:^;i/) r-k h ^ 
^ -iH-< 5 [1 , 5-c] -r 5 ^v^-;i/-2 0© — r ;0 tf ^ u >-i -757 

>m teTt-':/^j\^(o.26g):fy^iommmmc)tmmizvxmu<t^m(o.z7g, mm 
m^m^m^ti^xmco 
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NMR (300MHz, DMSO-de) 6 : 1.91-2.28 (8H. m), 3.01-3.42 (7H, m). 4.11-4.18 
(3H, m). 4.60 (2H, s). 5.46 (2H, s). 7. 32 (IH, s). 
177d) (2-:t^V-l-\fU^Ji^-Mmm [2-(l-{m-i-L(6-^ 

-2- 1 H d ^ ny^ y ^ M -4- tf ^ u >^n;w -3-:t^ y-2, 3-$^ t 

H P-lH-r 5 ^ V [1 . 5-c] ^ ^y~;i.-5-^ ^ 

MMmi'nc)'Vn^tirc(2-:t^y-l-\dU >J i^-Mmm [3-:t4^y-2-(4-tf^ 
U >?-;P)-2, 3->?b Hn-lH-f ^iS^VD, 5-c]-r ^i5^y-;i-5-r;W ;^^;P2:^ 
i^^(0. 37g) i:^3i^l74a)T#e»tlfe(2S)-3-[(6-i^aD-2-^>^^;i.)X;i/3}^n 
;W-2-t: K v-T^n fcfrt >^ (0. 30g) ;^>^ e>^»J128i ISI^m^C l^xmBit^^ 
(0.09g. 16«)^a^a^tbT#fe, 

NMR (300MHz, CDCI3) d : 1.67-2.12 (8H, m), 2.41 (2H. t, J = 8.3). 2.70-2.78 

(IH, m). 3.17-3.26 (IH, m). 3.46-3.55 (4H, m). 4.08-4.36 (5H, m), 4.68-4.72 

(IH, m), 5.04-5.08 (IH, m), 5.43 (2H, s), 6.87 (IH, s), 7.58-7.61 (IH, m), 

7.91-7.97 (4H, m), 8.51 (IH, s). 

Ttm^^m. CaoHsjClNgOgS • 0. SH^Oi bT 

t^^M (%) :C. 54.01; H. 4.99; N, 10.50 

mmm. (%) :c, 54.12; h, 5.25; n. 10.27 

IIWJ178 

{l-{[(6-i^DP-2-:h>'5^;i.)x;Ujf::ii;Wpt^;i.}-2-[4-(5-^^;u-3-^^y-iH- 

<$yy[i, 5-c]< $i?'y-;i/-2(3H)-r;w tr^u >?>-i-r;w-2-:t=^-yx5^ 

^iS^Jl 56T#7tN- ( (1 S) -1- { [ (6-i^ P U-2-^y^M XJl^^M ^ 5=^ 

;i/}-2-[4-(5-^^;i.-3-:^:^y-iH-'f ^^s^y[l,5-c]-r5yy-;^-2(3H)-f 
;^)-l-tf ^ U 5^-;W-2-:t^y X^;i/) (0. 39g) i: 3 r^it^ ^ 
)V (0. 42mL) 6, 1 72 1 l^^fc bTMSBik^tl (0. 32g, 79«) ^ t V 

NMR (300MHz, CDC!,) 5 : 1.86-1.98 (3H. m). 2.60 (3H, s), 2.68-2.75 (3H, ni). 
2.88 (3H. s). 2.96 (3H, s). 3.02-3.77 (2H, m), 4.23-4.69 (4H, m), 5.62-5.87 
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(IH. m). 6.69 (IH. s), 7.58-7.61 (IH, m), 7.92-8.02 (5H, m), 8.45-8. 50 (IH, 
m). 

Ttm^^m CJ7H30CIN5O6S • 0. 7AcOEt t VX 
th^fl (%) :C. 55.09; H. 5.52; . N, 10.78 

mmm (%) :c, 55.47; h, 5.78; n, 10.70 

ll»J179 

M XJ\^:^=LM -2- h K P + v-yo /NV-r -4- hf ^ U z^::l )V) -3-:t^ V -2, 

179a) 3-i2-:t^V-l-\d^Oi^-)U)zfu\^:t>m;^^)l 

T^V Jl'm^^ (1 8111L) OTHF (200mL) mWOiCimA^^ h U "i? A (0. 1 6g) ^^XS 
tf^Ui^>-2-:t>(4.1g)^iP;l. SO-CTS^relja^^Miffeo ^^i^^Mffi^^b, 

NMR (300MHz, CDCI3) a : 1.74-1.86 (4H, m). 2.34-2.39 (2H. m), 2.62 (2H. t, 
J = 7. 0), 3. 32-3.36 (2H, m), 3.62 (2H, t, J = 7.0), 3.68 (3H.s). 

179b) 3-(2-:t4^y-i-tf D u >?-;!/) yn tf:^>^ 

^JfiM179a)T#&tlfe3-(2-:t^V-l-tf^U -JZL)Vi^u 

NMR (300MHz, CDCI3) 6 : 1.77-1.87 (4H. m). 2.38-2.42 (2H, m), 2.64 (2H, t. 

J = 7.0), 3.30-3.41 (2H, m). 3.63 (2H. t. J = 7.0), 6.29 (lH,s). 

179c) 4-[3-:r^V-5-({[3-(2-:t=^^y-l-tr^U -J:=-)Vi ^n/l/ ^ 

g^;i/)-iH-r ^^'/\.ui-z\-i ^^-j—)W2 iM-<)V\ \±^^)-jy-\-%)],i^ym 

tert-y^^;!/ 

1 85b) xm ^ tir:iA- [5- ( h H D 4^ v'jjt -3-:t4^ V-lH-f ^ y y 
[1.5-c]-f ;U-2(3H)-r;Wtf^Uf^>-l-:^7;VjJ^>^ tert-'^^JU 
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(0.34g)<h^iS^!jl79b) T#e>n;^3-(2-:t^V-l-tf n U i/n;!/) b;:t>^ 

(0. 20g) ^mmMina) tmm\z vxmmh-^m (o. 49g. ^m-m^^m 

NMR (300MHz. CDClj) (5 : 1.47 (9H, s), 1. 66-1.88 (2H, m). 2.32-2. 38 (3H. m), 
2.67 (2H, t, J = 7.0), 2.78-.2.87 (2H. m), 3.33-3.36 (2H, m). 3.62 (2H, t, 
J = 6.8). 4.05-4.34 (5H, m). 5.38 (2H, s), 6.86 (IH. s). 
179d) 3-(2-:r^y-l-fcf^U i^-jV) tf::*->m[3-:t^y-2-(4-tf^U 
;W-2.3->>tHn-lH-l'5iS^>/[1.5-c]-r^yy-;U-5-r;W^5^;U 2;^^:^ • 
^JS^Jl 79c) T# e>n7^4- [3-::^^ V -5- ( { [3- (2-::^^ V -1- tf^ U M 

n y ->} ^ 5^;i/) -iH-f 5 [1 . 5-c] -f a ^i/-;i/-2 m --r ; W tr^ u 

>'>-l-*;i/3i^>^ tert->^5^;i/ (0. 49g) is^ e>^JS^174c) <hl^<tfc bTJSI5'fk;'& 
i^(0.46g, 99X)^afi|&5fetbT#:fco 

NMR (300MHz. DMSO-dj) 6 : 1.63-1. 72 (5H, m), 2.06-2.20 (4H. m), 2.60-2.65 
(2H, m), 2.97-3.52 (5H. m). 4.12-4.20 (2H, m). 4.63-4.66 (2H, m), 5.46 (2H. 
s), 7.46 (IH, s). 9.27-9.44 (2H. m). 

179e) 3-(2-:t=^V-l-lf^U tf:t>m[2-(l-{ (2S)-3-[(6-i^ D D-2- 

:^:7^;^);^;l/.:^l^n;^]-2-t HP4^vypAV-r;w-4-t!^u v:r,)V)-z-^^v 
-1, 3-S^b H n-iH— r 5 iS^y [1. 5-c]-r $:^y-;i/-5-'i';w 
^M^Ji79ci)T#e.n;^3-(2-:t^y-i-tf^U >?-;wyn tr:t>m[3-:t^y 

-2- (4- tf ^ u -2. 3->^ k H D-iH-r ^ y y [1 , 5-c] -i ^ iS^y-;>-5-r ; w 

2^t^^i(0.46g)^:ll»J174a)-e#&tl}fe(2S)-3-[(6-^^o^-2-:^:75^ 

;i/)7.;i/7}N-;i/]-2-t Fn:^>'yDtf:t>i?(o.35g);&^e»|IM^J89b) tMmz.\^-x. 

mm^'^m (o. 02g. 2*) •^Bmi^t.\^xmti. 

NMR (300MHz, CDCI3) <5 : 1.76-2.11 (9H. m). 2.33-2. 39 (2H, m). 2.65-2.91 (3H. 
m). 3.17-3.74 (7H. m), 4.05-4.36 (4H. m), 4.68-4.77 (IH, m), 5.05 (IH. s), 
5.37 (2H, s), 6.86 (IH, s), 7.57-7.61 (IH, m), 7.93-7.96 (4H, m), 8.50 (IH, 
s). 
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-;H-2-t HP^'>:/PAV-f ;H-4-tf^U>'n;W-3-:r^y-2.3->?b hp 
-iH-f $ yviu 5-c] -f ^ ^ 

180a) 4-(3-:^:^y-5-{[(2-:^^V-l-tf^U>?-;i/)T-fe h^->l ^^M-m-i 

^yvu. 5-c]-r ^i5^y-;i/-2(3H)-'l';0 tf^u>'>-i-:^;i/7}?>^ tert-y5^;u 

^iiMl85b)T#fe4-[5-(kHn:^^>'>^5^;W-3-:t4^y-lH--l'^yV'[1.5-c]'r 
^yy-;i'-2(3H)-'f ;W tf^U>^>-l-:«7;U3j?>Mtert-:/^;K0. 34g) t (2-:*-^ 
V-l-tf^U>^n;i/)@^SI(Hassner, A. et al., J. Org. Chem. , 57, 3070 (1992)) 

(.0A9g) i)^^mmmin&) tmmizvT. mmit^mioAig, m)^m^mvtmt 

NMR (300MHz, CDCI3) 5 : 1.47 (9H, s), 1.62-1. 66 (4H, m), 1.83-1.88 (5H. m). 

2.39-2.42 (2H, m), 4.06-4.33 (6H, m), 5.44 (2H, s). 6.86 (IH, s). 

180b) (2-:t^V-l-tf^U i^^;WI^M[3-:t^y-2-(4-tf^U i^:n;i/)-2, 3->?t 

H D-iH-< ^ iS^y [1 . 5-c] 1- 5 i§^y-;i.-5-< M 2 mmm 

^MMl80a)T#^nyS:4-(3-5f^y-5-{[(2-:t4^y-l-fc!^U z^:^MT± 

i^} ^ -iH-f $ i5^y [1 . 5-c] ^ y v^-;i/-2 (3© ;w) tr^ u >^ >-i-ti jv^ 

NMR (300MHz. DMSO-dg) (5 : 1.68-1.78 (5H, m), 2.10-2.27 (4H, m), 2.97-3.05 
(2H, m). 3.31-3.36 (4H, m), 4.12-4.20 (3H, m), 4.63 (2H, s), 5.49 (2H, s), 
7.44 (IH, s), 9.26-9.41 (2H, m). 

180c) a-:t^V~l-}d^Vz^:=.)imm [2-(l-{(2S)-3-[(6-^^PO-2-:^>'5^;^) 

7.;i/7jN-;W-2-k HP+>'yp/iy-r;H-4-tf^U ;i/)-3-^^y-2, 3->?t 
H p-iH-r ^ iS^y [1, 5-c] ^ yy-;i^-5-'f ;W 

^»J180b) T#e»tlfc (2-::r4^y-l-tf ^ U >?-;!/) [3-:t^y-2-(4- tf^ 
U e^ri;i.) -2, 3-$^ t F P-1H~< $ [1 , 5-c] 1- $ iS^i/-;p-5-^ M ^^)V2m, 
mm. (0. 44g) <i:^»Jl 74a) T# e. tlTfc (2S) -3- [ (6-^^ P P-2-^ :7^;i/) - 

;w-2-b H p^ vT'p tr:t >^ (0. 35g) e>ii»j89b) iisi^tc: vxmmt^m 

«r^'fe«»*(0.06g. 88;)tLT#fe, 
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NMR (300MHz. CDCI3) 5 : 1.69-2.12 (7H, m), 2.39-2.43 (2H. m). 2.70-2.84 (IH, 
m), 3.16-3.54 (5H, m), 4.19-4.36 (6H, m), 4.68-4.77 (IH, m), 5.03-5.07 (IH. 
m), 5.44 (2H, s), 6.87 (IH. s), 7.58-7.62 (IH, m), 7.94-7.97 (4H. m), 8.51 
(IH. s). 

mmmm 

2-(l-{(2R)-3-[(6-^^DP-2-;^>^^;^)x;^3K-;^]-2-kF^^>'ypA/-r 

;W-4-tf^g i;-;p)-5-^5^;l.-l, 2->^k h-p-SH-f 5^\/[l, 5-c] $ i5^y-;P 
-3-:t> 

181a) aB)-^-ii6-'!7UU-2-^y^)V)^:tl-2-\:i \^U^iy'fu}d^ym:^'^)l' 

^m^#j(5. 6g, 74X) ^&^mmi^^ir>-mm:jL^ji^)tvxmco 

NMR (300MHz, CDCI3) 6 : 3.13 (IH, d, J = 6.0), 3.36 (IH, dd, J = 14.1, 5.7), 
3.48 (IH. dd, J = 14.1, 4.2), 4.46 (IH, ddd, J = 6.0, 5.7, 4.2), 7.41 (IH, 
dd. J = 6.9. 1.8). 7.51 (IH, dd, J = 6.9, 1.8), 7.67 (IH, d. J =1.8), 7.70 
(IH, d, J = 1.8). 7.77 (IH, d, J = 2.1), 7.84 (IH, d. J = 2.1). 
181b) (2R)-3-[(6-^aa-2-:^'7^;i/)^5r]-2-t ]^U^iy^n\£:t>m 
mMmm&)X'n^rirc (2R)-3-[(6-iJ7PD-2-:^:75^;i/)^:^]-2-t:Ha4^->y 

NMR (300MHz. CD3OD) 6 : 3.20 (IH, dd, J = 13.5, 3.3), 3.57 (IH, dd, J = 13.5, 
3.3), 4.19 (IH. dd. J = 13.5, 3.3). 7.40 (IH. dd, J = 8. 7. 2.1), 7.52 (IH. 
dd. J = 8.7. 2.1). 7.71 (IH, d, J = 8.7), 7.77 (IH, d. J = 8.7), 7.80 (IH, 
s). 7.87 (IH, s). 

181c) 2-(l-{(2R)-3-[(6-:j7PP-2-:^79^;W^:t]-2-t l^U^^-^zfuny^ 
M -4- tf^ U v-;i/) -5-;;^ ^JV-l , 2--J t F P-3H-< ^ [1 , 5-c] -f = ^^/~)\^ 

^Jg^lSlb) T# ?>nfc (2R) -3- [(6-^7 P P-2-:t-:75^;i/) -2- 1: H P ^->y 
u\i-t>^{A.ii>t^^%mmn^z) t.mk\z.\^x. MI2^t:^i^(5.6g, 73X)<£efi 



wo 2004/048363 PCT/JP2003/014793 

. 224 

NMR (300MHz, CDC I3) 6: 1.28-1.65 (2H, m), 1.66-1.88 (2H. m). 2.40-2.73 (IH. 
m), 2.58 (3H. s), 2.98-3.10 (IH, m). 3.20-3.44 (2H. m). 3.68-3.77 (IH. m), 
3.80 (2H. s), 4.00-4.15 (IH. m). 4.19 (IH. s). 4.55-4.73 (2H. m), 6.67 (IH, 
s). 7.40-7.50 (2H, m), 7.66 (IH, s), 7.69 (IH. s), 7.70 (IH. s). 7.81 (IH. 
d, J = 5.4). 

I8id) 2-(i-{(2R)-3-[(6-i57np-2-:^:79^;0;3;;i/ji>-;i/]-2-t: Hu^-v-i/n/t 
y-rM-4-tf^U e^n;i/)-5-^5^;wi, 2-e?b Hd-3H-< [1. s-c^^^^V 
— ;i'-3-:t> 

mmmi 8i c) t# ^ 2- (i- { (210 -3- i(6-^u u-2-i- y ^)V) -2- 1 h n 
[1 . 5-c] 5 y'/'-}v-z--t> (3. og) 36> e»^wji36d) t mm\z vx. mm\:.'^m 

(2.2g. 67X)^efi)^5K^LT#fe„ 

NMR (300MHz, CDCI3) 5 : 1.66-1.99 (4H, m). 2.61 (3H, s). 2.69-2.88 (IH, m). 
3.14-3.33 (IH. m), 3.48 (2H, dd, J = 11.8. 5.6). 3.84 (IH. m). 4.07-4.22 
(IH. m). 4.27 (2H. s). 4.65-4.88 (IH. m). 4.98-5.09 (IH. m). 6.71 (IH. s). 
7.59 (IH. dd, J = 8.8. 1.0), 7.95 (3H. s). 7.96 (IH. d. J = 8.8). 8.51 (IH. 
s). 

Ttm^mm. C^HjsNASCl i: bT 
WrW-m (%) :C, 55.76 ; H, 4.87; N. 10.84 
(%) : C, 55. 79 ; H. 4. 92 ; N, 10. 94 

II Will 82 

x5^;i/:^;i.A^>®j[2-(i-{(2S)-3-[(6-i^Dp-2-:J-:75^;i/)x;i<'3fcn;W-2-t:h* 
u^=y^uny-()V]~i-\f.^^) >?n;i/)-3-:t4^y-2. 3->?k hd-ih-i' 
[1 . 5-c] ^ ^ M >^ 

182a) 2-(l-^>>?;U-4-tf^U>?Zi;i/)-5-(t \^U^->^^JU)-h2->>\i Kd 
^2i«3jl37h)T#e»nfc2-(l-^>5^;W4-tf^U>?-;W-5-({[tert-:7'5^;i.(>5 
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^ V U ;W -t^zy) ^ ^)V) -1 , 2->? b H n-3H-< $ [1 , 5-c] -i 
-3-::r>(2. 1 g) ^i^^(56inL) . m{U\£)^^XS7\:^{HjsL)(Dm^mWiZmMVX. 

60'CTi2^FBij(j^^Mif7S:. m^mmu^htd^. Kfrn-^mammMm^h^)^ 

-^miXAg, 70X)^a'&@#:i;LT#7^, 

NMR (300MHz, CDCI3) a : 1.74-1.85 (4H, m), 2.09-2.18 (2H, m). 3.01 (2H, d, 
J = 12.0). 3.54 (2H. s), 3.92-4.03 (IH, m), 4.11 (IH, brs). 4.39 (2H, s). 
4.86 (2H, s). 6.76 (IH, t, J = 1.5). 7.24-7.37 (5H. m). 
182b) JL^)Vtl)Vn^>m [2-(]-^>>>;i/-4-tr'^U>'^;i/)-3-:t4=-y-2.3->^ 

t H D-iH-< 5 y^n\, 5-c] -f ^ iS^^/-;W5-'i';w :K^)V 

^Jg«Hji82a)T#fe2-(l-^>>?;V-4-tf^U ;i/)-5-(b HD:^^$^pt5^ 
)V)-\, 2->? t H D-3H-< 5 :§^y [1, 5-c] ^ 5 :$^^/-;P-3-:t >(0. 5g) ©THFM 
(30mL)^-ryv'T>MX5^;K0.13g)^iP;l. 50t:T5NfTO^^^if;i5:o 

ffig^bfc^. m^m^^^-^>-xm^vx. ^iH'fb^i^(o.58g, 95x)^a'fe@ 

NMR (300MHz, CDCI3) 6 : 1.12 (3H, t. J = 7.2). 1. 72-1.84 (4H. m), 2.12 (2H. 
dt. J = 12.0, 3.6). 3.00 (2H. d. J = 12.0), 3.19-3.28 (2H, m). 3.53 (2H, 
s). 3.93-4.04 (IH. m), 4.33 (2H, s), 4.76 (IH, brs), 5.37 (2H. s), 6; 85 
(IH, t, J = 1.5), 7.24-7.36 (5H, m). 

182c) x5^;^:^;w^*^>mC2-(l-{(2S)-3-[(6-i^7DD-2-:^y^;^)7.;^Jj^- 
;W-2-b Hn:^>'yDAV-r;W-4-tf^U'^x;p)-3-::r^y-2. 3-$^b Hu-lH- 
^^^Vn, 5-c] -r 5 ;$^\/~;i/-5-f M ^ 

mm\m)x%rcj::=^)ViJ)Vn^ >^C2-(i-^>>?;i/-4-if^U i?-;p)-3- 
:^^V-2, 3-5^ b H D-IH-T ^ d^^/U, ^ y^/-)V-^-^ M >^5^;K0. 55g), 

>^:n'> A (0. 87g) :fecfc m oa; n ^ -j^j^^m (0. ig) ^ y (50111L) 

^I^^StXiiJilbfe. #C>n;^^®tli:ll»J174a)-ef#e>tl75: 
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(2S)-3-[(6-i^ D x;I/5J^-;^]-2-t H u=^->-^a }f^>m (o. 42g) 
*5j;miOBt (0. 31g) 0DMF(.5mL)-rir h U ;K30iiiL) ^^^WSC (0. 38g) 

NMR (300MHz. CDCI3) 5 :1. 13 (3H. t. J = 11.4). 1.65-2.50 (4H. m). 2.63-2.81 
(IH, m), 3.17-3.28 (3H. m), 3.48 (2H. dd. J = 18.9 and 8.7). 4.07-4.23 (IH, 
m). 4.31-4.35 (2H, s). 4.65-4.85 (2H. m). 5.00-5.06 (IH. m), 5.38(2H, s). 
6.87 (IH. s). 7.60 (IH. dd. J = 11.4. 0.9). 7.94 (3H. s). 7.96 (IH. d. J 
= 11.4). 8.51 (IH, s). 
Tt^^^M C^HsoNgOySC 1 -HjO t LT 
th^M (%) :C, 52.13; H. 5.18; N, 11.26 
(%) :C. 52.13; H. 5.40; N. 11.05 

mmmm 

2- (l-{ (2S) -3- [ (6-^ □ V2-2-^y^)V) XJV^-Jll -2- b F P ^ p/t y 
M -4- If ^ U -5- [ (>>p^ ^)V\ -1 . 2->^ h h* P-3H-f ^-^t-J 

[1, 5-c] -< S i$^y-;P-3-:r > 

1 83a) 1- h U =f-)V-m-^ % y I/— ;i/-4-* )Vn)V'r\L H 

IH-^ 5 ^-J-)\,-4-ij)Vn)W\i K (15g) a: h U x^;i.y ^ > (23mL) <D^J^ p 
Uis^y (SOOmL) b h U J-)^ (42g) S Jp;^, ^iSTl 5B#rBly&>^^if fco 

xmrnx^tLo ^««*Mffi^5feLT. ^iB<t;^tK5ig. ^«e<j)sefi««^5(ca:bT# 

NMR (300MHz, CDCI3) <5 : 7.07-7.13 (6H, m). 7.25-7.41 (9H. m). 7.52 (IH. d. 
J = 1.5). 7.60 (IH, d. J = 1.5), 9.86 (IH. s). 

183b) i-^>i^;u-N-[(i- h u ^;p-iH-r 5 y\/-;p-4-< ;w tr^ u 

-4-T^>' 
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>mm(2i) \,z h u T± h^i^7i^mit^^r^m± h u -^a (7. sg) ^m^. mu^im 

NMR (200MHz, CDCI3) 5 : 1.45-1.65 (2H, m). 1.84-2.12 (4H, m), 2.57-2.68 (IH. 
m), 2.85-2. 96 (2H, m). 3.57 (2H, s). 3.80 (2H. s). 6.75 (IH. d. J = 1.3). 
7.09-7.16 (6H, m), 7.30-7.39 (UH, m), 7.41 (IH, d, J = 1.3). 
183c) (l-^>5?;P-4- tf^ U i^-)V) [(1- h U ^ y ^/-;^-4_^ ;p) ^ 

5^;W;^7;W\*^>^ tert-y^^;!/ 

^SS^Jl 83b) T# e>tlfc:l-^>>?;i^-N-[(l- h U ^)],-m-f $ i5^y-;P-4-f ;i.) 
^ tf^ U >?>-4-T ^ > (146g) ©XiJ' y (50O111L) ^?S^z:jgime?t er t-^ 

5^;K65g) ^jd^, mm.ximmib^'^m'^rco mm^mBEm^vrc^^. mmm^m 
mm. mymm-^^^i^^ATm.mi.rcio mm^m&^mi^x. ^iB'fi::^^(i75g. 

MR (300MHz. Cm^6: 1.28 (9H. s). 1.50 (2H, d. J = 11.4), 1.65-1.80 (2H. 
m). 1.98 (2H, t, J = 8.4). 2.87 (2H. d, J = 11.4), 3.45 (2H. s), 3.95-4.05 
(IH, m). 4.29 (2H. s). 6.55 (IH, s). 7.09-7.14 (6H, m), 7.20-7.33 (I5H. 
m). 

183d) (i-^>>?;i-4-tf^u [(2-Jis;i.^;wi- h V^)i^-m-^ ^y^/^ju 
-4— r;Wp<5^;i/];^7;wi5>i^ tert-y^^;!. 

^»Ji83c) T#6.n;^c(i-^>>^;W4-tf^U5^-;i.) [ii- h 0 ^)V-m-i ^ 
yy'-;i/-4-r M^^MtlJW^^-^m tert->^5^;Kl75g)OTHF(2L)^M-.n-y 
5^;^U5^'j7A<^^4^t^>^^^(1.6M, B90mL)^y)Uzf>mmm.T. -78TOi^TL 
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(85g, 48«) bTftfco 
NMR (300MHz. CDCI3) 5 : 1.26 (9H, s), 1.42-1.54 (2H. m). 1.74-1.79 (2H, m). 
1. 95-1. 99 (2H, m). 2.88 (2H. d. J = 11.1), 3.45 (2H. s), 3.98-4.03 (IH, 
m). 4.34 (2H, s), 6.85 (IH. s), 7.05-7.09 (6H. m). 7.20-7.35 (14H, m), 9.10 
(IH, s). 

183e) l-^>>?;V-4-tf^U >^^;K{2-[(5^^^JPT5 7) ^^)V]-\- h 'J 

^M^i83d) T^fe (l-^>^^;w-4-tr^U >?r:;i/) [(2-5j>;i/5;i/-i- hV^)V 
-IH— r f;W>^5^;i/];«7;Wt^>m tert-:/5^;K3g),>?^5=^;WT$ 
>®THF^^ (2.0M. 4.7111L) (ImL) <Di^^ UUX.^ >(mmL)mm\Z 

h U Tir h^^^-jJc^-fb^N-j?^:^ b u (1. 5g) ^in;l,^MT15^P^jJ|i^^i-frYc. 

lyfco ^@^<&li$ttv'U:dy;i/;^7^A (^^■y->-l^^x5^;i/=l/i) iCckDM 
MU> ^fB'fb'er^(2.4g. 75^)^efe|i>*i:bT#rc, 

NMR (300MHz, CDCI3) <5 : 1.26 (9H, s), 1.45-1.51 (2H, d. J = 12.0). 1.82-2.02 
(4H. m). 1.91 (6H. s), 2.65 (2H. s), 2.86 (2H. d. J = 9.6), 3.45 (2H, s). 
3.92-3. 97 (IH, m). 4.30 (2H, s), 6.54 (IH, s). 7.10-7.15 (6H, m), 7.15-7.31 
(14H, m). 

1830 2-(i-^>>?;u-4-tf^u>?-;i/)-5-[(>'^5^;U7'$/)^^;W-i,2->?t: 
H D-SH-f ^ yyCl, 5-c] 5 yV-Jl^-Z-:t> 

^WJl83e)T#fe(l-^>i?;i/-4-tf^U>?~;i/) ({2-l(i^ s. y) 

(2. s5g)(Dhvyuamm (20mL) ti^^uu^^> (eomL) <Dm^mm^mm.'^2m 

m-^^^m^arco SlS?SS:zK(80inL)T^f^U e^i^DO^^><&MiE®*b^c. tK 



wo 2004/048363 PCT/JP2003/014793 

229 

(0. 68g) :fe J;tJ^BU(l. 28g) ^M^. ^?ai?15^K55)^^Sif fe. mm^M&m^h. 

NMR (300MHz, CDCI3) 5 : 1.71-1.82 (4H, m), 2.07-2.16 (2H, m), 2.36 (6H, s), 
2.99 (2H, d. J = 12.0). 3.52 (2H, s). 3.80 (2H, s). 3.91-4.13 (IH. m), 4.30 
(2H, s), 6.78 (IH, t, J = 1.5), 7.22-7.34 (5H, m). 

183g) 5-[(>^^5^;i/r^y)^^;W-2-(4-bf^U>^::i;W-l,2->?k Fn-SH-f ^ 
i5^y [1, S-cl-f $ y V^-;l/-3-:t> 

1 83 f ) T# ^ nrc2- (1-^ >>?;i/-4- tf ^ U >?:n;w) -5- {{z^:^ ^)Vr ^/)^^ 
)V\-\, 2->^fci H P-3H-'f S [1. 5-c] -1- 5 ^'/-)V-Z--^> (0. 80g) , ^MT >^ 

n»:7 A (1. 4g) :fe<ktXioa; n^-j^h.mm (o. leg) Sr^ ^ y -;K40mL) ©tt/u^?^ 

^^^W^aMbT. ^IB^fh-^tl (0. 52g, 875K)^^^^)i?^^*^bT#;^o 
NMR (300MHz, CDClj) 5 : 1.54-1.75 (2H, m), 1.83-1.89 (2H, m), 2.37 (6H, s), 
2.73 (2H, dt, J = 12.2 and 2.6), 3.19 (2H, d, J = 12.2), 3.96-4.12 (IH, 
m), 4.31 (2H, s), 6.79 (IH, s) . 

183h) 2-(l-{(2S)-3-[(6-^7 0U-2-:^:7^;l/)X;^A|^-;l/]-2-k FP^^e/yDA° 
y ^ )V} -4- tr^ 'J -J:=-)V) -5- [ (e^ ^;i/T $ >^ ) -l , 2-i^ t H D-3H-r 5 

y^j [1 , 5-c] -r 5 y y-;i/-3-:t > 
^Sfi^j 1 83g) T# nfe5- [ i-j ^ ^;i'T ^ / ) ^ ^; w -2- (4- b!^ u >^:=. 

;i/)-l. 2->?ti FP-3H— r SiS^'yCl, 5-c]-f ^^V-;i/-3-::r>(0. 45g) tUSSM 
1 74a) 7?# n;fc (2S) -3- [ (6-i^ □ U -l-'Ty^M 7. ;i' jj^n;)/] -2- k H □ ^ v' y d 
if:t>m (Q. 54g) cfe j:mOBt (0. 29g) <7)DMF (5inL) t T"fe h U Jl/ (45mL) (OM^m 

^-swsc(o.36g)sin^> ^?a-ei5NFrBi;0^#?iiffco ^^i«:MEE@*b;^^^ 
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NMR (300MHz, CDCI3) 6 : 1.60-2.04 (4H, m), 2. 36 (6H. s). 2.62-2. 90 (IH, m). 
3.10-3.25 (IH, m). 3.43-3.53 (2H, m). 3.79 (2H. s), 4.07-4.31 (4H, m), 
4.62-4.80 (IH, m), 5.02-5.08 (IH, m). 6.80 (IH. s). 7.59 (IH, dd, J = 8.8, 
1.8), 7.94 (3H, s), 7.96 (IH, d. J = 8.8), 8.51 (IH, s). 
Ttm^^m. C^eHsoNjOsSC 1 • 0. SH^O LT 

(%) :C, 54.36 ; H, 5.54; N, 12.19 

(%) :C. 54.39 ; H, 5.61; N, 11.90 

>^^5^;^;^7;w^'$>^[2-(l-{(2S)-3-[(6-^^^o-2-:^:75^;^);?.;^;J^-;^]-2-fc: 
\^u=^z^^u/^y-(M -4- tf ^ u -3-:t + y-2, 3-i^ t H n-m-^ ^ 

[1 , 5-c] -r 5 ^'/—ju-s-^ M ^ "^jv 

184a) >m[2-(l-^>>?;i/-4-lf z^-)V)-i-^^V-2, 3-5^ 

k K D-iH-r $ [1, 5-c] 5 i$^y-;p-5-< ;w ^ ^j], 

^»Ji 82a) T# e.n;fe2- (1-^ >P)V-4- tr^ U v^-;i/) -5- ( t H n 4^->^ 5=^ 
;W -1 , 2-5? b H D-3H-r ^ [1 , 5-c] < ^ y V~;P-3-::f > (0. 27g) tm^ti^ ^ 
5^;i/;^;;Wt^-<;K0. 17g)©THF^^(20inL) tTKm-fb:?- h U 'j7A (eo^^tt : 62mg) 

i^ii^mx5^;i.^jn;^7to mmm^^mu ^m.7kxm^VT. mTiamm-^if^ 

NMR (200MHz. CDCI3) 6 : 1.70-1.86 (4H, m). 2.08-2.19 (2H, m). 2.91 (6H. s), 
2.99 (2H, d, J = 11.6), 3.53 (2H, s), 3.91-4.10 (IH, nO, 4.34 (2H. s). 5.37 
(2H. s), 6.84 (IH, t. J = 1.4), 7.23-7.38 (5H, m). 

184b) -J:^^M)Vn^ >^[3-:t4^y-2-(-4-fc!^U -J-}V)-2, 3->?b Hd-IH- 
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(0.30g)5&^e>^«^J183g) tISiatCbT. SiB-ft-a-tlCO. 19g, 82!i;) ^fi-fei^^^iib 

NMR (200MHz. CDCI3) <5 : 1.80-1.96 (4H, m). 2. 76-2.85 (2H. m), 2.92 (6H. s), 
3.32 (2H, d, J = 12.4), 4.04-4.21 (IH. m). 4.38 (2H. s), 5.37 (2H. s). 6.86 
OH, s). 

184c) z^^^)ViJJW^2. >m [2- (l-{ (2S)-3- [(6-^ D 

;i/]-2-t FP + >'ynAV-r;H-4-tr^U>?-;i/)-3-:t^V-2. 3->?h Hp-1H- 

< ^ yvLi, 5-c] 5 yy-;i/-5-'r;w ^^ji 

^JS^Jl 84b) T# e>ti;t ^MJW^^ >m lZ-:t^'^-2- U i^n 
;i/) -2, 3->? t H D-lH-r ^ [1 . 5-c] ^ iS^y-;V-5-< M ^ (0. 48g) jO> 6 
^»i|183h) <i:|WIi|{c LT. MIBYb^tlCO. 17g, 18SK) ^^fei^J^i UT#feo 
NMR (300MHz. CDCI3) 6 : 1.62-2.04 (4H. m), 2.70-2.80 (IH. m). 2.85 (6H, s), 
3:17-3.31 (IH, m), 3.45-3.53 (IH, m), 3.81 (IH, dd, J = 15.0 and 6.0). 
4.09-5.04 (2H, m). 4.32 (1.4H. s), 4.35 (0. 6H. s), 4.68-4.77 (IH, m). 
5. 03-5. 07 (IH, m), 5.37 (2H, s). 6.87 (IH, s). 7.60 (IH. dd. J =9.0, 1.2), 
7.94 (3H, s). 7.96 (IH, d, J = 9.0), 8.51 (IH, s). 
Ttm^^m. C„H3oN507SCl-0.5H20^:bT 
fh^fli (%) : C, 52.89 ; H, 5.10; N, 11.42 
%miU (%) : C, 52. 83 ; H, 5.13; N, 11.15 

3-T•fe5^;^T^yyPtf:t>^[2-(l-{(2S)-3-[(6-^^DD-2-^75^;^)X;l/7}^- 
M -2- fc H P ^ v' >^P/1 / -r M -4- tf ^ U -J:=-)V) -3-:t+y-2, t H P-IH- 

-i^^vii, 5-c] 5 M ^ 

1 85a) 5- ( { [ter t-r^5^;U (i?^ ^}V) U M ^^-y) ^ -2- (-4- tT^ « J 
)V>-\ , l-J\L H P-3H-1' ^ yy[l. 5-c] 5 i5^y-;i/-3-:^-> 
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mmmih) Tf# e> nrc2- (i-^ >i^;i/-4- tf ^ u -5- c { ct er t-:/^ )v (^^ 

NMR (300MHz. CDCI3) 6 : 0.13 (6H. s), 1.54-1.74 (2H, m). 1.81-1.88 (2H. m). 
2.73 (2H, dt, J = 12.0, 2.6), 3.18 (2H. d. J = 12.0), 3.47 (2H, s), 3.97 
-4.12 (IH. m), 4.32 (2H, d. J = 1.6), 4.32 (2H, d, J = 1.6), 4.92 (2H. s), 
6.79 (IH, t, J = 1.6). 

185b) 4- [5- ( { [ter t- {-J^ ^)V) U )V\ rt^v-} ^5^;i/) -3-:f ^ y-m-r 
5i5^y[l, 5-c]-Y^^\/— ;i/-2(3H)— r;W \f.^^)-J>-\-ij)Vi^>m. teit-^^J]^ 
^JS«sjl85a)T#&tlfe5-({[tert-:/5^;K>?^^;W >^U;i/]:t^M^5^ 

XI. 9g)<DJLi^ y~ji(50iDL)mm-^-mmz^-teTt-:f^)va. 3g) ^m^.. mu-v 

NMR (300MHz, CDCI3) 6 : 0.14 (6H, s), 0.92 (9H. s), 1.47 (9H, s), 1.59-1.73 
(2H, m), 1.82-1.97 (2H. m). 2.83 (2H. t, J = 12.2), 3.64-3. 77 (IH, m). 
4.04-4.23 (2H, m). 4.31 (2H, s), 4.92 (2H, s), 6.80 (IH, s). 
185c) 4-[5-(t: ]^U^zy^^M-3-:t^V-m-^^i$^Vll, 5-c] -< $ ^l/— ;i/ 
-2(3H)-'r;W tf^U v?>-l-5t7;V3}?>M tert-^^JV 
^»J185b)T#e.n}^4-[5-({[tert-:/5^;P(S^^^;W)>/U;W:t4^v}^5^ 

;i/)-3-^r^y-iH-'f ^ y^/[i. 5-c]-r $ ^^/-;u-2 m-iJW] tf^u z^>-i-:ti )v 

:^>m tevt-Zf^JV (2. 4g) L y yit^ h ^^^)VT >^-^A (4. 2g) (DlUFmm 

^^m.'vzmmt)^^m>^rco mm^mmmmvrc^. m^m^mmj:.^Mzmmv 

mi^rco m^m^i^mmyOti^M^A (I^^x^;v/x^y— ;p=40/l) 
NMR (300MHz, CDCI3) 6 : 1.48 (9H. s). 1.65 (2H. m), 1.86 (2H, d. J =12.3). 
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2.83 (2H. d. J = 12.3). 4.04-4.18 (3H, m). 4.27 (IH. d, J = 12.3). 4.38 
(2H, s). 4.86 (2H. d. J = 4.2), 6.77 (IH, s). 

185d) 4-[5-{[(3-T-fe9^;UT^/yDt!:t-;0:e-:^-v']^^M-3-:t^y-lH-^ 
B.^VU, 5-c]-r ^iS^\/-;U-2(3H)-r;W fcf^U z^>-l-tl)l^>m tert-^^Jl^ 
185c) Tt# ^ nfe4- [5- ( t K O ^ ^ ^JV) -Z-:t^'J -IH— T 

(o.34g). 3-7'-k5=^;i/T^y:/ntr:t>m(o.i3g), >?^5^;vr^>/fcfu>^> 

(0. 12g):fecfctXh UX5^;i/T^ >(0. lOg) ©THF(30inL) iT-fe h - h U ;K30niL)^ 

m^vsc(0A9g)^uax. m^^i^mm^^^m^r^o mm^m&^^i.rc^. mm 
mmt-^m (o. sag, 85«) ^ t bT#fco 

NMR (200MHz. CDCI3) 6 : 1.48 (9H, s), 1.54-1.90 (4H, m), 1.98 (3H, s), 2.59 
(2H. t. J = 5.8). 2.82 (2H. t, J = 12.2). 3.58 (2H. t. J = 5.8). 4.02-4.18 
(IH. m). 4.28 (2H, d, J = 12.2), 4.37 (2H. s), 5.44 (2H. s). 6.85 (IH. t. 
J = 1.4). 

185e) 3-T-lr5^;l/T5 y tf^>^[2-(l-{(2S)-3-[(6-iJ7 O U-2-^y=^)V) 7. 
;i/7iNn;W-2-h FD^^i^yaAVf ;W-4-tr^U e^n;i/)-3-=r^^^v-2, 3->?t H 
P-lH-r 5 ^Vih 5-c] < $ ^-J-)V-^--( )V\ :^^)V 

^SS^J185d)T#e>tlfe4-[5-{[(3-Tiz:5^;i/T$ / tf:tn;i/);e-:^>'] 
;W-3-:t^y-lH-l' 5 [1. 5-c] ^ ^y-;P-2 (3H)-r ;W tr^ U >^>-l-;i!7 

3t^>m tert->^5^;K0. 46g) C)i^Mx^;KioinL)^^jc4Nli:{k:zKmi^mx^;i.^ 

?s(4mL)s:ijn;^T. siiaTii^^jii^^^iif;/^:, mm^w&m^v. mfsm^i^^u 

(40mL) .tDMF (lOmL) <Dm^mmlZ^•f^m bfc, h U X5^ ;i/ 

(0.49mL) > ^»J174a)T#e>n;^(2S)-3-[(6-^Pn-2-^75=-;i/)7.;i/ 
7lNX;W-2-t: HD^v-l/D tf:t>®?(0. 36g). HOBt (0. 17g)*5d;mfSC(0. 22g) 

'Max. ^UTimmA^^m^rco mm^mzm^v. nmm^^uu^)vj^t 
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(98mg. 2535)&afi«^^5NibT#fe. 

NMR (200MHz, CDCI3) 5 : 1. 62-2. 08 (4H. m), 1.98 (3H. s). 2.59 (2H, t. J = 

6.0), 2.68-2.86 (IH, m), 3.15-3.35 (IH. m), 3. 43-3. 61 (4H. m). 4.10-4.23 

(2H. m). 4.35 (1.4H, s), 4.38 (0. 6H, s). 4.65-4.80 (IH, m), 5.00-5.07 (IH, 

m). 5.44 (2H, s). 6.85 (IH, s), 7.62 (IH, dd, J = 8.8, 1.8). 7.94 (3H. s). 

7.96 (IH, d, J = 8.8), 8.50 (IH. s) 

TtM^^^M. C29H32N5O8SC 1 • 2H2O i b T 

f^^^i (%) :C, 51.06; H, 5.32; N, 10.27 

mmm. i%) :c, 51.29; h, 5.15; n. 10.11 

11^^186 

2- (1- { (28) -3- [ (6-^7 D u-2-^y^)V) 7.)V^:z)V] -2- 1 K 0=^$^^ n/t y >i 

1 86a) 4- [5- (y)V:tU^ =^)V) -3-:t4^y-lH-r $ [1, 5-c] ^ ^V-)V 
-2(3H)-1';W -J>-\-ts )V^>m tevi-y^Jl 
^M^^Jl 85c) T# e> ntci- [5- (b H P -z-:i-^^J-m-'i 

Ci, 5yi/-;w-2(3H)-r;W tf^U z^>-\-:fyji^^>m tert-:^5=-;u 

(0. 1 5g) © >^i^ D D ^ iS' XI OmL) ^?S-\>^X^;i.T 5 / MM- y v im (0. 07 1 mL) 

NMR (200MHz. CDC 1 3) 5 : 1.48 (9H. s). 1.58-1.71 (2H, m), 1.87 (2H. t, J = 
12.2). 2.84 (2H. t. J = 12.2). 4.08-4.19 (IH. m), 4.32 (2H. d. J = 12.2), 
4.36 (2H. dd. J = 4.5. 1.2). 5.59 (2H. d, J = 48.0), 6.92 (IH, s). 
186b) 2-(i-{(2S)-3-[(6-^nD-2-:^>'5^;i/)x;i/z|Nn;i/]-2-t: Hp^i^yaA 
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J -i M -4- 1!-^ U -y-Z.)V) -5- ( P ^ -1 , k H n -3H--r ^ iS^'y 

[1. 5-c] ^ a ^y-;i/-3-^> 

|gJ£M186a)T#C)n^4-[5-(:7;P:^D^5^;i')-3-:t^y-lH-r 5-c] 
-f 5 yy-;U-2 (3H)— r;W tf^U i^>-l-:j!7;i/3j^>^ tert->^9^;K0. iog);^^ 6.^ 
»!]185e),hl^^t^CbT, MfB'fk'&#y(76mg, 24%) UT#feo 
NMR (200MHz. CDC 1 3) 6 : 1.60-2.10 (4H, m), 2.70-2.88 (IH, m). 3.14-3.31 (IH, 
m), 3.48 (2H, dd. J = 12.6, 5.0). 3.68-3.87 (IH, m), 4.10-4.25 (2H, m), 
4.35 (2H, d, J = 4.8), 4.65-4.81 (IH, m), 4.95-5.11 (IH, m), 5.59 (2H, d, 
J = 48.0), 6.93 (IH. s), 7.60 (IH, d. J = 9.4), 7.94 (3H, s), 7.96 (2H, 
d, J = 9.4), 8.51 (IH, s). 
ym^^m. C^^H^NASCIF -HjO bT 
th^M (%) :C, 52.13; H, 4.74; N, 10.13 
HWfi (%) :C, 52.42; H, 4.45; N, 10.29 

N-T-fe9^;i/-L-AU > [2-(i-{(2s)-3-[(6-i^ nD-2-:^:75^;i')x;i/3l^^;W-2- 
i/ci, 5-c]-r 5 ^y— ;i/-5— r;w jlx^^ji 

187a) 4-[5-{[(N-T-fe5^;i/-WtU;W:t4^v']^5^;W-3-:f^y-lH-r5^y 
[1, 5-c]-r ^a^y— ;i'-2(3H)-f ;w fcf^U s^^-i-:^?;!/^}^^^ tert-y^;i/ 

iiss^ji85c)T#e>n;^ 4-[5-(b FD^>^^^;i/)-3-5j-=¥y-iH-r ^;$^y 

[1, 5-c]-r ^r$^y-;V-2(3H)-r;W tf^U z^>-l-tlJl^:^>m. tert-y^^;!/ 

(0. 80g) , N-T-fe^;i/-L-A' u > (0. izg)^^U hVy a:z:;^/J^x y XI . 2g) © 

THF (30mL) m^^r'/z^:t3)V:^ >mi^X5^;KD40!i; b;i/X>^?t (2inL) ^tliX^ mM. 
NMR (300MHz, CDClj) (5 : 0.89 (3H, d, J = 7.4), 0.93 (3H, d, J =7.4). 1.48 
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(9H. s), 1.60-1.90 (4H. m), 2.03 (3H. s). 2.11-2.24 (IH, m), 2.83 (2H, t, 
J = 12.2). 4.05-4.30 (3H. m). 4.32-4.35 (2H, s). 6.64 (IH, dd. J = 8. 8. 
4.8). 5.35 (IH, d, J = 12.8), 5.48 (IH. d. J = 12.8). 6.88 (IH. s). 
187b) N-Tir^;U-L-nU> [2-(l-{(2S)-3-[(6-i57 DD-2-:^:75^;i.)X;P7tN- 
;W-2-h: Fn4^>-:/nAV-r;W-4-tf^U5P-;i/)-3-:t^y-2. 3-i>t: Hd-IH- 

mmm 1 87a) 7?# e> nrd- [5- { [ (N-T-fe^;i/-L-/t u ;w v^] ^ ^ m -z-^^ 
y-iH-f ^ [1. 5-c] < ^ (3H)-r ;w tr^u >^>-i-^ ;v#>m 

tert-:7'5^;K0.45g):^>e.^Jl^lI185e)<i:|WI1tfcbT. MIBfb-^i^dOSing, 17a;)^a 

NMR (200MHz. CDCI3) (5 : 0. 89 (3H. d. J = 7.4). 0.94 (3H, d, J = 7.4). 1.63-1.84 
(2H, m). 1.85-2.10 (5H. m). 2.21 (IH. m), 2.74-2.90 (IH, m), 3.18-3.30 (IH, 
m), 3.43-3.58 (2H, m), 3.68-3.89 (IH, m), 4.08-4.32 (2H, m). 4.34-4.37 (2H, 
m). 4.64 (IH, dd, J = 9. 2, 4.8). 4.68-4.80 (IH. m). 4.96-5.12 (IH. m). 5.35 
(IH. d. J = 12. 4),. 5. 49 (IH. d, J = 12.4). 6.05 (IH. d. J = 8.2), 6.88 (IH, 
s). 7.60 (IH. dd. J = 8.8. 1.8). 7.94 (3H. s), 7.96 (IH, d, J = 8.8). 8.51 
(IH, s). 

MM [2-(l-{(2S)-3-C(6-:^7P^-2-:^r7^;^);;^;^7^c-;^]-2-fc Hn:^^>/ynA 
;H-4-hr^U z^=iM-Z-:t^V-2, 3->?fc Hn-IH-T ^:$^l/[l, 5-c]-f 

— ;i/-5— r ;W ^ ^^Ji ^ y y d tf;i/ 

1 88a) 4- [5- iMV^a-^^i^tl JV:^:=.)V) :t^>^l ^^M -3-:^^ y-lH-f ^ ^ 
y[1.5-c]'r5^y-;P-2(3H)-<;U]tf^iJi?>-l-5F7;i,j}?>^ tert-y^;i/ 

^»Jl85c)T#e>nfc4-[5-(t }^U^->^^JU)-3-^^V-m-^ 
[1, 5-c]-< ^ (3H) -<;!/] tf^ ij z^>-l-:^)U^ym. tert-Z/^JV 

(0.52g)(DlW(Z0mL)mm^V^OAif>^ ( h U P^5^;Pv'U;W 75 h*CDl. IMTHF 

-ry7'otr;Ko.35inL)Sr?i$Tb> ^i^^T-vzo^m^^^miffzo Kit^miz^mmi: 
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NMR (200MHz. CDCI3) 5 : 1.30 (6H, d, J = 6.3), 1.48 (9H, s), 1.56-1. 69 (2H, 
m), 1.85 (2H, dd, J = 11.7. 2.1). 2.82 (2H, t. J = 11.7). 4.05-4.18 (IH. 
m), 4.27 (2H, d, J = 11.7). 4.32 (2H. d. J = 2.1), 4.88-4.96 (IH, m), 5.42 
(2H, s), 6.87 (IH. t. J = 1.5). 

18.8b) [2-(i-{(2S)-3-[(6-^7Da-2-:^:75^;i/)x;i-3}^ri;w-2-t hd^s^:/. 

nAV'1';W-4-t!^U e?n;i/)-3-:t-+y-2. 3->^k Fn-lH-r [1. 5-c]-r $ 

y y-;i^-5— r M ^ -f y y p \f.}V 

^SS^l 88a) T# e. ntz.^- [5- { [ (-f y )V^:=-)V) 't^zy']^^ 

M -3-:e-4-y-iH-r ^ ^'vu , 5-c] ^ :$^v-;i/-2 (3H) — r M tf ^ u >-\-ts )v 

NMR (200MHz, CDCI3) 5 : 1.31 (6H, d, J = 6.2), 1.63-1.83 (2H. m). 1.90-2.06 
(2H. m), 2.64-2.86 (2H, m), 3.15-3.36 (2H, m), 3.44-3.54 (2H. m). 3.78 (2H. 
dd. J = 28.2, 7.0). 4.05-4.23 (2H, m). 4.31-3.34 (2H. m). 4.66-4.80 (IH. 
dd, J = 8.8, 2.0), 7.94 (3H, s). 7.96 (IH. d. J = 8.8). 8.51 (IH. s). 
Ttm^^m. C^gHjiNgOsSCl • 0. 2E t^O t: bT 
fh^M (%) : C. 54. 57 ; H, 5. 25 ; N. 8. 84 
mmm. (%) : C 54. 38 ; H, 5. 36 ; N. 8. 63 

mi^l89 

2-{i-[3-[(6-:i7 p u-i-^y^)V) >;;i/3j>-;i/]-2-(k \^u^i^:^=^)V) t'p/W •< 
;W-4-tr^U >':=i;W-5-p^5^;P-l, 2-vt: FP-3H-r ^^5^^ D. 5-c]-i' 
-3-:t> 

1 89a) 3- C (6-i5^ P P-2-:^ y 9-M -2- ( h H P 4^ ^ P tr:t >^ 

>-2-^'t—)V (1 . 9g) 1 2- ( t: K P ^ i^:^^)V) T ^ U ;Pi^x 
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(1 . 3g) (Dz^^ UU:^^> (50niL) ^?S'\T;l/d'>#H^TT? h U X5^;i/T 5 > 
(1.5mL)^m> ^iaTlSBtPBlj&^^^ifTfc, ^/iS^^^i?;j7 p p;<^>7?^b, 7jc 

A7i^mm(ioiaL)^m^> m.m.T^nmm-^^^m^rco Kf^^m^msmmu nrnm 

^aci^^W^. e^x5^;i/x— T-;i/Ti5fe#bfc„ tK®^ i Nii^TpHSS^fciBgiiL 
j^lB'fb'&tl (0. 86g, 52«) LT#feo 

NMR (200MHz. CDCI3) d : 2.74-2.86 (2H, m), 3.25 (IH. dd. J = 13.8, 8.0), 
3.48 (IH, dd, J = 13.8, 5.8), 3.93 (2H, d, J = 5.2). 7.40 (IH. dd, J = 8. 8, 
1.8), 7.47 (IH. dd. J = 8.8. 1.8). 7.65 (IH. d. J = 3.6). .7.69 (IH, d, J 
= 3.6), 7.76 (2H, m). 

1 89b) 2- {1- [3- [ (6-iJ7 n D-2-:^:7 -2- ( t: H n T'D/NV -r 
;W-4-tf^U >^x;w-5-^^;v-i, 2->'h H □-3H-r 5 5-c]-f 5 

-3-:t> 

^»J189a)T#e)n;fc3-[(6-il7 0D-2-::^75^;W5^::r]-2-(fc: Hd^5^^5^ 

)V) ':fu tf:t>^(o. 75g) Lmmmm) ■r#6>nfe5-pt5^;i/-2-(4-tf^u 

}V)-\, 2-i?fc HD-3H-'r [1. 5-c]-r 5yy-;U-3-5^-> 2:^^:^(0. 74g)55^ 

^mmmm) tnmz\^x. ^i5{b-&%(o.62g. z2%)^^^mw-}zvxnTco 

NMR (200MHz. CDClj) <5 : 1.40-1.67 (2H. m). 1.68-1.85 (2H. m). 2.56-2. 65 (IH, 
m), 2.59 (3H, s), 2.98-3.06 (IH. m), 3.07-3.47 (3H. m), 3.81-3.95 (4H, m). 
4.07-4.16 (2H. m), 4.80 (IH, t, J = 13.5), 6.68 (IH, t, J = 1.5), 7,42-7.46 
(2H. m). 7.69 (2H. dd. J = 8.7. 2.1). 7.81 (2H. dd. J =8.7, 2.1). 
189c) 2- {1- [3- [ (6-i^ P D-2-:h7 5^;i/) X;P3iNX;i/] -2- ( t H P 4^->^ 5^;i.) y p 

y -r )V] -4- tr^ u >?x;w -5->^ ^;i/-i , 2->? t h* p-3H-r ^ . 5-c] -r ^ y 

l/-;U-3-:r> 

^M^J189b)T#e.n;'t2-{l-[3-[(6-^PP-2-:J-75=-;i')5^:^]-2-(t KP^t^i/ 



wo 2004/048363 PCT/JP2003/0 14793 

239 

^5^;i/)yp/iy-r;i/]-4-tf^U>^nM-5-^^;i/-l, 2->?h HP-3H-f s^S^i/ 
[1 , 5-c] -r ^ ^l/-;i/-3-:t > (0. 55g) ® ^ y (20mL) mm^^^V >(1 . 5g) 

m (0. 40g, 68X) LT#fe„ 

NMR (300MHz, CDCI3) 5 : 1.57-1.99 (3H, m), 2.09-2.22 (IH. m). 2.22-2. 42 (0. 5H. 
m), 2.61 (3H, s), 2. 69-2. 79 (0. 5H. m). 3.14-3.44 (3H. m). 3. 65-3.97 (4H, 
m). 4.06-4.17 (0.3H. m), 4.25-4.34 (3.7H, m), 4.58 (0. 3H. d. J = 12.0). 
4.85 (0.7H, d, J = 12.0). 6.65 (0.7H, s). 6.69 (0. 3H. s), 7.61 (IH. dd. 
J = 9.0. 1.8). 7.87-7.96 (4H, m). 8.45 (0. 3H, s). 8.49 (0. 7H. s). 
itm^j^^m. C^sHj^NASCl • 0. 5H2O t bT 
WrWrn. (%) :C, 55.60 ; H, 5.23; N. 10.37 
(%) : C, 55. 55 ; H, 5. 14 ; N, 10. 54 

ll»J190 

2- (1- { (2S) -3- [ (6-^ p a-2-'^y^jv) x;i/7is -;w -2-h K p ^v^y p/ w 

;H-4-tf^U z^=.JV)-5-(i>y}V:tU^^M-l, 2->?t: Kp-3H-^ 5 y^/[l, 5-c] 
-<^yy-;W-3-;f> 

190a) 4-(5-4^;W$;i/-3-:^^y-lH-r SiJ^yCl. 5-c] ^ iS^V-;U-2 (3H) JV) 
*S'fb:t^rtJ- U JV (1 . 3g) <Di^^ ua^^> (lOOmL) ^^^-60'CTDMSO (0. 78g) ^ 

^jv)-2-:t^v-m-^ 5-c]'f ^i$^>y-;u-2(3H)-r;w tf^u>?>-i-^ 

JV:^>m tert-y^5^;K2.7g)OS?iJ7PP^i$^>(20inL)^^^-60t:T?gTb. 10 
5i-^^:*^#^if;fco ^^:tc:hUx5^;i.T^>(7.0iiiL)^-60'CTMTL. IWIM^TIO^ 
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^-iy^A-v^m^. mm^m&m^hfzLo m^m^iy^)ti^')vt3^2^ (EtoAc/EtoH 
=30/1) iCcfcDi^mbT. mmt^mn.ig, w^mM'&mwhvx^r^. 

NMR (200MHz. CDCl,) 6 : 1.48 (9H, s), 1.58-1.77 (2H, m), 1.79-1.98 (2H. nO. 
2.85 (2H. t, J = 12.4). 4.10-4.18 (IH, m). 4.28 (2H. d. J = 14.8). 4.48 
(2H, s). 7.19 (IH, s), 10.1 (IH, s). 

1 90b) 4- [5- {Vy)V^ D ^ -3-5r^ V-IH— r 5 [1 , 5-c] 5 ^V—JV 

-2(3H)-r;w tr^u>^>-i-;i!j;W3}^>si teit-:/^jv 

-;i/-2 (3H) — r JV) tr^ U i^>-l-tlJVy^>m. tevt-y^JV (0. 4g) (D>>^UU^^ 

NMR (300MHz. CDCI3) <5 : 1.48 (9H. s). 1.65 (2H. dt. J = 12.6. 3.0), 1.88 
(2H. d, J = 8.7). 2.84 (2H, t. J = 12.6). 4.09-4.17 (IH. m). 4.24-4.32 (2H. 
m), 4.39 (2H. dd, J = 3.9, 2.4). 6.95 (IH. t. J = 52.8). 6.97 (IH, t, J 
= 1.5). 

190c) 2-(l-{(2S)-3-[(6-^5'□P-2-:^7^;^)X;^z^cr:;I/]-2-k HD:^^->ynA 

[1 , 5-c] 5 yv-jv-z-^ > 

1 90b) -e=f# nrciA- [5- a^yjv^ u ^ji) -z-:t=¥ v-m— r ^ y^/ 

[1. 5-c] -r ^ ^V^-;i^-2 m-i ;W tf^U i^>-l-^Jl':^>m ten-^^jv 
(0.33g)*^^^»Jl85e) tl^i^JCbX. Mi3Yb'&i^(0. 20g. zm^B'&mmi^L^ 
/-;i'-7jc)i:bT#;feo 

NMR (300MHz, CDCI3) 6 : 1.42-1. 86 (2H. m), 1. 90-2.08 (2H, m). 2.72-2.86 (IH, 
m). 3.18-3.33 (IH, m), 3.41-3.54 (2H, m). 3.74 (0.4H, d. J = 6.3), 3.90 
(0.6H, d. J = 6.3). 4:09-4.30 (2H. m), 4.39 (0.6H, s), 4.43 (0.4H, s), 4.73 
(IH, t. J = 13.5). 5.02-5.09 (IH. m). 6.94 (IH. t. J = 52.8). 6.97 (IH. 
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s), 7.60 (IH, dd. J = 9.0. 2.1), 7.94 (3H, s). 7.96 (IH, d. J = 9.0). 8.51 
(IH, s). 

mi^m i%) :C. 52.13: H. 4.19; N. 10.13 
m&m. (%) :C, 52.03; H. 4.18; N, 9.99 

N- { [2- (1- { (2S) -3- [ (6-1^ p n -2-^y^)i) X ;i'7i^n;i/] -2- 1 H p d / 
M-4-tf^ U >?n;w-3-^^y-2, 3->^b F n-m-r ^ ^i/[i. 5-c] -f ^ iS^y- 

191a) (l-^>S^;i/-4-tf^U>?-;i.)({2-[(^^;i.T^y)^5^;W-l-hU5^;p 

^Ji«3ji83d)T#e,n/S:(l-^>>?;i/-4-t!^U >?:::;i/) l(.2-^Jl^^Jl-l- 
)V-m-^ ^ )V) ^)V\ ;W\' ^ >^ t er (1 9. 5g) i 5=^;U 

T5>©2.0MTHF^?S(18mL) /O^&^M^ajlSSe) t|^:^(CbT> ^8B'fb'a-i^(19g. 
93X) $^-feJ^5^ a: LT#jfeo 

NMR (200MHz. CDCI3) <5 : 1.28 (9H. s), 1.48-1.55 (2H, m). 1.81-1.97 (4H. m), 
2.20 (3H, s). 2.87 (2H. d. J = 7.4). 2.89 (2H. s), 3.46 (2H, s). 3.84-4.04 
(IH, m), 4.27(2H. s). 6.55 (IH, s), 7.08-7.17 (6H, m). 7.22-7.31 (16H. m). 

191b) (2-{ir±^)v (^^M /] p<5^;w-i- h u ^}V-m-( 5 

mmm 1 9 1 a) t1# S ntc a-^>z^jv-i- tf ^ u >^r:;i/) ({2-[(^5^;i/T$y)p< 
(2. 4g) thV JL9-}VT 5 > (0. 62inL) OTHF (SOmL) mm^itr±.^)V (0. 32iiiL) ^ 

muih^m (2. 2g, 87X) ^m^nmt uxm^o 

NMR (200MHz. CDCI3) 6 : 1.26 (9H, s). 1.51 (2H. d. J = 11.0), 1.78-1. 98 (4H, 
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m). 1.98 (1.5H, s), 2.04 (1.5H. s), 2.53 (1.5 H, s). 2.65 (1.5H, s). 2.87 
(2H, d, J = 11.0), 3.39 (IH, s), 3.45 (2H, s). 3.70 (IH. s). 3.85-4.01 (IH, 
m) . 4.22 (2H, s). 6.65 (0.5H. s). 6,68 (0.5H, s). 7.10-7.22 (6H, m), 7.26-7.35 
(IH, m). 

191c) N-{[2-(l-^>>^;W4-kf^Ui^n;V)-3-:^^V-2,3->?t Fn-lH-<^3!'' 

mmmmh) t# n;^ (2- { [T-fe^;w (^ t ^ / ] ^ "f-M -1- h u 9-}v 

NMR (200MHz, CDCI3) 5 : 1.69-1.86 (4H, m). 2.06-2.15 (2H, m). 2.15 (1.5H. 
s), 2.31 (1.5H, s), 2.98 (1. 5H, s). 3.01 (2H, d. J = 8.6), 3.12 (1.5H, s), 
3.52 (2H, s), 3.89-4.10 (IH, m), 4.31 (IH, s), 4.35 (IH. s), 4.79 (IH. s). 
4.92 (IH, s). 6,78 (0.5H, t, I = 1.4), 6.83 (0.5H, t, J = 1.4), 7.21-7.33 
(5H, m). 

191d) N-p^5^;V-N-{[3-:*-=^V-2-(4-t!^U >?:i';V)-2, 3->?b H O-IH— T 5 

[1 , 5-c] -r S yv-jv-s-i M^^Mr-^hT^Y^ 
^iS^riI191c)T#e.nfcN-{[2-(l-^>>^;i'-4-hf^U >?n;W-3-:t^y-2, 3-5^ 

t HP-iH-'f^^\/[i,5-c]'f a^\/-;i-5-f ;w^5=-;w-N-^5^;PT-t hrs 

NMR (300MHz, CDCI3) (5 : 1.59-1.75 (2H, m), 1.85-1.88 (2H, m), 2.16 (1.5H. 
s), 2.32 (1.5H, s), 2.69-2.80 (2H, m), 2.99 (1.5H, s), 3.13 (1.5H, s), 3.20 
(2H, d, J = 11.1). 3.98-4.08 (IH, m), 4.34 (0.5H, s), 4.38 (0. 5H, s), 4.80 
(0. 5H, s), 4.80 (0.5H, s). 4.93 (0. 5H. s), 6,78 (0.5H, s), 6.84 (0.5H, s). 
191e) N- { [2- (1- { (2S) -3- [ (6-^ u u-2-iry^)V):^)VTis::L}V] -2- fc H D^^/T" 
D/'^/^;W-4-tf^U >?-;!/) -3-:^-4^y -2, 3->?t: hSD-lH-r 5^y[l, 5-c]-r 5 

yy-;u-5-i';w^9^jH-N-^5^;i/T't hr^ H 

mMmmA)Xm^ntc N-^5^;i/-N-{[3-:t^^V-2-(4-tf^U >?n;i/)-2. 3-v? 
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t K D-lH-r 5 [1 , 5-c] ^ ^ >5^>/-;i,_5-^ ^ Til h T $ H (0. 45g) > 

*JS^ji74a)T#e.ti;^(2s)-3-[(6-ii7 ^D-2-:^7^;^)x;^3^^-;^]-2-t hd:^ 

n tf:r >m (0. 58g) *5cfc tXHOBt (0. 28g) CDi?iJ7 D iJ' > (40inL) i: T-fe hri h 
U;Kl0mL)O?i^^?^^ffSC(0.36g)§SP^. ^?aT15^rBly0^^^if;/t„ ^^^M 

y-;i,= 10/i) tcck DJ^MbT. SIBYb^^f (0. 39g, m)^BminhL L.T#fc:o 
NM (300MHz, CDCl3)(5 : 1. 40-1.86 (2H. m), 1.87-2. 06 (2H, m), 2.15 (1.8H. 
s). 2.31 (1.2H, s), 2.68-2. 83 (IH, m). 2.97 a.2H. s), 3.13 (1.8H. s), 
3.19-3.26 (IH, m), 3.48-3.56 (2H, m), 4.08-4.36 (4H, m), 4.63-4. 75 (IH, 
m), 4.79 (1.2H, s), 4.91 (1.8H, s), 5.06 (IH, brs), 6.78 (1.8H. s), 6.84 
(1.2H, s), 7.59 (IH. dd. J = 9.0, 1.5). 7.94 (3H. s), 7.96 (IH. d. J = 9.0). 
8.51 (IH, s). 

TcS^WM C„H3oN50gSCl • 2H,0 1 bX 

th^ffl (%) :C, 51.96; H. 5.49; N. 11.22 

imm (%) :C, 52.05 ; H. 5.23; N. 11.26 

N- { [2- (1- { (2S) -3- [ D □-2-:^ y ^)V) - -i-\iYu^^^^unj 
-i ;i/}-4-tf>>^u-:^:=.;i/)-3-:^^v-2. hp-ih-t 5^y[l,5-c]<$^y- 
;l/-5— r ;W -N-^ ^ >;?.;I/3Jn >T $ H 
192a) (i--^>>?;i.-4-tf^u [(2-{[^5^;k>(5^;i.x;i.3}n-;wt5 y]^ 
^M-\- h U 5";P-lH-f $ ^\/~;i^4-i' ;i/) :^;;wt$ >m ter t-:/5=^ ;v 
^MMl 91 a) T# e» tlTt (1-^ > i^;U-4- tf ^ U - ;]/) ( {2- [ (^ 5=^;i/T ^ / ) p< 

5^;w-i- h U5^;p-iH-r 5iS'V-;i/-4-r;i/};>t5^;i/);j!j;i//t5 >^ tert-:/5^;v 

(2. 4g) h U X5^;i/T$ > (0. 62iiiL) ©THF (30inL) im.^VC:^ ^ >x;U3^zi;i/ 
(0.35mL)S:JigTb, mT15^Fp1;&i#Mlffc. .^i^iC^g^tl^MJEiglgb, f^^x 
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X.^)\,-^^-^>=mti^^Wm:x.^)V) tCj;05^iabT, MIS^b'&tl(1.2g, 4 55*;) 

NMR (200MHz, CDCI3) 6 : 1.28 (9H, s), 1. 54 (2H, d. J = 11.4), 1.70-2.00 (4H, 
m), 2.31 (3H, s). 2.86 (2H. d, J = 10.8), 3.15 (3H, s), 3.45 (2H. s), 3.70 
(2H, s), 3.87-3.98 (IH, m), 4.20 (2H, s), 6.71 (IH. s), 7.09-7.16 (6H, nO, 
7.20-7.33 (15H, m). 

192b) N-{[2-(l-^>v';P-4-lf i>-)V)-Z--t^V-2, Hn-IH— T 
V[l, l-c]^ ^^V—)V-^-^ )V\ :^^M-'^-:^^)V:^^ y7.)V^>y ^ )^ 
^JS^J192a) 1!# e. nfc (1-^ >i^;V-4- k!^ U [ (2- { {^'^)V7s 

;i/jfc-;i/) /] ^5^;W-i- h U 9^;i'-iH-r 5 iJ^V— ;u-4-<;i/) p^9^;W;«7;wn* 
tert-::^5^;i/(1.2g);?>ie»|ISI«a|183f)i:l^il(cbT^ MiB-fb'&tlCO. 25g, 

38%) Sra^*&*^ bT#rco 

NMR (200MHz, CDCI3) d : 1.75-1.86 (4H, m), 2.06-2. 20 (2H, m), 3.01 (2H, d. 
J = 10.2), 2.95 (3H, s), 3.03 (3H, s), 3.53 (2H, s), 3.89-4.06 (IH, m), 
4.34 (2H, s), 4.78 (2H, s), 6.83 (IH, t, J = 1.4), 7.23-7.35 (5H, m). 

192c) N-^5^;i/-N-{[3-:t^V-2-(4-e^U -J:=.)V)-2, 3->?t: HD-lH-< ^3^^/ 

[1 . 5-c] -r 5 i5^*i/-;i/-5-r ;w ^ ^ >7.)\^^ >r ^ f 

|liSM192b)T?#e»lT.feN-{[2-(l-^>'>^;i/-4-tf^U >^:::;i/)-3-:t^y-2, 3->? 

fc H D-iH— r ^ ^Vii, 5-c] -r 5 i5^\/-;v-5-r ;w pt5^;H-N-^5^;i/;< ^ >x)v 

7jN>Ta F(0.25g)j5^?,|l»J183g)i:|^iliCLT. Mf3^b^tl(0. 16g, 83«)^tl 

NMR (300MHz, CDCI3) <5 : 1.68 (2H, dt, J = 12.0 and 4.2), 1.78-1.89 (2H, m), 
2.75 (2H, t, J = 10.5), 2.95 (3H, s), 3.03 (3H, s), 3.24 (2H. d, J = 12.0), 
3.96-4.10 (IH, m), 4.38 (2H, s), 4.79 (2H, s), 6.84 (IH, s). 
192d) N-{[2-(l-{(2S)-3-[(6-i?DD-2-:J->'5^;W;^;U3i>-;W-2-t HD^^s^y 
n/'^/-rM-4-tr^»J i?n;i/)-3-;r^y-2, 3->?t: H a-iH— r 5^^/[l, 5-c]-r $ 
y \/-;u-5-r ;W >^ 5^;!^} -n->^ ^ >t a H 
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F P-lH-r 5 ^'J [1 . 5-c] ^ i§^y-;i.-5-^ ^ >t >;;^;^7}^ >T $ K 
(0.15g)5{»^e>^J|^?iJ191e)t|S|^iCbT^ ^IB^b'&i^OSnig, 29X) ^Sfijii^T^i: LT 

NMR (300MHz. CDCI3) (5 : 1.64-1.83 (2H, nO, 1.90-2.06 (2H. m). 2.71-2.85 (IH. 
m), 2.97 (3H. s). 3.71-3.87 (IH. m), 4. 09-4. 29 (2H, m). 4.32 (1.2H. s). 4.36 
(0.8H. s). 4.74 (IH. t. J = 13.8), 4.79 (2H, s), 5.05 (IH. brs), 6.85 (IH, 
s), 7.60 (IH, dd, J = 8.7. 2.1). 7.95 (3H, s),-7.96 (IH, d. J = 8.7), 8.51 
(IH, s). 

TXM^^'^ C^gHaoNsO^SjCl -HaO hi bT 
th^M (%) :C. 48.63 ; H, 5.02; N, 10.91 
(X) : C, 48.76 ; H, 5.00; N. 10.85 

^»J193 

4- (T-fe5^;PT^ [2-(l-{ (2S)-3- [(6-i^ U U-2-i-y^)U) 

;W-2-t Kn4^$^>^D/iy'f;w-4-tf^U>^n;0-3-:t^y-2. 3-e^t Fn-m- 

193a) 4-[5-({[4-(T-fe5^;i/T5y):/i57y-r;W:^^>^}^5^;W-3-:t4^y-lH-r 
^ [1 , 5-c] -i $ y \/-;i/-2 (3H) JVl tf^ U >^ >-l-;it7 JV^ ym ter t-^5=^ 
Ife»jl85c) T# e>n;fe4-[5- (h H D4^i^^5^;i/)-3-:t^y-lH-'r $ 

[1, 5-c]< $:$^y-;v-2(3H)-i';w tf^u $?>-i-;iE7;i/2i?>^ teTt-':r^)i 

(0. 60g). 4-(T-iz^;UT$ /) >^>$'>m(0. 26g):fej;t^i?^^;i/T$ / tf U 
(0. 043g) ©5^^ □ P > (20inL) t Tir h - h U ;i/ (20mL) ©ii-^^^^^ 

wsc(o.i9g)^ip;t> ^MTi5i^PBij&i#igiffe, mm^^^vfc^^. ^mi^^mm 

tJ^Jx (Mx5^;l/;i?i^i^^x5=-;i//X:$^y-;U=19/l) JcJ;i93|fabT. SIB-fb 

(0. 56g, 68X) ^ e^ii^TN i L.T#feo 
NMR (200MHz. CDCI3) <5 : 1.48 (9H, s). 1.63 (2H, dt. J = 12.4. 4.4). 1.84-1.92 
(4H, m). 1.96 (3H. s). 2.43 (2H. t, J = 6.4), 2.83 (2H, t. J = 12.4). 3.20 
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C2H. dt, J = 6.4, 6.4), 4.02-4.17 (IH, m), 4.27 (2H. d. J = 13.2). 4.35 
(2H, d. J = 1.2). 5.38 (2H. s), 6.22 (IH, brs), 6.86 (IH, t. J = 1.2). 
193b) i-(T±=^)Vr5.y)Zf^>m C2-(l-{(2S)-3-[(6-i^P^-2-:^:75^;^)X 
;i/3j>-;i/]-2-b Hn:^e^:/D/iy •<;H-4-tr^U >^-;0-3-:t4^y-2, 3-i^h H 
n-iH-f ^ [1 . 5-c] 5 ^y-;i/-5-r M 

*Ji^Jl93a)T^i6»nfe4-C5-({[4-(T-fe5^;VT$y):/^y-r;W:r=^M^5^ 
;i')-3-:r^ V-IH— r ^ i5^y [1. 5-c] -f ^ ^y-;i/-2 (3H) — T ;W fcT^ U -J>-\-tl )V 
:^>m tert-r^9^;U (0. 50g) '\40Ji;it'fb7K^XiS' 7 (lOmL) ^jaT2 

h u ;K20mL) dbu(o. 52mL) hmMMiua) T#e>n^ 
(2S)-3-[(6-;j7 D n-2-:^:75^;v);^;i/3}>-;i/]-2-t K p^^^v-yp tf:r>m(o. 4ig). 

HOBt (0. 20g):feJ;rXWSC(0. 25g) ^m'Aia^. ^iSTlS^r^l^^^^lf/'Sio ^i^^MEE 

a@t;^^pp7jN;i/Ail§ln^^7jci^:?-hU<^A7mi^T?&IRbfco W 
m.m^>' U ^ A (if^x5^;i/}6^ C»g^mx5^;i/-p^ y — ;i/=i9/i) jc: d 

Mi{bT> ^ia^t:^%(100mg. 15X)^fife3^5^ibT#feo 
NMR (200MHz. CDCI3) 5 : 1.67-2.04 (6H. m). 1.95 (3H. s). 2.43 (2H, t, J = 
7.0). 2.68-2.85 (2H. m). 3.15-3.30 (IH, m), 3.29 (2H, dt, J = 6.4. 6.4), 
3.47-3.55 (2H, m). 4.10-4.23. (IH, nO. 4.35 (1.2H. s), 4.38 (0.8H, s), 
4.67-4.80 (IH, m), 5.01-5.07 (IH, m). 5.38 (2H. s), 6.20 (IH, brs), 6.87 
(IH, s), 7.69 (IH, dd, J = 8. 8, 1.8), 7.94 (3H, s), 7.96 (IH, d, J = 8.8). 
8.51 (IH, s). 

Ttm^^^m CsjHa^NsGgSCl -HjO t bX 

t^#M (%) : C. 53.13; H, 5.35; N, 10.33 

MWm (%) : C, 53.13; H. 5.46; N, 10.54 

IIMJ194 

5-(^>^/-1';PT^y)^>:$'>i^ [2-(l-{(2S)-3-[(6-i^PP-2-±:75^;i/);^;i/ 
z|^x;i/]-2-b KP^^^-yPAV-f ;i/}-4-t:^U i^x;i/)-3-:t=^^y-2, 3->?t: Hp 
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-m-^ 5 yvii, 5-c] -i ^ ^^ji 

194a) 4-[5-({[5-K>y-r;uT^y)^>^y-r;W::f+>'}^5^;W-3-:t=^^y 

-IH-r ^^'/il.5-cU^^V'-)W2m-^M \^^^Ji^>-l-:fy}],^>m tert- 
S^»J 185c) T# e> ti;^c4- [5- ( fc: H n 4^ ^ 5^;i/) -3-^^ V - 1 H-f 5 

[1, 5-c]-r ^^y-;i/-2(3H)-'f ;w tfALu >?>-i-:^7;i/3i^>'^ tert-y5^;Ko. 6g) 

<i:5-K>y^;i.T5y)^>i5'>M(0.51g);6^e»^*SMl93a)t|^^{CbT. SIB 

NMR (300MHz. CDCI3) 5 : 1.47 (9H, s), 1.53-1.84 (8H, m), 2.42 (2H, t, J = 
6.9). 2.75 (2H. t. J = 12.3). 3.43 (2H. dt. J = 6.6 and 6.6). 3.99-4.12 
(IH. m), 4.23 (2H. d, J = 11.7). 4.33 (2H. s), 5.37 (2H. s), 6.83 (IH. s), 
6.87 (IH, t, J = 5.1). 7.37-7.50 (3H. m), 7.78-7.82 (2H, m). 
194b) 5-(^>-M)l.T^y)^>^>m [2-(l-{(2S)-3-[(6-^D 0-2-^:75=^ 

;i/) x;i/3jNn;i/] -2- k F a ^^e^y d/\° y -r M-4-fc!^ 1 j i^-ji^) -3-:t^^^y-2. 3-s^ 
h FD-iH-^ $^v[i. 5-c]-r ^^y-;w5-r;w 

^J£M194a)T#e>n;^4-[5-({[5-(^>y>r;^T^7)^>i5^y^;W:t^S>} 
?^^M-Z-:t^V-m-^ ^ i5^y [1. ^'V/-;U-2 (3H)-< ;W tf^U 5^>-l- 

^»Jl74a)T#e>n;/c(2S)-3-[(6-i:7pp-2-^>'5^;i/)X;i<'jjN-;i/]-2-fc: H 
U^iy-fu tr:t->^(0. 38g)cfeJ;t)?HOBt (0. ng)(D-Ji^ u P;>^^>(20niL) <t7-fe h 

- h u ;w (2oinL) (Dm-^mm^^sz (0. 23g) srAp^T^jSTi 5i^rBi56i^jiiif ^. mu 

Vtli^'M^A (@f^X^;P/^iS^y-;p=9/l) X-mmLT. SiB'fb^tKl80mg. 
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NMR (300MHz, CDCI3) (5 : 1.58-1. 83 (6H, m), 1.85-2.00 (2H. m). 2.5 (2H, d, 
J =6.9). 2.69 (IH, dt. J = 12.0, 12.0). 3.08-3.23 (IH. m), 3.41-3.53 (4H. 
m), 3.91 (IH. brs), 4.07-4.20 (2H. m), 4.30 (1.2H, s), 4.34 (0.8H. s). 4.69 
(IH. t, J = 13.5). 4.98-5.08 (IH, m), 5.37 (2H, s), 6.51 (IH, brs), 6.84 
(IH, s), 7.38-7.50 (3H, m), 7.58 (IH, dd, J = 8. 7, 2.1), 7.76-7.80 (2H, 
m). 7.93 (3H, s), 7.94 (IH, d, J = 8.7). 8.49 (IH. s). 
7Lm^¥tm. CjBHagNsOgSCl -Efi t bX 
th^M (%) : C, 57. 33 ; H, 5. 35 ; N. 9. 29 
^"JM (%) : C, 57. 17 ; H, 5. 35 ; N, 9. 24 

IIM195 

3-(y^u;i'T5y)yDtr:^->m[2-(i-{(2S)-3-[(6-^DP-2-^:75^;i/);;^;i/5j^ 
— ;i/]-2-t HD^^v^yp/'^y-f ;i/}-4-tr^U>'-;i/)-3-^4^y-2,3->?h Fn 
-iH-f ^ [1 . 5-c] ■< $ y y-;i/-5— r Jil >^ 

195a) 3- (^5^ U ;i^T ^ y ) ^ D tf :t er t-y^;U 

3-T5 y tf5t->^tert-:;^^;U2MMit(l. 82g) t h UX5^;PT^ > 
(2.SwL)<Dz^^UUyf.^> (SOniL) mW^mh^i^^ y^JV (0. 85g) ^^iKf^T^itT 

NMR (200MHz, CDCI3) <5 : 0. 94 (3H, t, J = 7.4), 1.45 (9H, s). 1.64 (2H, quintet, 
J = 7.4), 2.14 (2H, t, J = 7.4), 2.45 (2H, t, J = 6.0), 3.45 (2H. dt. J 
= 6.0 and 6.0). 

195b) 4- [5- ( { [ (.^-^^ U ;l/T ^ / ) y D tf - :t^zy} J-)V> -l-^^ V-IH- 
-f ^^i/[i,5-c]'i'$i$^\/-;i/-2(3H)— r;W t!^U5^>-l-;j?7;|/7|^>m X%iX-^^ 

>'^ 

^ig^J195a) T#e.tl75:3-(:/5^U;i/T5 y ) hf::r>mtert-:/5^;i/(0. 52g) 
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4-[5-(k Ko:^>'^^;l/)-3-:t4^V-lH— r 5-c] $ r5^\/-;i/-2 (3H)— T 

;w tf^u>?>-i-;^j;u4^>^ te^t-y5^;Ko.6lg)^ckt^'>^^5^;^ray tfUi^ 

> (0. 048g) ©>?iJ7 n D iS' > (30II1L) ^IS^WSC (0. 35g) ^UoX. ^MTl Bl^Ppl^ei^^ 
(0.75g, 70a;)^e^3i5&5^ibT#fco 

NMR (300MHz. CDCl,) (5 : 0.93 (3H, t, J = 7.5), 1.47 (9H. s), 1.54-1.72 (4H. 
.m). 1.86 (2H, d. J = 13.2). 2.16 (2H, t. J = 7.5), 2.58 (2H, t, J = 5.4), 
2.82 (2H. t, J = 12.6), 3.57 (2H ,dt. J = 5. 4 and 5.4), 4.03-4.15 (IH. m). 
4.28 (2H. d. J = 10.5). 4.36 (IH. s), 5.43 (2H, s), 6.84 (IH, s). 
195c) 3-(:7'5^U;UT$y)yDtf:t>m[2-(l-{(2S)-3-[(6-i^nD-2-:^:7^;0 

7.;i/3ts-;w-2-h Hn^>'7'DAy-f ;w-4-tr^U >^x;p)-3-;r^v-2, 3-s^t 

H D-iH— r ^ [1. 5-c]-r ^ 

^Jg^J195b) T# e> tlfc4- [5- ({ [(3->^5^'J JVr^y) t!:tn;i/] :t^->} ^ 
5^;W-3-:^^y-lH-^ $^\/[l, 5-c]-f ^yy-;P-2(3H)-^;W t!^U 
)\^^>W. tert-:/5^;K0.65g)36ie>lliiMl94b)t|WHifcbT. lllBfb'&^jCeOmg. 
7«)^e^i^5i5i:LT#;feo 

NMR (300MHz. CDCI3) 6 : 0.93 (3H, t, J = 7.5). 1.65-1.86 (4H. m). 1.92-2.05 
(2H. m), 2.16 (2H, t. J = 7.5). 2.59 (2H, t, J = 6.3). 2.75 (2H. dt, J = 
13.8 and 13.8), 3.13-3.30 (IH, m), 3.49-3.59 (4H, m), 4.09-4.24 (2H. m), 
4.34 (1.2H, s), 4.38 (0. 8H, s), 4.72 (IH, J = 13.8). 5.07-5.09 (IH, m). 
5.42 (2H, s), 6.84 (IH, s). 7.59 (IH, dd. J = 9.0 and 2.1). 7.94 (3H, s), 
7.96 (IH. d, J = 9.0). 8.51 (IH. s). 
liMiifi^^m. Cj.HsgNsOgSC I • 0. SH^O t bT 
th^^e (%) : C, 54.50; H, 5.46; N, 10.25 
(%) :C. 54.56; H. 5.75; N. 10.19 



ll£S^J196 
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3- (1 - {3- [ (6-^ □ n -2-i- y ^)V) 7s y n tf -4- tr^ U >?r. 

;W-5, 6, 7. 8-^ h 7 k H P-f ^ iS^y [1. 5-a] fcf.U ^BM 

3- (4- tf ^ U v'n;!') -5. 6, 7, 8-5=- h ^ t h* D-f ^ tT U 2 mkm> e>IISS 
^?!l207d) i PJ^itC bT. MB^b-er^i^ (76^) § ^fi^r^ <^: bT#;^o 
NMR (200MZ, DMSO-dg) 6 : 1.42-1.68 (2H, m), 1.68-2.03 (6H. m), 2.47-2.68 
(IH, m), 2.68-2.87 (3H, m), 2.99-3.20 (IH, m), 3.24-3.54 (2H, m), 3.65 (2H, 
t, J = 5.8), 3.88-4.03 (IH, m), 4.14 (2H. t, J = 5.8), 4.31-4.48 (IH, m), 
7.34 (IH, s), 7.73 (IH, dd, J = 8. 8. 2.2), 8.01 (IH, dd, J =8.8, 2.0), 
8.18-8.32 (3H, m), 8.67 (IH, s). 

2- (1- { (2S) -3- [ (6-^57 n u-l-ir y X;!/^^:^; W -2- b F D ^^v-y P /I y 
;W-4-t!^U >^^;P)-5. 7->?p<^;U-l. 2->^t: HP-3H— r S^yCl. 5-c]-< ^a^V 
— ;l/-3-:^> 

197a) 2-(l-^>>?;i/-4-t!^U >^::i;i/)-5. 7->».^5^;V-l. 2-i?fc H n-3H-< ^ y 
V\X, 5-c]-f S^^/-;l/-3-:t> 

2, 4->^p^5^;i'-iH-< 5 i$^y~;i/-5-;)?j;w\';i/7'b H (i. 5g) i^\-^>-j)V-^-\±^ 

U -J>r^>{l. 3g)/5^e»l^m^J69a) iil^ilJCbT. ^I3'ft:'&i^(2. 9g. 74«) ^fi-fe 

PR (300MHz, CDCl3)<5: 1.75-1.85 (4H, m), 2.06-2.17 (4H, m), 2.56 (3H, s). 
2.98 (2H, d, J = 12.0), 3.52 (3H, s), 3.89-4.00 (IH, m), 4.21 (2H, s). 
7.22-7.37 (5H, m). 

197b) 5, 7->^p^^;i/-2-(4-tf^U -J:=.)V)-\, 2->?t HP-3H->r ^^VQ, 5-c]-1' 

||JS^J197a)T?#fe2-(l-^>i^;i/-4-bf^U -JzL)V)-%, l-z^^^JV-l, 2-S^t: H 
P-3H-r ^ [1 , 5-c] -r ^ y y-;p-3-:r > (0. 77g) i)^ ^mmm 1 83g) i: i^m^c L 
T. ^I2<b'&i^(0.53g, 95X)$e^3is»5KtbT#fe. 

NMR (300MHz, CDCI3) <5 : 1.55-1. 75 (2H, m). 1.80-1.87 (2H, m), 2.16 (3H, s). 
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2.57 (3H. s), 2.72 (2H. dt, J = 10.0, 2.6), 3.19 (2H, d, J = 12.0), 3.94-4.11 
(IH, m), 4.23 (2H. s). 

197c) 2-(i-{(2S)-3-[(6-i57on-2-:^-:75";W;;^;i/3i^-;W-2-t: HD^i^yn/t 
7-r;H-4-tf'^U>?-;|/)-5, 7-i^y^^)V-U 2->?t: Hn-3H^-r ^^V[l, 5-c]-r ^ 

mmmim) -r^tsnfes, 7->?^^;i'-2-(4-if^u 5^:r;u)-i. 2-v?t hd-sh- 

BB-fb-a-^CO.SOg, 27Si;)^afe«^7NibT#>feo 

NMR (300MHz, CDCI3) 6 : 1.60-1.86 (2H, m). 1.88-2.15 (2H, m), 2.14 (3H. s), 
2.57 (3H, s). 2.71-2.85 (IH, m), 3.16-3.31 (IH. m), 3.47 (2H. dd. J = 16.5, 
5. 7). 3.75-3.84 (IH. m). 4.07-4.22 (4H. m), 4.71 (IH. t. J = 12.0), 5.03 
(IH, s), 7.58 (IH, dd, J = 9. 0, 2.1), 7.93 (3H, s). 7.95 (IH. d. J = 9.0), 
8.50 (IH, s). 

ytm^^m C25H27N4O5SCI • 1 . 7H20-0. 3EtOAci LT 
(%) :C. 53.51; H, 5.62; N, 9.53 
^MM (%) : C, 53. 65 ; H, 5. 63 ; N, 9. 27 

ll«198 

2- (1- { (2S) -3- [ (6-^ D u-2-i' y ^)V) x;P7fc:n;w -2- \LYu^=i^-:fun^-( 

;W-4-fc!^U>*n;i/)-5-(^ h:^-'>^5^;V)-l,2->?t FP-3H-r ^iS^V'[1.5-c]-r 
^yy-;P-3-:t> 

198a) 4- [5- ({ [ter (S^p^ =y U M -^^iy] 5^;V)-3-:t^y-lH— T ^ 

^1/ [1 , 5-c] ^ (3H) --r ; W tf u >-i -:;!7 >j^^ ;i/ 

^iS^J185a)T#e.n;/S:5-({[tert-r^5^;K>?pt5^;i/) 
;0-2-(4-t!^U i^-;W-l, 2-5^ t: KD-3H-r [1. 5-c] ^ 5 iS^y-;V-3-:t 
> (3. 3g) t h U :£.J-)VT^> (1. 5inL) (^THF(50mL)^^^^ □ D 4=^^ 
(1.5niL)CDTHF(30iiiL)^^SriP;l. m^XXmf^iS^'^Umz.. ^i^^MjEM^b. 
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NMR (200MHz, CDCI3) a : 0.14 (6H. s), 0.92 (9H, s). 1.64 (2H. ddd, J = 12.0. 
12.0 and 4.0), 1.86 (2H, d, J= 9.4). 2.90 (2H, t. J = 12.0), 4.06-4.22 (IH, 
m), 4.28 (2H, s). 4.28-4.39 (2H, m), 4.92 (2H, s), 5.14 (2H. s). 6.81 (IH, 
s), 7.33-7.40 (5H, m). 

198b) 4-[5-(t: h*a4^->^5^;W-3-:r^y-lH-f 5^\/[l, 5-c] 5 ^ 

-2 (siD-r ;W tf^ u z^>-i-:fy)i^:^>m^>z^)V 

^»J198a) T#:fe4-[5-({[tert-r^^;K5^p^5^;V) ->U M :t4^->} ^5^;W-3- 
:f ^ V-lH-r ^ [1, 5-c] ^ 5 ^V-)V-2 (3H) ;W tf ^ U i^y-i-^ jv^>m. 

^>i^)vi4:.6g)f)^i^mmms5c) tmm\zhx. MiB<b-&#»(3.3g, 9435) ^e^jn^ 

NMR (300MHz, CDCl,) <5 : 1.58-1.75 (2H, m). 1.88 (2H, d, J = 11.1), 2.91 (2H, 
t. J = 12.6), 4.06 (IH. t, J = 6.9), 4.07-4.18 (IH. m), 4.30-4.40 (4H. m), 
4.86 (2H, d. J = 6.9). 5.15 (IH. s). 6.78 (IH. t. J = 1.8). 7.29-7.42 (5H. 
m). 

198c) h^zyy<'^M-3-:t^V-m-i ^yVLl,5-cl^ ^^V—JV 

-2 (3H)-'f ;W tf^U i^>-l-:fy)\y^>m^>i^JV 
^2i^Jl98b) T# e. ti;fe4- [5-(t: K vp^5^;W-3-:t^y-lH— T 

[1, 5-c]^ 5yy-;u-2(3H)-r;w tr^^u z^>-i-:^)v^>m^>i^)i^a. 2g) ^tk 

^^k:?- b U ^ A (eox : 0. 072g) ^3»fc?%TTHF (40inL) \Z ^t^^ 3 

^5^;K0. lOmL) =^ilP^T^^aT2B#PBl^^#^-l?feoMj;S^^^^^piaYbT>^-<^A 

7»^{ca^3i^. ^mm^^mL. mm^kmyi^i^m^. m7i^mm^^^->^A 

fc:j;D3|*MbT. @l3fb-&<iK0. 50g, 43a;)<£:e6Ji5»5|ct LT#feo 
NMR (300MHz, CDCI3) 5 : 1. 60-1. 76 (2H, m). 1.87 (2H. d. J = 11.4), 2.90 (2H, 
d, J =11.4), 3.44 (3H, s). 4.07-4.18 (IH, m), 4.28-4.40 (2H, m). 4.29 (2H, 
s), 4.70 (2H. s). 5.13 (2H. s), 6.82 (IH. s). 7.27-7.40 (5H. m). 
198d) 5-(^ h4^'>P<^;i/)-2-(4-tf^«J>*-;P)-l,2->?t HP-3H-'f ^^\/ 
[1 , 5-c] -r ^ y'/'~)l-Z-:t > 
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98c) -vn e. nfe4- [5- i^h^y^^ =^)V) -z-^^ v-iH— r ^ [i , s-c] 

(1 OOmg) ^ y — (30mL) ^t^^^tr7fc^llffl^T^^aTl 5^ 
^^>6i#ii'lffcc ^iiS^^ir^'T hS:ffiViT53©b, ^?S<£MJBEiS$lSUT. ^l3Yk 

NMR (200MHz, CD,OD) (5 : 2.10-2.22 (4H, m), 3.10-3.25 (2H, m), 3.33 (3H, s), 
3.47 (3H, s). 3.54 (2H, d. J = 12.6), 4.10-4.30 (IH, m). 4.65 (2H, s). 7.20 
(IH. s). 

198e) 2-(l-{(2S)-3-[(6-^^DD-2-:?-:75^JW7.;i/7}N-;W-2-t: \^U^-^^un 

/-r;i'}-4-tf^u >?r.;!/)-5-(p^ b^->^5^;i/)-i. 2-j\l \^u-z^~^^yv 

[1. 5-c3 -f ^ yy-;U-3-::*-> 

||»J198d)T#&nfe5-(p^ h^>-^5=-;i/)-2-(4-tr^U ':^::i;i')-l, 2-e^b 1^ 
o-3H-r ^i5^^/[l. 5-c]-f ai^'V-Jlz-S-rtXC. 3Og);?)^e>IISS0ill91e) tlDiifcb 

MB-fk^tlCSeing, 5X)^a-6l&7^<hbT#5to 
NMR (300MHz, CDCI3) 5: 1.61-1.83 (2H, m), 1.93-2.05 (2H, m). 2.71-2.84 (IH, 
m), 3.15-3.27 (IH. m), 3.27- 3.52 (2H, m), 3.46 (3H, s), 3.72-3.90 (IH, 
m), 4.08-4.28 (2H. m). 4.31 (1.2H, s), 4.35 (0. 8H. s). 4.65-4.80 (IH. m). 
4.72 (2H, s), 5.00-5.08 (IH, m), 6.85 (IH, s), 7.60 (IH, dd. J = 9. 0; 2.1), 
7.95 (3H, s), 7.96 (IH, d. J = 9.0), 8.51 (IH, s). 
ym^^m. C25H„N406SC1 • 0. 5H3O ^ bT 
th^{il (%) :C, 54.00 ; H, 5.08; N, 10.08 

mmm. {%) :c, 54.24; h, 5.15; n, 10.21 

IIWJ199 

3_ (^Nr^th / -r ;Pr ^ / ) :/D fc!::^ >m [2- (1- { (2S) -3- [ (6-^ D U-l-^y^)V) X 
-2- h KP:^^5^yDAy-r;W-4-tf^U5^— ;W-3-:^=^^y-2,3->'t 1^ 

□-iH-r a [1 , 5-c] a M ^)\^ 

1 99a) 3- (^^1J- y -r ;i/T a / ) y n tf >mt er t-::/'5^;i/ 
3-T 5 y :/n tfrt >mt er t-:/5^;w 2 ii^itd . 82g) tmit^^ii-y^ ;Ki . Ig) 
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t^^mmmma.) tmm\zvx. mt^it^i^a. 5g, ^m^rnvt^ti^x^r^o 

NMR (300MHz. CDC 1 3) (5 : 0. 89 (3H. t. J = 6.9), 1.23-1.35 (4H, m). 1.45 (9H, 
s). 1. 56-1. 66 (2H, m), 2.15 (2H, t. J = 7.8), 2.44 (2H. t, J = 6.3). 3.47 
(2H. dt, J = 6.3, 6.3), 6.07 (IH. brs). 

199b) 4-[5-({[3-(^^-y-y-f;P7'^/)yntr:m;W:t=^^v}^5^;W-3-:t=^^V 
-IH-r ^i5^y[1.5-c]-r^^V-;P-2(3H)— r;W t!^U>^>-l-^;W7|?>^ tert- 

^li^J199a) 7?#e,n;fe3-(^^U-y-r;WT$ y ) :/D kr:t>i^tert->^5^;i. 
(0. 60g) i:^»Jl 85c) T# & tlTc^- [5- (b F D ^ ^;i/) -3-pf ^y-lH— T $ ^ 

NMR (300MHz, CDCI3) 5 : 0.86 (3H, t, J = 6. 9). 1.23-1. 29 (4H, m). 1.45 (9H. 
s). 1.57-1.68 (4H. m). 1.84 (2H, d. J = 12.0). 2.15 (2H. t. J =7.5). 2.56 
(2H. t. J = 8.4). 2.80 (2H, t, J = 13.5). 3.51-3.59 (2H. nO. 4.01-4.14 (IH. 
m). 4.25 (2H, d, J = 10.5). 4.34 (2H. s). 5.41 (2H. s). 6.82 (IH, s). 
1 99c) 3- (^^tJ- y ^ / ) y P If :^ >m [2- (1 - { (2S) -3- [ (6-i^ P P-2-:^ y 

x;V7|n - ; w -2- k H p 5^ >^P/ w -r M -4- fc!^ g 5^ - ;i/) -3-:^-^ V-2. 3- 

v^k H p-iH-r ^ y^/iu 5-c] -r 5 iS^v~;v-5-< ;w 

^MMl 99b) T# ^ tlfe4- [5- ( { [3- C^^IJ- y-r;i^T$/)yD tf 
>-} ^5^;W-3-:t^ V-lH-f $ [1, 5-c] ^ (3H) ;W tf^ U 

-i-:*j;i/7}^>^ tert->*'5^;i/(o.40g)^ie.^ii^«Ji94b)iN^tt::bT^ mm^t-^m 
(0.15. 2i«)^efiii5i;^5^tbT#;'tc 

NMR (300MHz. CDCI3) 6 : 0.89 (3H, t. J = 6.9), 1.26-1.35 (4H, m), 1.57-1.67 
(2H, m), 1.70-1.87 (2H. m), 1.96-2.07 (2H, m), 2.17 (2H. t. J = 7.5). 2.59 
(2H, t, J = 6.0), 2.71-2.85 (IH, m). 3.17-3.32 (IH, m), 3.45-3.60 (4H. m). 
3.69-3.88 (IH, m), 3.17-3.32 (IH. m). 3.45-3.60 (4H. m). 3.69-3.88 (IH. 
m), 4.09-4.26 (2H. m). 4.35 (1.4H. s). 4.39 (0. 6H. s). 4.69-4.80 (IH. m). 
5.03-5.09 (IH. m), 5.44 (2H, s). 6.76 (IH. brs), 6.85 (IH, s), 7.60 (IH, 
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dd, J = 9.0, 1.8). 7.95 (3H, s), 7.96 (IH. d, J 

iirWm (%) : C, 55. 03 ; H, 5. 88 ; N. 9. 72 
(%) :C, 55.13; H. e.Ol; N, 9.84 

5 

IIM^J200 

3- (N-X5^;V-N-y a \±^-)VT ^ y ) y n tf:t >m [2- (l - { (2S) -3- [ (6-:^ D D-2- 

x;P5jN-;W-2-b H n^e^y D AV ;W-4- tf^ U -3-:r^y 

-2, 3-5^ fc H D-lH-f 5 ^^JW, 5-c] ^ ^ >5^>/-;i.-5-^;i,] 
10 200a) 3-(X5^;i/T^y)yDtf:t>i^tert-:/5^;i/ 

T ^ U ter t-::^5^;i/ (5. Og) ®THF (30mL) ^^fCX^^;!/^ 5 >©2. OMTHF^Jge 
(30niL)^iD;l. ^MT3Blfe^3^>>#^i1f7S:. ^J^^<&Mffiig«ilL> ^gi^^^S-ftS/ 
U;«7y;i/;^9A (^^^•y->-@^mx5";i/=l9/iy6^e)l/4) {CcfcDM^LT. MB<b 

(4. 9g, 73^) •^m.'mm&it. LT#;to 

15 NMR (300MHz. CDCI3) d : 1.11 (3H, t, J = 6.9), 1.45 (9H. s). 2.44 (2H. t. 
J = 6.6), 2.66 (2H. q, J = 6.9), 2.84 (2H. t, J = 6.6). 
200b) 3-(N-X5^;l/-N-yD tf ;f x;i/T.$ /) T^D tr=f >^tert-::f^;p 

^JfiM200a)T#6n;^3-(X5^;i/T^ y) t!^>^tert-:7'5^;Kl. Og) t.m. 
^b>^D/W-r;K0.67g);^)ie»^»J195a)t|S|:mtbT> MIBYb-^^; (1 . 2g, 9151;) 

20 Si^fe?ftJKi^<i:bTf#feo 

NMR (300MHz, CDCI3) (5 : 1,15 (3H. t. J = 7.5), 1.17 (3H, t, J = 7.5), 1.44 
(5.5H. s). 1.45 (3.5H, s). 2.32 (1.2H, q, J = 7.5), 2.36 (0. 8H. q, J = 7.5), 
2.46-2.54 (2H, m). 3.31-3.41 (2H. m), 3.55 (2H, t. J = 7.5). 

200c) 4- [5- ( { [3- (N-x5^;i/-N-:/p \i^:=.)\,y 5 / ) y n tf :t x ;w M ^ ^ 
25 M-i-^^v-m-^^^^jw, s-cj-f $i5^\/-;u-2 (3H)-r;w tf-^u i^>-\-ti )V 

xK>M tert-:7*5^;i/ 

^iSM200b)T#e.ti;t3-(N-X5^;l/-N->^D tf:tx;UT^ y) :/d tf:t>^ 
tert-:/5^;K0.40g) t^J£^J185c)Tf#e»n;fe4-[5-(h Ko^>'^5^;i.)-3-:r+ 

y-iH-r ^^y[i,5-c]'r$i5^y-;i/-2(3H)-r;w 
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NMR (300MHz, CDCI3) 5 : 1.07-1.20 (6H. m), 1.47 (9H. s), 1.59-1.72 (2H, m), 
1.87 (2H, d, J = 11.4), 2.28-2.37 (2H. m). 2.60-2.69 (2H. m), 2.83 (2H, 
t, J = 12.0), 3.36 (2H, t, J = 7.2. 7.2), 3.56-3. 63 (2H, m), 4.04-4.15 (IH, 
m). 4.27 (2H, d, J = 12.6). 4.36-4.39 (2H. m), 5.36 (1.2H. s), 5.40 (0. 8H, 
s), 6.85 (0.6H, s), 6.87 (0.4H. s). 

200d) 3-(N-X5^;i/-N-:/Ptf:r— ;VT^ y):/n t!:t>m[2-(l-{(2S)-3-C(6-i^ 

pn-2-:^:7^;i/)7;;i/7h:-;i/]-2-t: HD^s^yaAV-f ;W-4-bf^US^-;W-3- 

■ ^WJ200c) Ttf e.nfe4- [5- ({ [3- (N-X5';i'-N-y P \L^-)VT ^ / ) ^ P tf ^ 
n;i/]:^:^>'}^^;0-3-:t^V-lH-r ^i$^y[l, 5-c] ^ i$^y-;l'-2 (3H) 
\f.^^)z?>-\-t5)Vi^ym. tert->^5^;K0.45g);^>^e>^»J194b) tnmzVX.M 

mt^m (0. 1 7g. 42^) ^ B^mM t bT#feo 

NMR (300MHz, CDCI3) 6 : 1.07-1.18 (6H. m), 1.66-1.90 (2H, m). 1.92-2.08 (2H, 
m), 2.28-2.36 (2H, m), 2.63-2.88 (3H, m). 3.25-3.30 (IH. m), 3.35 (2H, q, 
J = 7.2), 3.45-3.63 (4H, m). 3.74-3.94 (IH, m), 4.08-4.28 (2H, m), 4.33 
(1.4H, s), 4.36 (0.6H, s), 4.65-4.83 (IH, m), .4. 98-5. 10 (IH, m), 5.37 (1.4H, 
s), 5.41 (0.6H, s), 6.87 (IH, s), 7.60 (IH, dd, J = 8. 7, 1.4), 7.94 (3H, 
s), 7.95 (IH, d, J = 8.7), 8.51 (IH, s). 
7C^^*lf M CjjHggNsOgSC 1 • 2H2O «h b T 
Wcnm (%) :C, 53.07 ; H, 5.85; N, 9.67 
UMi (%) : C, 53.37; H. 5.75; N, 9.68 

IIWJ201 

3- (N- U ;i/-N-X5^;l/T 5 y ) :7°P tf :r [2- (1 - { (2S) -3- [ (6-^7 P P-2-:^ y 

5^;i/)x;i/Ji^x;w-2-t KP4^v'yPAV-r;i/}-4-t!^U >^x;w-3-:^^y-2, 3- 
fc h* p-iH-f 5 [1 , 5-c] -f 5 y y-; W5->r ;w >^ 

201a) 3-(N-y5^U;i/-N-X5^;W7^ y) :/p h::t>mteTt-f'^Jl 
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^W!)2ooa) -e# e> nrcz- (x5^;vt ^ y ) :/n tr^t t er t--^^jv (uog)tm 

NMR (300MHz, CDCls)..5 : 0.93-1.02 (3H, m), l.U (1.2H, t, J = 7.2). 1.17 
(1.8H, t, J = 7.2), 1.44 (5H, s), 1.46 (3H. s), 1.63-1.74 (2H, m), 2.25-2.33 
(2H, m), 2.41-2.54 (2H, nO, 3.32-3.41 (2H, m). 3.54 (2H, t, J = 6.9). 
201b) 4- [5- ({ [3- (N-:/^ U ;U-N-X^;i/T ^ / ) T'a t!:e*:i;i/] :t^z^} :^ 5^ 
)l) -2-:t^V-\n-^ ^ [1, 5-c] 5 ^V^-;^-2 (3H) --T ;u] tf ^ U i^>-l-:^;l/ 
3j^>m tert--;^5^;i/ 

|IWJ201a)-r#e.n;^3-(N-y5^U ;U-N-X5^;i/T^ /) yn fc!pr>mtert-:f 
^;K0. 40g) <i:^MMl85c)T#&ti;fe4-[5-(t: HD4^>'^5^;u)-3-:r=¥V-lH-l' 

^ ^\/[i, 5-c]-< $^y-;w2(3H)-r;v] tf^U >?>-i-;jt7;i'3}^>m tert-:f5^;v 
(o.5og):^^e>^Mfyi95b) tmm\zvx. mmit'^^^B^B^iQ.^ig. n%)tv 

NMR (300MHz, CDCI3) (5 : 0.94 (3H, t, J = 7.5), 1.09 (1.2H, t, J = 6.9), 1.18 
(1.8H, t, J = 6.9), 1.47 (9H, s), 1.58-1.71 (4H, m), 1.87 (2H, d. J = 10.8), 
2.24-2.30 (2H, m), 2.61-2.69 (2H, m), 2.83 (2H, t, J = 12.6), 3.31-3.40 
(2H. m), 3. 56-3.63 (2H, m), 4.05-4.13 (IH. m). 4.27 (2H. d. J = 10.8), 
4.34-4.39 (2H, m), 5.36 (1.2H, s), 5.40 (0. 8H, s), 6.85 (0. 6H, s), 6.87 
(0.4H, s). 

201c) 3- (N-:/5^ U ;W-N-X^;i/T ^ / ) y D t!:t >^ [2- (1- { (2S) -3- [ (6-^^ n P 

-2--^ y 5^;i/) x;i/3j^x;i/] -2- 1 H p ^^s^t'd / w -r -4- tf ^ U >>^x;i/) -3-:t^ 
v-2. 3->?k HP-iH-r ^iJ^y [1, s-cl-r ^i$^y-;i/-5-f ;W 

^J|^J20 1 b) T# 6> nfc4- [5- ( { C3- (N-r^5" U ;i/-N-X^;l/T ^ / ) :/P tf X 

;W:t4^>^}p<5^;w-3-:*-4^v-iH-'r ci, 5-c]-r $yy-;u-2(3H)-'f ;w tf 
^^j-:^>-\-:^jv^>m teTt-:f^)P(o.54g)A^^mmmmb)tmmizvx.mm 

<[:'^miO. 18g. 255K) ^mm^^^t l^xmco 

NMR (300MHz, CDCl,) 6 : 0.94 (3H. t. J =7.2), 1.90-2.09 (2H, m). 2.24-2.30 
(2H, m), 2.61-2.88 (3H, m), 3.15-3.40 (2H, m). 3.44-3.64 (4H, m), 3.72-3.91 
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(IH. nO, 4.10-4.27 (2H, m), 4.30-4.38 (2H, m), 4.68-4.83 (IH, m). 4.98-5.13 

OH. m), 5.37 (1.4H. s). 5.41 (0. 6H, s), 6.87 (IH. s), 7.60 (IH, dd, J = 

8.7 and 2.1), 7.95 (3H, s), 7.96 (IH, d, J = 8.7). 8.51 (IH. s). 

W\-m^ (%) : C, 55. 03 ; H, 5. 88 ; N, 9. 72 
(%) :C, 54.95; H, 6.06; N, 9.73 



||jg^J202 

3- (N-T-fe^;i/-N-^^;VT 5 y ) y D tr:^>m [2- (l- { (2S) -3- [ (6-^ P U-2-')-y 
5^;W7.;V>i^:i;W-2-t: FD^>'ynA/-rM-4-lf^U i^— ;i/)-3-^^V-2,3- 

>^b HD-iH-r 5j5^y[i. 5-c]-r ^yi/-;v-5— r;w^5^;v 

202a) 3-(p^5^;i/T$/)7'nt!::r>mtert-:/5^;i/ 
Ti7 "JJP^ tert-:/^;K5. Og) i;^5^;i/T5 >(30inL)/^>^e>^MW0a) 

NMR (300MHz, CDCI3) 5 : 1.43 (9H, s), 2.40 (3H, s), 2.40 (2H, t, J = 8.4), 
2.78 (2H, t, J = 8.4). 

202b) 3-(N-T-fe^;i'-N-^^;UTa y)7'n t!:^>^tert-:/^;u 
.^Sfi^y202a)*C'#&nfc3-(^5^;i/Ta 7) :/P H:t>mtert--7'^;K0. 90g) i 

mhTt^jvio. 50g)j{iie»iijSMi95a) Lmm\zi^x. mmt^m a. og, 
n^vt<^hvx%r:Lo 

NMR (300MHz, CDCI3) 5 : 1.45 (6H, s), 1.46 (3H, s), 2.07 (2H, s), 2.14 (IH, 
s), 2.49 (2H, t, J =6.9), 2.91 (1.2H, s), 3.03 (1.8H, s), 3. 56-3.62 (2H, 
m). 

202c) 4- [5- ( { [3- (N-T-fe^;l/-N-;< ^;l/T 5,y)zfu \f:i--M ^ 9- 

;W-3-:f ^rV-lH-r 5i5^^/[l, 5-c] ■< 5 ^ y-;W2 (3H) ;H tf^U -:?>-l-tlJ]^ 
^>m tert-:/5^;i/ 

^ii^j202b) xn^ntcz- (N-T-fe5^;i/-N-p^^;pT a y ) y a >mter t-^ 

^;K0.40g) t^SS^J185c)-e#e»tlfe4-[5-(t H□^'>>^^;^)-3-:t^V-lH-1' 
a ^ V [1 , 5-c] 5 yV'-)V-2 (3H) --r ; W tr^ u >^ >-i >^ t er t-:>^^;u 
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(0. 50g) -fy^^mmmmb) tmm^z Lxmmt-^^ (o. 40g. m)^m^Bmh 

NMR (300MHz. CDCI3) 6 : 1.45 (9H. s), 1.56-1. 73 (2H, m). 1.85 (2H. d. J = 
12.0), 2.03 (2H. s). 2.07 (IH. s), 2.55-2.68 (2H. m). 2.80 (IH, s), 2.86 
(2H, s), 2.98-3.05 (2H, m), 3. 55-3.69 (2H, m). 3.98-4.17 (IH, m). 4.18-4.32 
(2H. m). 4.33 (2H, s). 5.37 (2H, s), 6.85 (IH, s). 

202d) 3- iH-y-t^Jl-li-^ =^)Vr ^ y ) y n tf :t >m [2- (1- { (2S) -3- [ (6-i57 D D 

-i-^y^M x;I/3Jn - ; w -2- 1 H d 4^ d y -r -4- tf ^ u )Vi -z-:^^ 
V-2, k F a-iH-Y 5 y y [1 , 5-c] -r 5 i$^^/-;i/-5— r M 

^»J202c) 1?# e,nfe4- [5- ( { [3- (N-T-k5';i'-N-^ 5^;|/T 5 7)^0 tfrTr: 
;W :t^zy} P<9^;i/)-3-:t+ V-lH-r ^ yVLh 5-c] 5 iS^V/-;P-2 (3H)-1' ;W hT 
^ U z^>-l-:fy)l^ >m tert-^^)]y (0. 35g) f)^ e»||»Jl 94b) t bT, ®i5 

-fb-^tj (5mg, i«) § m-^BMxmrc. 

NMR (300MHz. CDCI3) 6 : 1.60-1.88 (2H. m). 1.92-2.10 (5H, m). 2.65 (2H, t, 
J = 6.9). 2.70-2.84 (IH, m). 2.88 (IH, s), 3.05 (IH, s), 3.14-3.34 (IH. 
m), 3.44-3.55 (2H, m). 3.64 (2H. t. J = 7.2), 3.74-3.98 (IH. m), 4.08-4.28 
(2H, m), 4.30-4.43 (2H, m), 4.66-4.83 (IH, m), 5.00-5.10 (IH. m), 5.38 (1.4H, 
s). 5.41 (0.6H, s). 6.87 (IH. s). 7.60 (IH, dd, J = 9. 0, 1. 8), 7. 95 (3H, 
s), 7.96 (IH, d. J = 9.0), 8.51 (IH. s). 

mmm2oz 

3- (N-T-k5^;i/-N-X5^;i/T $ y ) Zfu }d:t>m [2- (1- { (2S) -3- [ (6-i> D 

^)V) 7.)Vi^ZLM -2- 1 H D 4^ v^T'D y -r ;W -4- tf ^ U -J:=.)V> -3-;#-4^ v-2, 3- 

D-iH-f a ^'/W , 5-c] -r 5 y\/-;i'-5-r M y 

203a) 3-(N-Tir5^;WN-X5^;i/y$/)yDtf::e->mtert-:/5^;i/ 
^»J200a)T#e.n;^3-(X5^;i/T$y):/D tf:r>^tert-7'5^;Kl.0g)<hl^ 

^mvtmti^xmco 

NMR (300MHz. CDCl,) 6 : 1.12 (1.4H, t, J = 7.2). 1.18 (1.6H, t. J = 7.2). 
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1.44 (5H, s). 1.46 (4H, s). 2.08 (1.8H. s), 2.12 (1.2H. s). 2.50 (2H, q. 
J = 7.2), 3.37 (2H, quintet, J = 7.2), 3.55 (2H, t, J = 7.2). 
. 203b) 4-[5-({[3-(N-Til5^;i/-N-X5";VT5y):/Dtf:t-;i/]:t4^Mp^5" 

;w-3-:t^ v-iH-r 5 yvh, 5-c] -f 5 (3H)-r ;w tr^ u >>>-i-ti )i 

^MM203a)7?#e>nfe3-(N-T-t:^;P-N-X^;i/TS /) tr:t>mtert-:/ 
5^;K0. 40g) <h^»J185c)Tf#e.n;^4-[5-(t Kn4^v'A5^;i/)-3-:t^y-lH-< 

^yy[i.5-c]-r5^\/'-;p-2(3H)-<;wtr^»j$^>-i-;^7;i.3j?>^ tert-:/^;v 
(o.50g):fy^^mmmmh) tmmi:LVx. MiB<b-&%(o.27g, m)^m'&B^tv 

NMR (300MHz, CDCIj) 6 : 1.10 (IH, t, J = 7.2), 1.17 (2H, t. J = 7.2), 1.48 
(9H, s). 1.55-1.72 (2H, m), 1.83-1.93 (2H, m), 2.07 (2H, s), 2.08 (IH. s), 
2.61-2.70 (2H. m). 2.83 (2H, t. J = 12.3), 3.31-3.40 (2H. m). 3.56-3.64 
(2H. m). 4.05- 4.16 (IH, m). 4.21-4.33 (2H, m), 4.35 (2H, s), 5.37 (1.3H. 
s). 5.41 (0.7H. s). 6.87 (0. 6H, s), 6.88 (0.4H, s). 
203c) 3- (N-r •k5^;U-N-X5^;i/T ^y)Zfn\f:t>m [2- (1- { (2S) -3- [ (6-^ P D 

-2-:?-:75^jl/)x;P7i^n;i/]-2-t HD^v7'nAV-r;U}-4-if^U z^=-M-i-^^ 
y-2, 3-5^ k K D-iH-r $ [1 , 5-c] < 5 ; W >^^JV 

^JS«nj203b)T#6tlfe4-[5-({[3-(N-Tir^;WN-X5^;i'T^ 7)yD tr:tx 
. ;W:t^Mp^5^;i/)-3-:^^y-lH-l* ^^?/[l, 5-c] 5 ^ y-;i/-2 (3H) JVl tf 

NMR (300MHz, CDCI3) 6 : 1. 09 (IH. t, J = 7. 2), 1. 17 (2H, t, J = 7. 2), 1. 60-1. 86 
(2H, ffl), 1.90-2.06 (2H. m). 2.07 (2H. s), 2.08 (IH, s), 2.61-2.85 (3H. m), 
3.17-3.40 (3H. m), 3.45-3.65 (4H, m), 3.80-4.01 (IH, m), 4.09-4.27 (2H. 
m), 4.30-4.40 (2H. m), 4.98-5.10 (IH, m), 4.65-4.80 (IH, m), 5.37 (L4H, 
s), 5.41 (0.6H. s), 6.87 (IH, s), 7.60 (IH, dd, J = 9.0, 2.1), 7.94 (3H. 
s), 7.96 (IH, d. J = 9.0), 8.51 (IH, s). 
TcM^^i^ Cs.HseNsOgSCI • 2. 5H,0i: bT 
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tfM (%) : C, 51.77; H, 5.75; N, 9.74 

mmm (%) :c, 51.55; h, 5.58; n. 9.72 

11^011204 

3- (N- U ;i/-N-p< ^ y ) y D tf :r >m [2- (1- { (2S) -3- [ (6-^ U 

^;i/)x;i/3}N-;i/]-2-b FDc^^>'yp/\v-r;W-4-tf^U i^:=-Ji')-z-^^v-2,i- 

Hn-iH-f $^!/[i, 5-c]-r 5r$^y-;i/-5-r;w 
204a) 3-(N-:/5^u;i/-N-^5^;i/T^ /) T'n tf:r>mtert-:/^;i/ 

^»!j202a) T# e>n;^3- 5^;i/T B.y)yn \d:t>mteTt-y''^)V (0. 90g) ^ 

NMR (300MHz, CDCI3) 5 : 0.96 (3H, t. J =7.2), 1.44 (6H, s), 1.46 (3H, s), 
1. 62-1.74 (2H, m), 2.27 (1.2H, t, J = 7.5), 2.34 (0. 8H, t, J = 7.5), 2.49 
(2H. t, J = 7.2), 2.92 (1.2H, s), 3.02 (1.8H, s). 3.56-3.63 (2H, m). 
204b) 4-[5-({[3-(N-::^5^U;i/-N-^5^;i/T5 /)'fa}d^-)U]^^i^} 

^>m tert-y^^;!/ 

^JSf!I204a) T#e> tlfeS- (N-^^^ U ;i/-N-p< ^JUT ^ 7 ) ^ O tf:^ ^^ter t-^ 
5^;K0. 50g) <i:^M^J185c)T#e>n;/^4-[5-(h Hn^v^p^^^jW-S-rt^V-lH-f 

^^Vli, 5-c] -r ^ i$^y-;w-2 m-^M tr^ U >^>-i-:^i7;P3}^>^ tert-:;^g^;i/ 

NMR (300MHz, CDCI3) 5 : 0.94 (3H, t, J = 7.4), 1.47 (9H, s), 1. 54-1.78 (4H. 
m). 1.80-1.91 (2H, m), 2.21-2.30 (2H, m), 2. 56-2.68 (2H, m), 2.70-2.90 (2H, 
m), 2.89 (IH, s). 3.03 (2H. s). 3. 56-3.69 (2H. m), 4.00-4.18 (IH, m), 
4.19-4.35 (2H, m), 4.33 (2H, s), 5.37 (1.4H, s), 5.40 (0. 6H, s). 6.85 (IH, 
s). 

204c) 3- (N-y 5^ U ;|/-N-^ ^Jl^T 5 ^ ) ^ D tf :;t >^ [2- (1 - { (2S) -3- [ (6-^? D □ 

-z-i- y j-)V> ; W -2- 1 K d o / 1 y -r ;p} -4- tr^ U >?r:;i/) -3-:^^ 
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v-2. K p-iH-r ^ [1. 5-c] -1- 5 ^y-;v-5-f ;w 

;W^^>'} /^;w)-3-:t^y-iH-f 5-c]-r Si$^y-;i'-2(3H)-r;w tf 

^ , J 5^>-i-:^7;i'4^>M tert-:f^)V (0. SOg) e.llM^J194b) i l^ilJc: bT. @IB 
'fb'&^l (5 5mg. 8«) ^ SfeJ^Ti? bT^fco 

NMR (300MHz, CDCI3) 6: 0.94 (3H, t, J = 6.9). 1.56-1.89 (4H, m), 1.92-2.10 
(2H. m). 2.22-2. 29 (2H, m). 2.64 (2H. t, J = 6.9). 2.68-2.82 (IH, m). 2.89 
(IH, s), 3.03 (2H. s). 3.12-3.26 (IH. m), 3.45-3.55 (2H. m). 3.64 (2H. t. 
J = 6.9), 4.10-4.23 (2H, m), 4.32-4.40 (2H, m), 4.65-4.80 (IH, m), 5.01-5.08 
(IH, m), 5.37 (1.4H, s), 5.40 (0.6H, s), 6.87 (IH, s). 7.59 (IH, dd, J = 
9.0, 2.1), 7.94 (3H. s). 7.96 (IH. d. J = 9.0), 8.51 (IH, s). 

Ttm^mm cawci -HjO t vx 

mm$. (%) :C, 54.42 ; H, 5.71; N, 9.92 
(%) : C, 54.61; H. 5.71; N. 9.69 

^WJ205 

3_ (N-/\=^^-tf- y -i ;i/-N->^ 5^;i/T ^ y ) T'n tf :t >BI [2- (l-{ (2S) -3- [(6-t^ D P-2- 

^:75^;Wx;i/3i^::i;W-2-t Fu^>'yoAV-r;i/}-4-tf^'ji^:i;W-3-;r^v 
-2. 3->? b K D-iH-< $ [1 , 5-c] -r a ;w ^ 

205a) 3- (N-^=^iJ-y '1';V-N-^5^;VT tr:t>mter t-:/9=-;V 
||»J202a)T#e»n:fe3-(^5^;WTS/)yPtf:t>mtert-:;^^;K0.90g)fc 

l|['ft:^^1ty-r;K0.85g):/&^&^}g^i)l95a)i|SIiltc:bT, MI2'fb'&#l(1.2g, 83«) 

NMR (300MHz, CDCl,) 6 : 0.90 (3H, t. J = 6.9). 1.31-1.39 (4H, m), 1.44 (6H, 
s), 1.45 (3H. s), 1.57-1.69 (2H. m), 2.30 (1,2H, t, J = 7.5), 2.35 (0.8H, 
t, J = 7.5). 2.48 (2H, t, J = 6.9), 2.91 (1.2H. s), 3.02 (1.8H. s), 3.56-3.62 
(2H, m). 

205b) 4- [5- ( { C3- (N-^^-y- ^ JWN-p^ ^)Vr B.y)^U }d-t=:^M ->} ^ 
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tert-y5^;K0. 50g) i^M^J185c)T#e>ti;fe4-[5-(h }^U^>':A^)V)-3-:t^ 

v-m-^s.i$r^/[i. s-cj-f ^yv~;p-2(3H)-r;W tf^u z^>-i-:ti)i^>m. 

iert-^^jiio. ug)^^>bmmmmh) tmmizVT. mmt^mio. 3ig. Z7%) srs 

NMR (200MHz, CDCI,) 5 : 0.87 (3H. t. J = 6.6). 1.26-1.35 (4H, m). 1.45 (9H. 
s), 1.51-1.72 (2H. m), 1.76-1.87 (2H, nO. 2.24 (2H, t. J = 7.6), 2.61 (2H, 
t, J = 6.8), 2.80 (2H, t, J = 12.0), 3.61 (2H, t, J = 7.0), 3.99-4.15 (IH, 
m), 4.21-4.32 (2H, m), 4.32 (2H, s), 5.34 (1.4H, s), 5.38 (0. 6H, s). 6.83 
(IH, s). 

205c) 3- (N-^;^1J- / ;i/-N-^ ^Jl^T ^y):fu\d:t>m [2- (1- { (2S) -3- [ (Q-^ 

a u-2-^y^)V) 7s)V^-)V\ -2- 1 F n 4^ 5/:/D/ w -f ;W -4- hf ^ u -j-)V) -3- 

:t^'J-l, 3->^h K D-lH-r ^ i5^y [1, 5-c] 5 i5^V-;i/-5-r )V] 
^JfiM205b) T# 6>n:fc4- [5- ( { [3- (N-^4^t)-/ -f )V-^-:^^)VT 5 7 ) y P tf::^- 
rt^M ^^;i/)-3-:t+y-lH-r ^ ^VU, 5-c] -( 5 d^V-)V-2 (3H)-r )V\ 
}d^^)i^>-\-ij)Vi^>m tert->^^;K0.30g)j5>6.^»J194b)a:|^^tJc:LT>M 

LCMS (M+r) 716 
IIJSM206 

3- (N-T-ir^;U-N-:/D tf ;i/T ^ / ) :/n tfrt >^ [2- (1- { (2S) -3- [ (6-i^ D n-2-^ 
yf-M -2- 1: H P^^S^y d;i / < )V] -4- 1!^ U >^-;U) -3-:*-^ y 

-2. 3-S^t: K P-lH-i- ^ ^Vil, 5-c] 5 )V]^=^)V 
206a) 3-(:/P tf;UT5 /) ^P \l^>miQr\-zr=f')V 
7^ ^))Vm. tert->^5=-;K5. Og) 0THF(4OmL)^^tc:/P tf;PT^ > (2. 8g) ^jJD 

(^^tl->5&ie»^^'y->-@^®?x^;i/=3/2) fc:J;t)3lt]^bT. MI5'fb'&#> 

(o.69g, \m^u^mmiit.\^x%ti. 
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NMR (300MHz. CDCI3) 5 : 0.92 (3H, t, J = 7,5), 1.45 (9H. s), 1.46-1. 55 (2H, 
m), 2.43 (2H, t, J = 6.6). 2.58 (2H. t, J = 7.5). 2.83 (2H. t, J = 6.6). 
206b) 3-(N-Tir^;W-N-:/P tf;i/T^ /) tf:t>^tert-:/^;i/ 
SIM^J206a) Tf#e.nfe3-(yp tf;PT^ /) tf:t>^tert-::^5^;K0. 69g) 

NMR (300MHz, CDCI3) (5 : 0.89 (IH, t, J = 7.5). 0.92 (2H, t, J = 7.5). 1.43 
(6H, s). 1.46 (3H, s). 1.50-1.67 (2H, m). 2.07 (2H, s). 2.12 (IH. s), 2.48 
(0.7H, t, J = 7.0), 2.52 (1.3H, t, J = 7.0), 3.20-3.31 (2H, m), 3.55 (2H, 
t. J = 7.0). 

206c) 4-[5-({[3-(N-T-fe^;i'-N-yD hf;i/T5 /) }d:t=l)Ul:t^zy} 

;v)-3-:r^y-iH-r a^y[i, 5-ci^^^'/-)V-2m-^M tr^u >?>-i-:^;i/ 

tert-y^;l/ 

||»J206b) xn^nrcZ- (N-r-fe5^;V-N-y D t!;i/T ^ y ) T'n tfrt ^mter t- 
:/^;K0.60g) i:SIM^J185c)T#e.tlfe4-[5-(h: FD^S^^^;^)-3-:^+y-lH- 
'^ 5i5^\/[l, S-cJ-r 5^^/— ;i'-2(3H) tf^U S^>-l-:^J\^'^>m tert-::^^ 
;i/(0.54g)>&^e,^M^J195b)^|RliltCUT. MIB'fb'&Jl^ (0. 66g. 84!i;)^am*^ 

NMR (300MHz. CDCI3) <5 : 0.87 (IH. t, J = 7.2). 0.91 (2H, t, J = 7.2), 1.48 
(9H. s), 1.55-1.74 (4H, m), 1.86 (2H, d, J =12.0). 2.06 (2H. s), 2.09 (IH, 
s), 2.61-2.70 (2H, m), 2. 75-2.88 (2H, m), 3.25 (2H, t, J = 7.8), 3.56-3.63 
(2H, m), 4.04-4.15 (IH, m), 4.20-4.40 (4H, m). 5.37 (1.4H. s), 5.41 (0. 6H, 
s), 6.86 (IH, s). 

206d) 3- (N-T-fe^;WN-:/D \f)V7 5 / ) :/0 tfrt >m [2- (1- { (2S) -3- [ (6-^7 p 
u-2-± y =^JI) X ;i'7iNn;H -2- h H o 4^ v^T^n \f^ziM -4- tf ^ U v^::i;W -3-:t 

^JS^?y206c)'e#e)nfc4-[5-({[3-(N-Tir5";W-N-::/D tf;VT5 /) :/D tf:t- 
M ^^zy] ^^;i/)-3-:^^ V-IH-I- 5 ^^[l, 5-c] < ^ y\/-;W2 (3H)-r ;W tf 

'^u>^>-i-:?t7;i/3j^>^ tert-:/5^;Ko. 50g)}&ie>^2i^wji94b) iimmzvx.mm 
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<t^mio. 27g, zm^B^m^iii^xmco 

NMR (300MHz. CDCl,) (5 : 0. 82 (IH, t, J = 7.5), 0.92 (2H, t. J = 7.5). 1.49-1.90 
(4H. m). 1.91-2.05 (2H. m). 2.06 (2H. s), 2.08 (IH, s), 2.61-2.85 (3h, m), 
3.17-3.31 (3H. m), 3.45-3.63 (4H, m), 3.79-3.98 (IH. m). 4.08-4.26 (2H, 
m). 4.30-4.38 (2H. m), 4.73 (IH, t, J = 13.5). 5.01-5.09 (IH. m), 5.37 (0. 3H. 
s). 5.41 (0.7H. s), 6.87 (IH, s). 7.60 (IH. dd, J = 9.0. 2.1), 7.95 (3H, 
s). 7.96 (IH. d. J = 9.0), 8.51 (IH, s). 
Ttm^^m. Cj^HagNsOgSCl -H^O t bT 
WrWm (%) : C, 54. 42 ; H. 5. 71 ; N, 9. 92 
(%) : C 54. 63 ; H, 5. 87 ; N, 9. 89 

^»J207 

3-(i-{3-[(6-^ D u-2-i-y^)V) x;W3tc-;W tr:tn;i/}-4-tf^u >^zi;i/)'f 

2-a] tf u ym^m. 

4-(2-b Hn^i^x^^;^ tf^u z^>-i-:fy)l^'^>mteTt-:f^jV(n. 5g)/&^^^ 

NMR (300MZ, CDCI3) 6 : 1.07-1.28 (2H, m). 1.47 (9H. s). 1.63-1.74 (2H. m). 
1.98-2.13 (IH. m), 2.39 (2H, d. J = 6.6). 2.68-2.84 (2H, m). 3.98-4.18 (2H. 
m). 9.78 (IH, s). 

207b) i-i^5.^'Vll, 2-a] JV) tf^U i^>-l-tlJV:>^>mteTt-:/^ 

}V 

^iS^»J207a)l?#e>nfe4-(2-::r4^VX5=';W H^U >^>-l->57;U3}?>Mtert-:/ 

9^;Kio. 2g) 0^?x5=-;i'X— 5^;Kioo mD^t^^s, %--j^u=t;vv\f.^y—)vm. 

(6.41g)^in;^. ^?a-ei6BtFBlj&^^M-&Tc:o ^^bm^ma 
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NMR (200MZ, CDCgS :1.49 (9H, s). 1.59-1.85 (2H. m), 1.98-2.17 (2H. m), 
2.83-3.10 (3H. m), 4.18-4.38 (2H, m). 6.83 (IH, t, J = 6.4). 7.16 (IH. t. 
J = 8.0). 7.41 (IH, s), 7.62 (IH. d, J = 9.2). 7.97 (IH, d. J = 6.8). 

207c) 3-(4-t!^u >^-;u)-r 2-a] If u i?>2mmm. 

^M^J207a)T#Cn:fe4-(2-:^^yx5^;i/) bf^U i^>-l-tJJ]^'^>mieTt-y 

5^;k9. 04g) ^?^i^m(49mL) mux^io^mib^^m'tirzo y 

NMR (200MZ, D,0) 6 : 1.94-2.22 (2H, m), 2.39-2.59 (2H, m), 3.23-3.48 (2H. 
m), 3.52-3.78 (3H, m), 7.48-7.61 (IH, m), 7.86 (IH. s), 7.98-8.04 (2H. m), 
8.71 (IH. d. J = 7.0). 

207d) ^-a-{Z-L{6-^au-2-i-y^M7s)V'^=.M yp tf:t-M-4-tf^U 

:=.)V)'i 5 ^VU, 2-a] tf U -j>mmM 

^lfe«a|207c)T#e.tl}fc3-(4-t!^U -J-)V)^^ iS^V^Cl. 2-a] bf U -;^> 2:^;^:^ 

•fy^ ^mmmntnm\zi.x. 3-(i-{3-[(6-i5^ d u-2-^y^)v)7.)v^-)V] tr 

NMR (300MZ. DMS0-ds)6 : 1.28-1. 39 (IH. m). 1.39-1.68 (IH, m), 1.93-2.11 
(2H. m), 2.62-2.84 (3H, m). 3.12-3.28 (IH, m). 3.32-3.57 (IH, m), 3.61-3.72 
(2H, m). 3.88-4.01 (IH, m), 4.31-4.45 (IH, m). 7.54 (IH. t. J = 6.6), 7.73 
(IH, dd, J = 7.4, 6.0), 7.93-8.04 (4H. m). 8.19 (IH, d, J = 8.7). 8.26-8.31 
(2H, m). 8.68 (IH. s), 9.02 (IH. d. J = 6.9). 
ytm^&^m. CjsHj^ClNjOaS • HCl • HjOi: 
th^ii (%) :C, 55.97; H, 5.07; N, 7.83 
(%) :C. 56.15, H, 5.06; N, .7.81. 
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5 2-a] tr u i^ymmm. 

3-[(6-:/D^-2-:^:75^;i/) t!:t>^i^W(I207c)T#e>n^ 

3- (4- hf-l U >?z:;W < 5 i5^y [1 . 2-a] k? U > 2 411^:^;$^ &^JS^Fi|207d) t mUiZ 

NMR (200MZ. DMSO-de)^ : 1.28-1.49 (IH, m), 1.49-1.70 (IH, m). 1.89-2.12 
(2H. m). 2.61-2.89 (3H, m), 3.11-3.32 (IH. m). 3. 32-3.57 (IH, m). 3.57-3.77 
(2H. m), 3.88-4.04 (IH, m). 4.32-4.48 (IH. m). 7.51-7.57 (IH, m). 7.84 (IH, 
dd. J = 6.0, 1.4), 7.93-8.16 (4H, m). 8.16-8.32 (2H, m). 8.43 (IH, s). 8.67 
(IH, s). 9.04 (IH. d, J = 4.6). 

^»!I209 

3-[i-[3-[(6-i57 n D-2-:^:75^;l/)x;^J^c^;^] -fu tf^-;i/]^4-tf^u e^- 

;w -5. 6, 7. 8-5^ h ^ t H p-f 5 [1 , 2-a] tf u i^>mmm 

209a) 4- (5, 6, 7. 8-5^ h'^fc HO-i- ^3^y[l. 2-a] tTU >^>-3-r;i/) tf^U 

-i-:^;Wi}^>^tert-:/5^;i/ 

^M«aj207b)-e#e>n;^4-« ^^yci. 2-a] tru >^>-3— r;w tf^u >^>-i-* 

;i'3}^>^tert-y5^;p©gfm(15 mD^J^'sMYbe^dUmg) ^in^t, tK^^H^T 
7KMt;:^hU'j7i,TpHi2}::i^li5bfco ^'&«^^i^pn7jN;UATlftffib. 

iB'fb^ti(i.53g, ^m6^)^mM^mmtvxmco 

NMR (200MZ, CDCij) 5 : 1.38-1.69 (UH, m), 1.81-2.22 (6H. m). 2.57-2.93 (3H, 
m). 3.11 (2H, t, J = 6.6), 3.95 (2H, t, J = 5.6), 4.12-4.36 (2H. m). 6.98 
(IH. s). 

209b) 3-(4-t!^U i^=iM-5, 6. 7, 8-7^ h^b KD-T 5i5^\/[l, 2-a] tf U i^>2m. 
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^SS^209a)-e#€>n;^4-(5. 6, 7, 8-t- t Kn-1' $i5^y [1, 2-a] H U >^>-3- 
-1-;!/) fcf^U e^>-l-;^r;i/zI?>^tert-7'5^;Kl. 53g)j6i6>^»J207c) tlWI^mfcb 
T, MI2>ft:^«^(1.32g, 95«)^efej^^tbT#feo 

NMR (200MZ. DjO)(5 : 1.74-2.19 (6H. m), 2.20-2.37 (2H. m), 2.95-3.31 (5H, 
m), 3.50-3.66 (2H, m), 4.11 (2H. t, J = 5.4), 7.20 (IH. s),. 
209c) 3-[l-[3-[(6-ii7 □ U-2-^y^M7.JV^:z)\^2 hf:t::i;W-4-lf^U 
3i;W-5, 6. 7. 8-5^ h 5 1 H n-f 5 yVU, 2-a] tf U >^>itm*S 

^J6«aj209b) T# e> n;^3- (4- tf ^ U >*n;W -5, 6. 7, 8-5=^ h^bHD-TSiS^y 
[1 , 2-a] If U > 2 6 *»iI207d) tmUlzV T> MiB'ftI'&#» (iR^78a;) 

NMR (200MZ. DMS0-ds)(5 : 1.12-1.58 (2H. m). 1.76-2.08 (6H, m). 2.48-2.68 
(IH, m), 2.75 (2H, t, J = 7.4). 2.84-3.19 (4H, m), 3.64 (2H, t, J = 7.0), 
3.34-3.99 (IH. m). 4.00-4.12 (2H. m), 4.26-4.40 (IH, m), 7.34 (IH. s), 7.74 
(IH. dd, J = 8.8. 2.2). 8.01 (IH. dd. J = 8. 8. 1.8). 8.17-8.32 (3H. m). 
8.67 (IH, s). 

TuM^^m CjsH^gClNjOsS • HCl • H^Oi bT 
t^^M (%) :C, 55.55; H. 5.78; N. 7.77 
(%) : C, 55.72. H. 5.82; N, 7.75. 

^li^J210 

3- (l-{3- [ (6-:/a ^-2-'^y^)l') X)1:^-JV] }V] -4- kf ^ U -JZL 

;w-5, 6. 7, 8-7=- h ^ b F n-r ^ yvii, 2-a] hf' J i^ymmM 
3-[(6->^p^-2-:^:7^;^)7.;^Ji^-;^]yD \i-t>mii^mmm\i)'^%^ntz. 

3- (4- 1!^ U -5. 6. 7, 8--^ h ^ k H □ -f 5 i5^\/ [1 , 2-a] tr U > 2 ii^^^i^ 

e>^jfiM207d) iimm\z\.x. mmt^^mmmzm ^Bmt^t bx^rco 

NMR (200MZ. DMSO-d6)(5 : 1.17-1.38 (IH, m), 1.38-1.58 (IH, m). 1.74-2.07 
(6H. m). 2.54-2.68 (IH, m). 2.75 (2H. t. J = 7.2). 2.83-3.18 (4H. m). 3.64 
(2H, t. J = 7.8), 3.74-3.97 (IH. m). 3.97-4.11 (2H. m), 4.22-4.40 (IH. m). 
7.34 (IH. s), 7.84 (IH, dd, J = 8.2, 2.0). 8.00 (IH. dd. J = 8.2, 2.0), 
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8.17-8.23 (2H, m), 8.43 (IH, s), 8.65 (IH. s). 
^»J211 

3-(l-{3-[(5-i^ n P-lH-r > }^-)V-2-^ Jl) -fu bf :t::i;W-4-fcf'^ 

U >?~;0-5, 6. 7, 8-5" b ^ b F n-f ^ ^ViX, 2-a] tf U >^> mBM 

211a) 3-[(5-;5'D n-lH-1' > HU-;P-2-'l';i/)5^:t] T^n tr:t>mtert-::f^;|/ 

5-^7 D P-1, 3->^fc H n-2H-r > H-;P-2-:*->(25. 82g) hU-V >Um 
(93.47g)&tfUi^>(300 mD^ciP;^. 16^PBl5Sdfgb:feo ^Jl5^^^ii^m\Z.^'M 

n;/c||-fe@#:(DT'fe h U;K200iiiL) ^t^^^S^T^7 V JlMtert-y^Jl^ 

(22. 6inL) t h u x^;uT5 > (21. 5mL) ^ip;i. mmM^vrcomm^mEEm^i^. 

NMR (300MHz. CDC 1 3) 6 : 1.47 (9H. s), 2.55 (2H, t, J = 6.9), 3.03 (2H, t, 
J = 6. 9), 6.58-6.59 (IH, m), 7.12-7.15 (IH, m), 7.24-7.27 (IH, m), 7.51-7.52 
(IH, m), 8.73 (IH, br). 

211b) 3-[(5-^^DD-lH— r>H-;w2— r;Wx;^3jNn;i/]:/Ptf:t>mtert-::f5^ 

;i/ 

^JS^J211a)T#^tlfc3-[(5-i^ DD-IH— f > ;)/-2— r;W5^:t] T'n If ^> 

^ter t- (1 . 56g)(Dz^^ uuyf^^xi^joL) mw^^ ^^u um^M^m 
(3. 08g) ^o'CTijp^. ^mx'mm'fy^^m'ifrcio KP^^m^z^^uu^^xsojaD 

'&tl(1.58g, 92%)§afeH#:iLT#fe, 

NMR (200MHz. CDCI3) d : 1.38 (9H. s). 2.72 (2H, t, J = 7.4). 3.56 (2H, t. 
J = 7. 4). 7.13-7.14 (IH, m), 7.30-7.36 (IH. m), 7.40-7.44 (IH, m), 7.68-7.69 
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(IH, m), 9.52 (IH, br). 

21 Ic) 2-{[3-(T U ;P^^>')-3-:t^y yn }dJV]7.Jl:^-M-5-;7 D P-lH-f > 

^M^j2iib) T#e)nfe3-[(5-^ D a-iH— r > h— ;i'-2— r;w xji-^-jvi y n 

lf:t >^ t er t- (1 3. 75g) (Dmm (250inL) mm^mmM (33inL) &UP^. GQ-CTn^' 
T ^ >(6. 7inL) tMii\:T U (1 0. 4inL) ^m^. 60'CT2I^FBlj&^#jgif fc. K^S?^^ 

(4. 89g) ©T-fe h - h U )limjaL)mm^~mmi^-iert-:/^JViS. 73g) ^^iST 

=l/4)T*fMbT. MfBib'&i^ao.Glg, 62%)^^^fiH#:iLT#feo 
NMR (200MHz. CDClj) 5 : 1.74 (9H. s). 2.90 (2H. t, J = 7.4), 4.03 (2H, t, 
J = 7. 4). 4.47-4.52 (2H, m), 5.17-5.30 (2H. m), 5.72-5. 93 (IH. m). 7.42-7.53 
(2H. m). 7.64-7.65 (IH. m), 7.98 (IH. d. J = 9.2). 

2 lid) 3-[ (1-ter t-:/ h4^i/:*?;i/jj^zi;i/-5-iJ7 D D-iH— r > H— ;i/-2— r M x;i/3i^ 

^JI^J21 1 c) T# e» n;'b2- { [3- (T U M^z^) ^ D tf ;w x;!/^}^ - 

;W-5-i^DD-iH-'r>H— ;i/-i-;<7;i/7l^>^ tert-:/5^;K4.27g)> p<;ph^am 

(2. 16g) ^ckOCA-^i^-j? A (0) 7" h h U :7a: -;|/3jN7. :7^' >(0. 58g) ® 

THF(40mL)^^^T;Uzf>T, ^MT?3^KjJ|i#^-|f;^„ mm^m&^^\^. 

m\z\^mm{^^\siL)^iiax. s^j^x^^^v-rjaaibfeo ttm^^ii?™^*^^^:!^^^':? 

i;;titl^<&5Slb, ^IB'fb-&tf(3.29g. 85!«)^^^^@#:tLT#^o 
NMR (200MHz, DMSO-dg) 6 : 1.68 (9H. s), 2.71 (2H. t,. J = 7.0), 3.96 (2H. 
t, J = 7.0). 7.57-7.62 (2H, m), 7.93-7.94 (IH. m), 8.05 (IH. d. J = 9.2). 
21 le) 5-i7DD-2-({3-^4^y-3-[4-(5,6.7,8-5^h^h KP-<5^\/[l,2-a] tf 



PCT/JP2003/014793 

WO 2004/048363 

271 

^Jg^tf211d)T#e,nfc3-[(l-tert-:7' ^ ^'^^-^ > 

NMR (200MZ. CDCI3) 5 : 1.33-1. 66 (2H. m). 1.T4 (9H. s), 1.78-2.08 (6H. m), 
2. 62-2.77 (2H. m). 2.80-3.02 (4H, nO, 3.02-3.23 (IH. m), 3.81 (2H. t. J 
= 5.2), 3.87-4.02 (IH. m). 4.02-4.12 (2H. in), 4.52-4.67 (IH. m). 6.66 (IH, 
s), 7.45 (IH. dd. J = 9.2. 2.2). 7.51 (IH. s). 7.64 (IH. d. J = 2.2). 8.00 
(IH. d. J = 9.2). 

2110 3-(l-{3-[(5-i^PP-lH-< > H-;w2-^;Wx;W3i^:^>'H 
;W-4-tf i^n;W-5. 6. 7. 8-x h 7 1 H - ^^/U, 2-a] ^ U 
^m^J211e)T#e.nfc5-^ DD-2-({3-:t^V-3-[4-(5. 6, 7. 8-7^ t 

^ ^ [1. 2-a] tf u i^>-3-^ ;w-i-if ^'J -^:=i>'W x;W5j>-;W-iH- 

^ ^ ;V3}?>^tert-:/5";K0. 68g);0^e.^ii^^!l207c) ^il^ltl^bT. M 

iB'fb'ertf(o.54g. m)^m.mM^^tvxmco 

NMR (200MZ. DMSO-de) 6 : 1.16-1.57 (2H. id). 1.77-2.07 (6H. ni), 2.47-2.68 
(2H. m), 2.76 (2H. t. J = 7.2). 2.84-3.18 (3H, m). 3.66 (2H. t. J = 6.6). 
3.81-3.97 (IH. m). 3.98-4.12 (2H. in). 4.26-4.39 (IH, m). 7.16 (IH. d, J 
= 1.6). 7.31-7.37 (2H. nO, 7.53 (IH. d. J = 8.8). 7,74 (IH. br). 7.79 (IH. 
d. J = 1.8). 

Ttmmm • hci • 2H,ot ut 

H-Wtt (%) -.C. 50.46:.H. 5.89; N. 10.23 
(%) :C, 50.57, H, 5.82; N. 9.99. 



^»J212 

3-(i-{3-[(5-i^ p n-iH-f > H-;i/-2-f ;i/)x;i/* 

U >^::i->V) ^ ^ ^ CI . 2-a] t! 'J > J^i^li . 
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212a) □□-2-({3-;r=^V-3-[4-(-f [1. 2-a] HU z^y-Z-i 

^)l-2-^jl')7.)V^=:.M -ZfU tf:r>m(0. 78g) illJI^J207c)T#C>n;fe 3-(4- 

tf^u -:^n;w-f ^^yci. 2-a] tf ue^>2mm*i(o. 66g);{)^e>^»ji9) bmrnz. 

NMR (200MZ, CDCls)^ : 1.52-1.83 (2H. m), 1.75 (9H. s). 2.03-2. 27 (2H, m). 
2.71-2.92 (IH, m), 2.92-3.07 (2H. m), 3.07-3.20 (IH, m), 3.20-3.37 (IH, 
nO, 3.93-4.17 (3H. m). 4.58-4.74 (IH, m). 6.82-6.90 (IH, m), 7. 15-7. 24 (IH. 
m). 7.41 (IH. s), 7.47 (IH, dd, J = 9. 2, 2.2), 7.54 (IH, s), 7.54-7.67 (2H, 
m), 7.95-8.04 (2H, nO 

212b) 3-(i-{3-[(5-i7nD-iH--r >H-;i/-2— r;Wx;v>fcn;W:/ntf:tn 

M -4- tf ^ U V:z.}V) ^ S ^5^^/ [1 , 2-a] t! U > 
|ISfi^J2I2a)T#e>n;^5-^na-2-({3-::t-^y-3-C4-(-< ^iJ'VCl, 2-a] tf U>^ 

>-3— r ;w-i-tr^u vzlm tr;wx;i/2}N-;w-iH— r > ;i/-i-;^;i/^> 

mtert-::^^;i/;&^&IIJS^»J207c) tlWI^tcLT. MIB-fk^^ (0. 23g, 84«)^ilSl^fe 

NMR (200MZ, DMSO-d6)(5 : 1. 23-1.47 (IH, m). 1.47-1.63 (IH, m). 1.89-2.12 
(2H, m), 2.60-2.74 (IH, nO, 2.79 (2H, t, J = 7.0), 3.09-3.56 (2H, m). 3.68 
(2H, t, J = 7.0). 3.88-4.03 (IH, m), 4.28-4.47 (IH, m), 7.18 (IH. m). 7.33 
(IH, dd, J = 8.8, 2.2), 7.51-7.57 (2H. m), 7.89 (IH, d, J = 2.2), 7.91-8.04 
(3H, m). 9.01 (IH, d, J = 7.0). 

^M^^213 

<Q-^U P-2-({3-:r=^V-3-[4-(5, 6, 7, 8-5^ h "7 1 Fo-f ^iS^'V Cl. 2-a] \±^)i>> 
-3-f ;i/)-l-t!^U i^— !/D \f.M7.M^ZL)V)-\, 2, 3, 4-^^ h ^ k H D-T V 4^ 

213a) 2- [ (A-^ a □ 7 X n;i/) J-M T^J:^^ J —)\/W^^ 
^'^•f^i^^^^X^fsM^^-^ D u^yXy )\^=f\i. H (14. 06g) iX:$^/-;i/T 
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(42. 39g) ^liP;^.mTl^^^jJii#iiiffco^iK^MEEM5feb,^g#i{C7K<^iP;l. 

Jfco ^Mife ^XiS' y -;K1 OOmL) (8. 2mL) ^Jn;^. ^S^MJBE®* 

bfeo ^M%f::2-yn/t/-;i/-x-5^;i/SJn;l. «tlS:^5^. x-5^;i/T?Jfe^t 

NMR (200MZ, DMSO-dj) (5 :2.93 (2H, br), 3.69 (2H, t, J = 3.6), 4.15 (2H, 
br), 5.27 (IH. br), 7.50 (2H. d, J = 8.8), 7.62 (2H, d, J = 8.8), 9.43 (2H, 
br). 

213b) ^-if D D-1. 2, 3, 4-7=- h ^ b h* D-T V^J U >iim*i ' 

^»J2 1 3a) T# e> nfe2- i(i-i7uay ;W ^ t ^ y y 

m(22.21g). iifbT>^xr>A(4.01g). tg{b7;i/$xr>A (26. 67g) OD^-a-^^^l: 

180' c-cf)^^m-^rcioKj^mo^m:tio^mzm.i[:7)i5,:zK7A (^n^n26. 67g, 

:fej;0?53. 34g) ^ini;l.ii-a-#JS:180° CT18^rBl*^#?i-tffeo^lif#rfC^7K*JD^, 

8N7jcM'fb:^hU':^A7K^?^TpHi2{cili5bfem^ i57Dn7}N;i/ATftbmbfeo ft&tB 

^@#J§X^y-;K50 mDJc^jO^b, |giiBI(8. 2inL) On^, ^iS^MJEfi5&b 

tdo ^fi<^tc2-yD/ty-;i/-x-'5^;i/§ip;l, ltl^<&^lR. x— 7^;i/-e?5fettb 

NMR (200MZ, DMSO-dg) 6 : 3.01 (2H. t, J = 6.2). 3.35 (2H. t, J = 6.4), 4.21 
(2H, s), 7.19-7.33 (3H, m), 9.80 (2H. br). 
213c) 3-(i^DDX;i'7lNX;i/)yDtf:t>^>^^;i/ 

NMR (200MZ. CDCga 3. 06 (2H, t, J = 7.6), 3.78 (3H, s). 4.01 (2H. t. 
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J = 7.4). . 

213d) 3-[(6-iJ7 D n-1, 2. 3, 4-x h ^ t H a-T V^J U >-2 (IH)-<;W 

UWm\i€i T# sn;^3-^ n D7>;i/xl^::i;i'y n tf :t (2. 05g) ©r-fe 

h n h U ;Ki OmL) mm-^w^miwo) Tf# ^ n^ce-^ d n-i . 2. a. 4-7^ h ^ b f □ 

y 4^ / U > • li^M (2 . 04g) , DBU (1 . SniL) :fe J; h U X^;i'r 5 >(2. 8mL) CD T 
•fe h U;Kl0mL)^l^^0t:7??i&Tbfc, RjS&il'&i^SrO'CTSO^^Md^^^iiffe 

^g#i^i^DnAjN;i/A-x3'/-;i.j&ie>S^aLx. MIBib-^*^ (2. 70g, 85X)* 

NMR (200MZ, CDCI3) 6 : 2.82 (2H, t, J = 7.2), 2.93 (2H. t, J = 5.8), 3.32 
(2H, t. J = 7.8). 3.57 (2H, t, J = 5.8). 3.67 (3H. s). 4.44 (2H. s), 7.01 
(IH, d, J = 8.2), 7.15 (IH, s), 7.17 (IH, d, J = 8.2). 
213e) 3-[(6-i^ n D-1. 2, 3, 4-x h ^ t H V^J U >-2 (HD-T ;W X;i/3jN- 

^»J2I3d)T#e)nfe3-[(6-i7UP-i,2, 3. 4-7^ h^k Fn-T V^y U > 

-2(iH)-i';W7.;P7i^n;i/] if:t>^>^5^;Ki. 59g) V U ^AtK^ 

?ge(15 mL) \ZMX. mvn^^mf^ff^'^m^f^. i^/iS^'sOrTlNmrnClSmL) ^Jp^, 
tffffibJ^etj^^^lSlb. 7KiX--5P;i/7?IJfe?tbT, ®IBYt:'&#l(0.38g. 25!«)<£^ 

NMR (200MZ, DMSO-dfi) 5 : 2.86 (2H. t. J = 7.5). 2.93 (2H, t, J = 6.0), 3.31 

(2H, t, J = 7.5), 3.57 (2H, t, J = 6.0), 4.44 (2H, s), 7.01 (IH, d, J = 
8.1), 7.14-7.25 (2H, m). 

2130 6-il7 D P-2-({3-:t^y-3-[4-(5. 6, 7. 8-7^ h ^ t: F n-T 5 [1. 2-a] t! 

U >'>-3-f ;i/)-i-tf ^ u i^x;w t!;i/}7.;W3iNx;i/)-i, 2, 3. 4-7=- h ^ t F n 

^JS^J213e)T#^nfe3-[(6-i7PD-l,2,3,4-7^F^k FP-ry4=^y U> 
-2 (IH)-- r ;i/) X;i/zNx;i/] y p tf:r >^<i:^»!j209b) Tft 5.^:^3- (4- tf^ U 
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-5. 6, 7, 8-T- h ^ t: K o-r ^ [1. 2-a] tT U >^> 2 mmmH}^ e>^»J207d) 

NMR (200MZ, DMS0-(1b)<5 : 1.14-1.59 (2H, m). 1.78-2.07 (6H. m). 2.48-2.68 
(IH, m). 2.75-2.84 (4H, nO, 2.84-3.19 (6H. m), 3.65 .(2H. t, J = 7.0). 3.34-3.99 
(IH, m). 4.00-4.12 (2H, nO, 4.26-4.40 (IH, m), 4.44 (2H, d. J = 6. 8), 7.21-7.46 
. (4H, m). 

^JS^J214 

N- ( { 1 - [3- (6-:57 D n -2-:h :7 X - ;v] y D tf :t ~;h -4- tf ^ U 5^ - 
;W -5. 6, 7, 8-7^ h t' H D-r a [1 , 2-a] tf u >?>-3-^;V/i^^-y-$ H 
214a) 3- h U ^ u DT'fe^;i/-r 5 iS^VCl. 2-a] tT U >^> 

-< 5 yVil, 2-a] tf U >^> (5. 52g) i4->?p^ g^;PT^ / tf U (25. 69g) CD 
THF(150inL)^|g'\ii'fbhUi^ PnT-fe5^;Kl5. BSinL) ^m.Mxm^MV<7f)^^m 

NMR (200MZ. CDCI3) 6 : 7.26 (IH, dt, J = 7.0. 1.2).. 7.65 (IH. ddd, J = 8. 8. 
7.0, 1.4), 7.89 (IH, td. J = 8.8, 1.4), 8.88 (IH, s), 9.62 (IH. td, J = 
7.0, 1.4). 

21 4b) 4- { [ (-r ^ [1, 2-a] tT U >?>-3-r M :^JV'^=LJV] T S y } tf^ U 5^ > 

«^j213a)T#e>nfe3- h U ^ nuT±^A^ 2-a] tf U 

(2. 64g) <Dy± h U;K30inL)^^^4-T^ 7 tT^U i^>-l-:^J\^:^>mteTt- 
Zf^JV (2. 40g) t b U X^;i/T 5 > (2. SmL) ^Jn;l, 60'CT3B#|^1;5i#^i?;^, mm 

xm^v. mymm-^^^i^OAx^rnvTzo mm^m&^^i^. mmm^->^j 

ti^}Vts^jUmm:r.^}W:r.^ J -;V'=10/1) tc LT, MIB^b-&#i (2. 96g. 

86X) ^efe@#:<t bT#;^Cc 

NMR (200MZ. CDCgS : 1.32-2.63 (2H. m). 1.45 (9H. s). 1.95-2.12 (2H. m). 
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2.81-3.02 (2H. m), 4.01-4.31 (3H, m). 6.13 (IH. d, J = 8.0). 6.99 (IH. dt. 
J = 7.0, 1.0). 7.37 (IH. ddd. J = 8.8, 6.6. 1.2). 7.68 (IH. td. J = 8.8. 
1.0). 8.04 (IH. s). 9.48 (IH, td. J = 7.0. 1.2). 

214c) 4-{ [(5. 6, 7. 8-7" h ^ t H P-f ^ ^VLl, 2-a] tf U Vy-l-^ ;]/) % )\,ifs- 
;W y } tr^U >^>-l-;3?j;i//jf >^tert-y5^;l/ 

^»!J21 3b) T# e n7^c4- { [ (-r ^ i5^l/ [1 . 2-a] tf U -J >-3-^ )V) tl T 
^ y } t!^U >^>-l-:«7;i/3H>mtert-:^5^;K0. 69g);6^e.|IM^209a) Lmmzl. 
X. mm\:^^(0,Ug, 94X)S:e-fe@#:<i:bT#^o 

NMR (200MZ. CDCl8)(5 : 1.18-1.52 (2H. m). 1.46 (9H. s), 1.81-2.07 (6H, m). 
2.74-2.98 (4H. m). 3.93-4.19 (3H. m). 4.31 (2H. t, J = 5.4). 5.89 (IH. d. 
J = 8.2), 7.34 (IH. s). 

2i4d) N-({i-[3-(6-i^ nn-2-:^:7^;u)x;i/3i>— :/d tr^n;w-4-bf^>j 

n;i/)-5. 6, 7, h ^ b H D-r ^ ^Vil, 2-a] tf U ^^>-3-;!7;i/iK^-y-$ H 
^»J2 1 3c) T# e> n^4- { [ (5 . 6. 7, 8-5" h ^ h H P -r 5 [1 , 2-a] tr U >^ > 

-3— r;W;«7;W3i^:n;WT^ y} tf^'j >?>-i-:^;i/2j?>mtert->^5^;Ko. 70g)5&>6 

^li«a|207c):feJ;r;^Ji^«J19) tl^^©^iiS^JI|iJ^fTVVJgjB>fb'&ife(iK^82«) 

NMR (200MZ, DMSO-de)^ : 1.10-1.52 (2H. m), 1.64-1.93 (6H. m). 2.37-2.68 
(2H. m). 2.68-2.83 (3H, m). 2.95-3.17 (IH, m), 3.20-3.41 (2H, m). 3.63 (2H, 
t, J = 7. 6), 3.72-4.00 (2H, nO. 4.17 (2H. t. J = 5.6), 7.50 (IH, s), 7.73 
(IH, dd. J = 8.8, 2.2). 7.90 (IH. d. J = 7.8). 8.00 (IH. dd. J = 8.4, 1.8). 
8.19 (IH, d, J = 8.8), 8.29 (IH, d. J = 9.0), 8.66 (IH, s). 

3-(l-{3-[(3. P P-lH-< > H-;l'-2-l' ;l/) x;1/7Jn-;1/] }d^-M-i- 

tf^U >^:::;i/)-5. 6. 7. 8-t- h ^ t Hp-T ^i^'VCl, 2-a] tf U mmm. 

215a) 3-[(3.5-i^i^PP-lH-'f >H-;l/-2— r;W5":t]7'Ptf:t>mtert-:/5^ 

^JS^?!I211a) T#e)nfc3-[(5-ti7 p P-lH-f > H— ;i/-2— r;05^:t] :fa \±^> 
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AT^^^bfe. mmt:mEEm^i^> mmt^mao. 3g, 99%) ^wtm^m^tmao 

NMR (200MZ. CdCl^d :1.47 (9H, s). 2.54 (2H. t, J = 6.6), 3.07 (2H. t. 

J = 7.0). 7.17-7.31 (2H. m). 7.52-7. 59 (IH. m), 8.93 (IH, br). 

215b) 3- [(3, 5->?i7 n n-2-f > H U Jl) x;U5Jn-;I/] :fu \^'t>mxtr\--/^)V 

^ii^J215a) T?#6nfe3-[(3. 5->?jj7 p n-lH— T > ;i/-2-^ :/n tf 

:t>mtert-:/5^;Kl0.30g)55^CIIWJ211b) tl^atCbX. MfBib-g-i^ (1 1 . 15g. 
99%)<&e-fe®#:<hbT^i=;^Co 

NMR (200MHz, CDC 1 3) 5 : 1.38 (9H. s). 2.73 (2H, t. J = 7.6), 3.68 (2H, t, 
J = 7.2), 7.39-7.40 (2H. m), 7.70 (IH, s), 9.30 (IH, br). 

21 5c) 2-{ [3- (T U ^v-) -z-'t^v tf ;w x;^3^^n;w-3, 5-$^^^ a p-ih- 
^ifi^j2i5b)T#e>nfe3-[(3, 5->?i7 aa-iH— r > H— ;i'-2— r;u)x;V3!i^:i;w 

>''Dbf:t>^tert-r^5^;Kll. 15 g, 29.47 mol) (DTV )lTJV:n^)V(mjaL) mm 
TcB'^mti-i^^^JVyB.y tru e?>(3. 60g) <DT± h U;Kl20mL)^?^^- 

i£®^b, ^^tj^TK^jp^, mmx^^ji-cmmiyrco t^mm^mm-kmTKi^^ 
iWFmx,^)w^^^>='iM)X'mmi.x. j^iB{b'&ife(ii.78g. 86%)^ 

NMR (200MHz. CDCI3) 6 : 1.71 (9H. s). 3.01 (2H, t, J = 8.0). 4.02 (2H. t, 
J = 7.8), 4.55-4.59 (2H, m). 5. 20-5. 35 (2H. m), 5.77-5.97 (IH, m). 7.49 
(IH, dd, J = 8.8, 2.2), 7.72 (IH, d, J = 2.2), 7.87 (IH, d, J = 8.8). 
215d) 3-C(l-tert->^ h^'>:d;Pzl^-;i/-3, D □-1H-1' > h*— ;i/-2-< M X 
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^»J2i5c)Tf#e»n;fe2-{[3-(r U;P:^4^>')-3-:t^V7'D tf;W;;^;i.3jN- 
M-3, B-v'^ PD-lH-r > H-;i-l-:^;;i/7}^>^ tert-:/5^;K2. 16g)56^e>^J|^J 
211d) t|g|i|{cL'T. ®f3Yt;^i^(4.01g, 95«)<&^^^@#<i:bT#feo 
NMR (200MHz. CDC 1 3) 6 : 1.71 (9H. s), 3.01 (2H, t, J = 7.2), 3.99 (2H. t, 
J = 7.6), 7.50 (IH, dd, J = 8.8. 2.2). 7.72 (IH. d, J = 2.2), 7.87 (IH, 
d, J = 8.8 ). 

21 5e) 3, B-i^^ U a-2-({3-:r^V-3-[4-(5, 6, 7, 8-5^ h ^ t H P-f $ 

[1. 2-a] tf U >^>-3-r;0-l-tr^U yuWV}XJV^-)l)-m-^ > 

mmm2l Sd) -V^^nrcZ- C (l -t er t-':f h ^ i^:fy)\^'^=LJl-S, u P-lH-f 
> h*— ;U-2— r;i/)7.;V3f>-;i/] :/P tf:t>m(0. 42g) <i:ll»J209b)T#e>n^ 
3- (4- tf ^ >J >^ - ;i/) -5. 6, 7. 8-5^ b ^ b H D ^ ^ [1 . 2-a] tf U 5^ > 2 
(0.33g);&^e»^»J19)i:|^<ilCbT. MtBfb-&#l (0. 494g, 81X) ^^^i^^Ni: 

NMR (200MHz, CDCI3) <5 : 1.50-1.68 (2H, m). 1.71 (9H. s). 1.77-2.08 (6H, m), 
2.54-2.81 (IH. m). 2.83 (2H. t. J = 6. 2), 2.93-3.24 (3H, m). 3.82 (2H. t, 
J = 6.2), 3.88-4.12 (3H. m). 4.12-4.28 (IH, m). 4.53-4.68 (IH, m). 6.67 
(IH. s). 7.49 (IH, dd. J = 8.8, 2.2). 7.72 (IH. d. J = 2.2), 7.90 (IH, d, 
J = 8.8). 

2150 3-a-{3-[(3, ^--J^uu-m-i > h'-;i/-2— r;wx;U5jN-;i/] yp tfrtn 
;w-4- tr^ u e^r:;i/) -5, 6, 7. 8-5- h ^ t h p-f ^ [1. 2-a] tr >j > mm. 

^Wi|215e)T#&n7t3, 5-:^iJ7 PP-2-({3-:t^y-3-[4-(5, 6, 7.8-5^h^t 

H p-r 5 ^^/w, 2-a] tf u i?>-3-r;w-i-tf^u >^-;i/] yp t!;wx;w7f;- 

;p)-iH-f > H— ;v-i-:«;;P7}?>mtert->'*5^;Ko. 3ig)y6iC>^ig^«j207c) ^isimtc 

L/T. St2{b'&i^(0.17g, 62«)^efel^>5f?i:bT#7to 

NMR (200MHz, DMSO-d,) 5 : 1.01-1.32 (IH, m), 1.32-1.61 (IH, m). 1.73-2.11 
(6H. m). 2.52-2.68 (IH. m), 2.83 (2H. t. J = 6.8). 2.93-3.19 (3H. m). 3.23-3.38 
(IH. m). 3.74 (2H. t. J = 7.0), 3. 79-3.95 (IH. m), 4.06 (2H. t, J = 5.8). 
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4.18-4.32 (IH, m). 7.34 (IH, s). 7.43 (IH, dd. J = 8. 8, 2.2). 7.58 (IH, 
d, J = 8.8), 7.70 (IH. d. J = 2.2), 7.38 (IH. br). 

3_(i_{3_ [(3, o D-iH-'T > H-;v-2-f ;W :^)l'-^:=-JV] Y.^z^M-'^- 
t!^ U -J-}V) < ^ [1 . 2-a] e U > 

216a) 3.5-:^i^DD-2-({3-:t^V-3-[4-(-<^yy[l,2-a] \f.^}^jy-%-'< 

tf^ij T'n tr;wx;i/3fc-;i/)-iH-r > K-;v-i-:^;v^>^tert-r^^;i/ 
^M^^!l2i 1 d) Tf# e n/5:3- [ (1-t er t-^^ h :^>':*r ;i/3}^n;v-5-i^ n n-m-r > 

„;^_2-^ ;V) x;Vii^:n;i/] e:t>m(0. 42g) i:||»J207c) -e#^nfc 3-(4- 
tf ^ U >?r.;W -r 5 y VCl. 2-a] fcf U >^> 2 *i^ii(0. 33g) ii^ SIIM««J19) il^^f- 
bT, MIB'fb'&«fe(0.50g, 835»;)§il6)|5&*<hbT#fco 

NMR (200MZ. CDCI3) 6 : 1.56-1.86 (2H. m). 1.74 (9H, s), 1.99-2.28 (2H, m), 
2.73-2.91 (IH. m), 2.91-3.21 (3H, m). 3.21-3.39 (IH, m), 3.95-4.36 (3H. 
nO. 4.60-4.75 (IH, m). 6.82-6.89 (IH. m). 7.15-7.22 (IH, m), 7.40 (IH. s), 
7.49 (IH. dd. J = 8.8, 2.2), 7.65 (IH, dd. J = 8.8, 2.2), 7.72 (IH, d. J 
= 2.2), 7.90 (IH. d, J = 8.4), 7.96 (IH. d, J = 7.0). 
216b) 3- (l-{3-C(3, 5-i^^ n D-lH-f > F-;i/-2— T )V) y°u 

||JS-^J216a)T?#e.nfe3, 5->?i^DD-2-({3-:t=^^V-3-[4-(-1' $;5^\/D, 2-a] tf 

u >?>-3--r ;u)-i-tf^u V^M "zTu tf;Wx;U3j^::i;w-iH-i' > f-;!/-!-:^?;^ 

3i^>mtert->^5^;K0.30g)/&^e>|IJ6^j207c) ^:|Rl^tJcbT. mt^W^^^i^. 13g, 
4881) Srefil^5Ni:bT#^o 

NMR (200MZ, DMS0-d5) 6 : 1.24-1.74 (2H. m). 1.88-2.12 (2H, m). 2.56-2.78 
(IH, m), 2.86 (2H, t, J = 7.0), 3.08-3.57 (2H. m), 2.66-2.81 (2H, m). 2.85-4.02 
(IH. m), 4.25-4.40 (IH. m), 7.43 (IH. dd. J = 8. 8. 2.2). 7.50-7.60 (2H. 
m), 7.69 (IH, d. J = 2.2). 7.95-8.04 (3H, m), 9.02 (IH, d. J = 6.8), 9.38 
(IH. br). 
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3-(l-{3-[(5-^ D D-1, 3->^h H □-2H-r V-T > F-;l^-2— T :/d 
t!:t:n;W-4-tf ^ U >^n;W-5. 6. 7, 8-5=- h ^ t H a-r ^ [l, 2-a] tf U 

mm 

21 7a) D P-2- [(4-;>^ ^ji/y^^-jU) x;i/7i^rL;W V-f > H u > 

l-i7Pn-3,4-e^pi;5^;i/^>if>(10.85g). N-:/D^;i«<m-r^ H(30.22g) 
^^ZS2, 2 ' -Ty y - h U (0. 63g) (DEIIift:^^ (lOOmL) n/vmm 

^zmmmmhrcoKf^m^2, r -ri/ifx-r y:;^5"pn h u;ko. esg) ^jijpb. 

$ e.fc3NFPB^M^bfeo«tit#JSr^5feL. '5I^^MJE«Silb;^„^@#K7)DMF(250inL) 
J^^-v-A^ h;l/X>x;l/7^^>T^ H(l5.9g)a:m:^U'^A(32.0g)^m, 

(14.25g, 605K)§Sfi^^tbT#;feo 

NMR (200MZ. CDCl3)6 :2.41 (3H, s). 4.58 (4H. s), 7. 07-7. 22 (3H, m). 7.32 
(2H, d, J = 8.0), 7.76 (2H, d, J = 8.0). 
217b) S-^PP-rvOKU^:^:^^?^^^*^ 

^Jl^j2i 7a) T#e)nfc5-^ p p-2- [ (4-p^ 5^;v:7 3:x;i/) x;i'XjNx;H -r v-f > 

F U > (13. 85g) *25m^k:7X^mi^m^?^(135mL) {c:jlP;l> ^MT16^^^;i»i^igif 

— x;i'Ti5fe?tbT. MIB>fb'&i^(10.1g, 96«)<£e^®#ibT#feo 

NMR (200MZ, DMS0-d6)6 : 4. 52 (4H, br), 7.38-7.49 (2H, m), 7.52 (IH. s), 

9.57 (2H, br). 

217c) 3-[(5-i^PP-1.3->^t: HP-2H— f V-f > h*-;i/-2-'f ;i/)x;i'3}^x;W ^p 

^»j2i7b)T#e)nfc5-:^ p p-f v-r > F u y^'cimmm.ii. 04g) .t^^s-esi 

213c) Tff e.n/^3-i5' P PX;p7j^x;i/y P tf :r >^>^5^;K6. 72g) jii^ e>IIM«aj 

213d) t.Wmz.\^X. J@SSfb^%(7. 93g, 87X) bT#feo 

NMR (200MZ. CDCIPS : 2. 86 (2H. t, J = 7.4), 3.40 (2H, t. J = 7.2), 3.61 
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(3H, s), 4.69 (4H. s), 7.13-7.32 (3H, m). 

217d) 3-[(5-i7Pip-l,3-i^b ]i^-2YL-^ V-(>\^~-)V-2-i )V)X)V^=L)U]^U 

^»J217c)T#&nfe3-[(5-i^ np-l, 3->?fc Fn-2H-r V-T > H-;U-2-f 
7.;V3}Nn;i/] Zfu tf :t 5^;^ (7. OOg) j&i 6>|IJi««J21 3e) t M^iZ VX. MBit-^ 

% (1 . 65g. 25a;) ^m^mi^ t: bT#;^c 

NMR (200MZ, DMSO-dg) (5 : 2. 67 (2H, t, J = 7.0), 3.41 (2H, t, J = 7.4). 4.65 
(4H, s), 7. 06-7.52 (3H, m). 

2i7e) 3-(i-{3-C(5-iJ7 nn-1, 3-i>t l^o-2H--r v-f > F-;i/-2-i';Wx;V3i^n 
)V\ t!;r:iJW-4-tf^U i^-;0-5. 6, 7, 8-r h ^ b F PrI' ^ 2-a] tf U 

|IM^aJ217d)T#e>n:fe3-[(5-i5' DP-l, 3->?t: Hn-2H-r V-T > H-;l/-2-f 

;0 X;^*:::;!/] -/P tf :t >m ^SlJS«?iJ209b) T# & nfc:3- (4- tf ^ U S^- 

;l/) -5, 6, 7, 8-7^ h 7 1: H P-r ^ yV [1. 2-a] tf U 2 e,IIW!l207d) t. 

mm.\zhx. ^SBffc;-&%(72a;)^e^ii!»*tbT#;fe« 

NMR (200MZ, DMSO-dg) 5 : 1.14-1.63 (2H, m), 1.77-2.08 (6H, up. 2.54-2.73 
(IH, m), 2.80 (2H, t. J = 7.0), 2.96 (2H. t. J = 5.4), 3.01-3.22 (IH, m), 
3.32-3.48 (2H, m). 3.69-4.02 (2H, m). 4.07 (2H. t. J = 5.4), 4.29-4.48 (IH, 
m), 4.66 (4H. s), 7.36-7.47 (4H, m). 

^»J218 

3_(1_{3_[(5_^ P P-1. 3->?t: F P-2H-'l' V-f > \i—)V-2--()V):^)V^:=.M ^P 
t!:r::i;W-4-t!^U >^n;v)'r [1, 2-a] tfU 

mmmim) t?#6»nfc3-c(5-^ p p-i. s-^t: f P-2H-'r v-o f-;i/-2-i' 

;W y p tf :t >^ t ««^J207c) ^# e> titt 3- (4- tf ^ u 5^n;i/) < ^ 

[1. 2-a] tf U 2 &*iiM207d) tmm\Z. bT> MfB^b^i^ (54!g) 

NMR (200MZ, DMSO-ds) 6 : 1.52-1.76 (2H, m), 1.95-2.16 (2H, m). 2.65-2.90 
(3H, m), 3.13-3.34 (IH, m). 3.38-3.72 (3H, m), 3.92-4.09 (IH. m). 4.37-4.52 
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OH, m). 4.67 (4H, s). 7.36-7.44 (3H. m), 7.51-7.59 (IH, m), 7.92-7.99 (2H, 
m), 8.07 (IH, s), 9.05 (IH, d. J = 7.0). 

N-{[5-^ D D-2-({3-:t=^^y-3-[4-(5, 6, 7. 8-5^ h ^ t H O-T 5 yVll, 2-a] tf U 
219a) 2-[(3-tert-::^h^->-3-:^^V7'nt!;i/)5F::t-]-5-i7DD-lH-f 

-i-:^j;V7j^>mtert-y5^;i/ 

^ii0lJ21 1 a) T# &n^3- [ (5-^7 p p-lH— r > ;i/-2-< ;i/) 5^:^] y n tfrt > 
^tert-:/^;K6. 24g) h4-z^^^JVr^ / tfU >^> (3. 67g) (D7± h - h U;i/ 
(65iiiL)^t^^z:MM>^-tert-:;^5^;i/(6. 55g) ^^^TJitTb. $ e> tC^iSTSO^^^FB^ 

NMR (200MZ, CDC 1 3) 6 : 1.48 (9H. s), 1.70 (9H, s), 2.69 (2H, t, J = 7.8), 

3.18 (2H, t. J = 7.2), 6.29 (IH, s), 7.14 (IH. dd, J = 8. 8. 2.2), 7.37 (IH, 
d, J = 2.2). 7.92 (IH, d. J = 8.8). 

21 9b) 2- [ (3-ter t-r^ h 4^>'-3-:t^ V ^ O tr;V) ] -S-^ U a-Z-:^)VB. )V-m- 

219a) T# e> 2- C (3- 1 er t-:?' h + zy-Z-:t=¥ V^U \i)V) -5- ^ P 
P-IH— r > H-;Wl-;t?;i^7j^>mtert-:/^;K8. 22g) ODT-fe h U;K100idL)^ 
^g^^MTitg'ft: (i^ p p ^ ^ 1^ » >^r:r> A (6. 40g) ^tViX. ^MTl 6 

•:7AT^^b;/S:. ^iSE^MJEM^bT> ^IB^b^i^ (8. 80g. ^*W)^^fi®#: 
NMR (200MZ. CDCl8)(5 : 1.41 (9H, s), 1.74 (9H, s), 2.52 (2H, t, J = 7.0), 
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3.23 (2H. t, J = 7.0), 7.36 (IH, dd. J = 8. 8. 2.2). 7.94 (IH, d, J = 8.8), 
8.38 (IH, d, J = 2.2), 10.41 (IH, s). 

219c) 3-{[7'-fe^;Kp^5^;W7^y]p^^;W-2-[(3-tert-:;^h^r->-3-:t^yy 

D hf;i/)5^:t]-5-i^ na-iH— r > H— ;u-i-:j!7;U7}?>i^tert:/^;p 

^ii^J2 1 9b) T# e> n;^ 2- [ (3- 1 er t-:fh^ '>-3-:t^ V^U tf ;i/) ^rf] -5-^^ n 

n-3-jjN;i/5;i/-iH-i' > F-;i/-i-:^;Vjj^>mtert-:/5^;K8. sog)(D^uu:^)i^A 

(50DiL)-S^m(50inL)^?gt'\40Ji;^5^;i/T^ >pt"^y-;i/^^^(21mL) <£0'CT?gfTb. 
A(8.48g)$^i>«o'Ojn^, ^?aT3Btr»^^i?;^„ ^^^MffiS*b, ^®#| 

n^moy^L YZL h U;Kl00mL)j^?^^4-v?;><5^;i/T^ / tfU >?>(3. 67g) t h U 
X^;i/T$ > (5. 6mL) m^TL. mzmTmmil. SmD ^^iSTTitTbfeo >KJf6:?^t: 

m (9. 94g. ^mm) ^nmf^ t vxm^o 

NMR (200MZ, CDC 1 3) (5 : 1.42 (9H, s), 1.72 (9H, s), 2.14 (3H. s), 2.44 (2H. 
t. J = 7.0). 2.81 (3H. s), 3.08 (2H, t, J = 6.8), 4.96 (2H, s), 7.29 (IH, 
dd, J = 8.4, 2.2), 7.71 (IH, d, J = 2.2), 7.97 (IH, d, J = 8.4). 
219d) 3-{[Tir5";Kp^5^;WT5y']^5^M-2-[(3-tert-yh^S/-3-:t4^y^ 

o tf;i/)x;i'7t^x;v]-^5-i^ n n-iH— r > JV:^>m.ieTt':/^jv 

mMm21 9c) T# e> ntcd- { IT±^)1' T 5 y ] ^ -2- C (S-t er t-:f 
h^iy-S-:t^V':fu tf;i/)5^:^]-5-i7 DP-IH— r > H— ;w-i-:^7;U3l^>mtertr^ 

NMR (200MHz, CDCI3) 6 : 1.42 (9H. s), 1.73 (9H, s), 2.19 (3H. s), 2.79 (2H, 
t, J = 7.2). 2.90 (3H, s), 4.00 (2H, t, J = 7.2). 5.23 (2H, s). 7.38-7.48 
(2H, m), 7.80-7.84 (IH, m). 
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^»J219d)T#e>nfe3-{[r-fe5^;i.Ug-;i.)T5y]pt5-;W-2-[(3-tert-:/ 

terty=F;Kl0.6g)^.e,^5SM215c)<i:(ia{;:LT. MfBfb^t, (2. 98g. 29a;)^|§ 

NMR (200MHz. CDC ^ 5 : L 71 (9H, s). 2.16 (3H, s). 2.90 (3H, s), 2.95 (2H. 
t. J = 7.8), 4.07 (2H. t, J = 7.8). 4.57 (2H, d, J = 5.8). 5.20 (2H. s), 
5. 26-5.36 (2H, m). 5.77-5.98 (IH. m). 7.41-7.47 (IH. m). 7.79-7.86 (2H. 
m). 

2190 3-{[3-{CT1r5F;K^5-;i.)7^y];,^;pj.l_(t„t_^^^,^^^^^^ 
m -5-^ D D-lH-< > H~;W2-^;l.] x;V7K-;p} y □ 

^MWl9e)Tf#Sti;^c3-{[T-k5^;i.(p<5^;W7'^y]pi^;H-2-{[3-(rU;P 

:t^>')-3-:t4^y :/n tf;wx;i^3}.-;w-5-i7 p o-m-^ > H-;^-i-*;i.xi^>^ 

tert-y5^;K2.98g):6^e>^M^J2lld)t|^^{CbT. MIB^k^#, (1 . 73g. 638;) 

NMR (200MHz. DMSO-d,) 6 : 1.67 (9H. s). 2.08 (3H, s), 2.76 (2H. t. J = 7.2). 
2.85 (3H. s), 4.03 (2H, t. J = 7.0). 5.03 (2H. s). 7.60 (IH. dd, J = 8.8.' 
2.2). 7.77 (IH. d. J = 2.2). 7.90 (IH. d. J = 8.8). 
219g) N-{C5-i^DP-2-({3-:e-:^^y-3-[4-(5.6. 7,8-5^ h^h PD^^^V 

[1. 2-a] tr u $^>-3-^;i^)-i-tr^u :/p t.;j,};^;^-j,-;^)_jjj_^ ^ 

^MM219f)T#e,nfe3-{[3-{[7irg-;K^5-;WT$y]p^5^;H-l-(tert-:/ 
N+'>;^7;i.7K-;W-5-i. p a-m~^ > H-;i-2-r;W;^;t.;j,-;i.} y p tf :^>^ 

<tllM^!l209b)T#^nfe3-(4-hf^U i^r:;W-5. 6. 7. 8-5^ h ^ h F U^^^^J 

NMR (200MHz. DMSO-de) 5 : 1 . 1 5-1 . 56 (2H. m). 1.75-2.09 (6H. .). 2.09 (3H. 
s). 2.48-2.69 (2H. nO, 2.77 (2H, t. J = 7.2). 2.83-3.18 (3H, m^. 2.86 (3H. 
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s), 3.68 (2H. t, J = 6.6), 3.82-3.98 (IH, m), 3.99-4.13 (2H, m), 4.25-4.40 
(IH. m). 5.22 (2H. s), 7.32-7.38 (2H. m), 7.54 (IH, d. J = 8.8), 7.77 (IH. 
br). 7.80 (IH, d, J = 1.8). 

2-{ [5-^ n D-2- ({3-::r^y-3- [4- (5, 6, 7, 8-5^ h ^ h H P^T ^ ^Vil, 2-a] If U 

i^>-3-i';w-i-tf^U i^r:;!/] yn tr;i/}x;P3jN-;w-iH-r > H-;i/-i->r 

220a) 3-{5-i57Dn-l-[(>5^^;i/;^j;i/A*t-r;W;<5^;i/]-lH— r > ;i'-2-r M 
5^^] If :t>mtert->^^;U 

^iS0ij2i la) T# e>n7t3- [ (5-ij7 D D-iH— r > H u ;p-2-'r ;i') ^^ti zfu t!:r> 
@ltert-:/^;K6. 24g) om mjsL)mw^QX:^imit± V U '^A (eoxtft-i^ : 

0. 96g) ^iqAT;P:f>T0'CT30:$>K>&^#^-l?fc^. 2-^57 P P-N, N->'p^5^;i/T-fe 
hT5 F(4.86g)^JPx.> $6lC^MT3B#rBl7&^^Miffeo K^mz^iOi^^ni^. 

^^•^>=l/\)l^mmVX. MI3{b:-&J^(2.89g, 36%)^e-fe@#:^bT#fe„ 
NMR (200MHz. CDCI3) d : 1.44 (9H. s), 2.49 (2H. t. J = 6.6). 2.89 (2H, t, 
J = 6.6), 2.95 (3H, s), 3.09 (3H, s). 5.00 (2H, s). 6.71 (IH. s). 7.00-7.14 
(2H, m). 7.52 (IH, d, J = 1.8). 

220b) 3-{5-i^ p P-i-[(>?^5^;i^:^;wt^-i' ;W ^5^;i/]-iH— r > H-;i/-2-rM 
:/d if :^->^tert-:7'^;i/ 
^JS^j220a) 'e#e>n;'^3-{5-;j7 p P-i-[(>?;<5^;i/:3t7;w\*^:-r ;W ^5^;^]-lH- 
-r >H-;v-2-i';i/}5^:t]:/ptf:t>mtert-::f^;K3.82g)}0^e>IIJfiWiib) tm 

m\zVT. mmt^mcz.26g, 79%)^efe©#:ibT#feo 

NMR (200MHz, CDCI3) (5 : 1.41 (9H. s), 2.65 (2H. t. J = 8.0), 2.98 (3H, s). 
3.16 (3H. s), 3.52 (2H t, J = 7.4). 5.28 (2H. s). 7.14 (IH. d. J = 9.2), 
7.23 (IH. s). 7.30 (IH, dd. J = 9. 2, 2.2), 7.66 (IH. d, J = 2.2). 
220c) 3- {5-^ P U-l-lii^^^M)W<^^)l) ;<^M-m-^ > H-;p-2-^ 
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^Ji^J220b)T#e>nfe3-{5-tj7PD-i-[(>?^5^;i/:^7;Wt^:-r;Wp<5^;H-iH- 
> H-;i/-2-^;i/}7>;l/Jf^n;H tf:r>mtert-:/5^;K3. 26g)CD@|i^(30mL) 

m^JL-y^JWm^hX. ^IH>fb^i^(2.46g, 871*;) bT#feo 
NMR (200MHz. DMSQ-dg) 5 : 2. 58 (2H. t, J = 4.8), 2.85 (3H. s), 3.14 (3H, 
s). 3.57 (2H, t, J = 4.8), 5.43 (2H. s). 7.28 (IH, s), 7.40 (IH, dd. J = 
6.0. 1.4), 7.64 (IH, d, J = 6.0), 7.85 (IH, d, J = 1.4). 
220d) 2-{l5-^ □ n-2-({3-:f :^^y-3-[4-(5, 6, 7, 8-5^ h ^ b F P-f 5 

[1, 2-a] tf u v^>-3-'f ;w-i-tf :/d tf;wx;^3^^-;^)-lH-'f > 

jv-i-^ M -N, N-i^p^ ^;i/Tir h T 5 H mmm. 

^j6gW20c) T#&n;fe3-{5-i^ n D-i-[(i;^5^;i/;^7;WN'^:-r ;W ^5^;i/]-lH- 
-i > H— ;u-2-r;H7.;i/7fcr:;W tr:e->Mi:|IMM209b)T#^nfe3-(4-tf 

^u>^-;i/)-5, 6. 7, 8-T- h^b Hn-i- ^is^yci, 2-a] tf u 2mMmf)^^mm 

NMR (200MHz. DMSO-d,) 6 : 1.18-1.55 (2H, m), 1.76-2.05 (6H, m), 2.46-2.70 
(2H, m). 2.77 (2H. t. J = 7.2), 2.82-3.15 (3H. m), 2.83 (3H, s), 3.16 (3H, 
s), 3.68 (2H. t. J = 6.6). 3. 83-3.99 (IH, m), 3.96-4.11 (2H, m), 4.25-4.40 
(IH. m), 5.42 (2H, s), 7.18 (IH. d. J = 1.6). 7.32-7.38 (2H. m). 7.54 (IH, 
d, J = 8.8), 7.81 (IH, d, J = 1.8). 

mMM22l 

3- (1- {3- [(5-^7 D n-3-^5^;p-iH-r > h'-;i/-2-<;W7.;i.3}Nn;w 
;W-4- tf^ U >^-;W-5, 6, 7. 8-5^ h ^ b H D-T ^ ^VU, 2-a] b U z^> mmm 
221a) 5-i7 n P-3-^^;P-l, 3->?b H P-2H— T > K-;l/-2-rf > 
2-^ ^;W2- (2-- h P-5-i7 P P :7 ac - ;|/) (1 1 . 4g) (DWm (1 20mL) m 
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NMR (200MHz, DMSO-dg) 6 : 1.33 (3H, d, J = 7.8). 3.44 (IH, dd. J = 7.8), 
6.82 (IH, d, J = 8.4). 7.20 (IH, d, J = 8.4). 7.33 (IH, s), 10.44 (IH, br). 
221b) 3-[(5-i7 a D-3-^^;i/-lH-f > H-;l/-2-r :/n tf:r>Mtert- 

^JSM221a) X^^tlTcS-^ D n-3-^9^;V-l, 3->? b H D-2H-f > H— ;i/-2-:t 
>(7. 12g);die>^3i^i|211a)ilnl^ii::bT, mm^t^(^(5.05g, 40%)§^^|fe@#: 
tbT^feo NMR (300MHz, CDC 1 3) (5 : 1.47 (9H, s), 2.47 (2H, t, J = 7.2), 
2.95 (2H, t, J = 7.0), 7.13-7.17 (IH, m), 7.21-7.26 (IH, m). 7.48-7.49 (IH, 
m), 8.45 (IH, br). 

221c) 3-[(5-i^ n D-3-^5";i/-iH— r > \^—)V-2-^jV) tr;r>M 
tert-:/^;i' 

^JI^J221b)T#e>ti;^3-[(5-i^ DD-3-^5^;i/-lH— r > F— ;P-2-'1' jl/)^^:^-]^ 
P tf^>^tert-y5^;i/(5. 05g)/&ie>IIJS««J211b) tllIilfcbT,MIBih:'&<^(4. 82g, 

87%) ^m.n^&mi^h vxnrao 

NMR (200MHz, CDCI3) (5 : 1.36 (9H, s), 2.56 (3H, s), 2.69 (2H, t, J = 7.4). 
3.52 (2H, t, J = 7.4). 7.29-7.35 (2H, m), 7.63 (IH. s), 9.09 (IH. br). 
22 Id) 2- [(3-T U Jl^^iy-Z-:t^VfU tf;i/) X;i/3j^-;i/]-5-i^ D U-Z-^^J], 
-IH-r > H-;i--l-;«7;Uj}^>^tert-:/^;i/ 

^MFii22ic) T?#e»n;fe3-[(5-i^ D u-3-:A^jv-m-^ > h— ;i/-2— r ;p) 

T'n t!:^>m tert-i^^^;^ (4. 82g) e>IIJI^J21 Ic) ^ |fj<tic bT. MSB^b-^ 

«^(2.62g, u%)^mm^m.i^tvxmco 

NMR (200MHz. CDCl,) (5 : 1.71 (9H. s), 2.59 (3H, s), 2.94 (2H, t, J = 7.2), 
4.04 (2H. t. J = 7.4). 4.53-4.57 (2H. m), 5.20-5.34 (2H, m), 5.77-5.97 (IH, 
m), 7.43 (IH. dd, J = 8.8. 2.2), 7.62 (IH. d. J = 2.2). 7.85 (IH, d, J = 
8. 8). 

221e) 3-{[l-(tert-yh4^'>:^;i/3}?-;|/)-5-i57PD-3-^5^;P-lH— r>H-;i/-2- 
^»J221d) T#e>n;fe2-[(3-T U ;i':^-^i^-3-:t^ V tr;i/) 7.;1/>Jn— 
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NMR (200MHz, DMSO-dj) 6 : 1. 62 (9H. s). 2.51 (3H. s). 2.73 (2H, t, J = 7.2). 

3.91 (2H, t. J = 7.2). 7.56 (IH. dd. J = 8.8. 2.2). 7.86 (IH. d. J = 8.8), 
7. 92 (IH. d. J = 2. 2) . 

22 1 f) 5-^ P 5^;i^-2- ({3-:t4^y-3-[4-(5. 6. 7. H ^ 
[1 . 2-a] kf U >-3-< ;w -1- tf ^ U i?x;U3 y n tf ;w xjI^tJn - ;W -iH-r > H - 
;U-l-:^;;i/7|?>mtert-:/^;i. 

^»J221e)T#^n7t3-{[l-(tert-yh:^^^>;?7;i.fc;W-5-^pp-3-^5^;i. 
-iH-'f > F-;i.-2-^ ;w :/p tf:t>^ (0. 80g) i^J£^j209b) 

nrci3- (4- tf-^ U -;i,) -5. 6, 7. 8-5^ h ^ h H P^ ^ [1 . 2-a] hT U 2 
ii(0.33g)d^e.^MMl9i|SI^{CLT. MIBfb^<|^(0. 84g, 71X) bT 

NMR (200MHz, CDC 1 3) 6 : 1.39-1. 68 (2H, nO. 1.69 (9H. s). 1.80-2.07 (6H. m>, 
2.54-2.79 (2H. m). 2.58 (3H. s). 2.86 (2H. t. J = 6.2). 2.93-3.07 (2H. m).' 
3.09-3.24 (IH, m), 3.81 (2H. t, J = 6.0), 3.87-4.28 (3H, m). 4.56-4.72 (IH, 
m>. 6.67 (IH, s), 7.42 (IH, dd.. J = 8.8. 2.2). 7.62 (IH, d, J = 2.2). 7.85 
(IH, d, J = 8. 8) . 

22 ig) 3- (1- {3- [(5-^:7 p P-3-p^5^;i.-iH-< > H-;i/-2-r;P) yp tr 

:*--;i/}-4-tr-;U>?-;0-5, 6. 7,8-5^ h^t HP^^^i/[l. 2-a] h?U>^> mm 

^»J221 f)T#Snfc5-i:7 P □-3-^^;^_2_({3_^:;^y_3_,-4_(5^ 

Kp-< 5iS^y[i.2-a] t^Ui^>-3-^;^)-l-tr^U5^-;^]:/□tf;^}:^;^7i^- 

;W-lH-r > K-;^-l-;^;i/xl?>^tert->^5^;K0. 30g) ;&^6lligM207c) 
bT> ^IB^b'&ti(0.16g. 6ia;)S:am5f?i:LT#^c. 

NMR (200MHz, DMSO-de) (5 : 1.08-1.58 (2H. m). 1.71-2.10 (6H, m), 2.49 (3H, 
m), 2.53-2. 66 (IH. m), 2.75 (2H. t, J = 7.2), 2.83-3.04 (3H, m), 3.04-3.19 
(IH. m). 3.61 (2H, t, J = 7.2). 3.77-3.92 (IH, m), 4.05 (2H, t, J = 5.2), 
4.23-4.38 (IH. m). 7.29-7.35 (2H. m), 7.47 (IH, d, J = 8.8), 7.79 (IH, d. 
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3-(l-{3-[(5-i^ nD-3-^9^;V-lH->r > Y-)V-2-^}V) 7.)Vi^z:^)V\ M^t:^ 
;W-4-tf^U >^n;V)-l' ^i5^^/[l. 2-a] t!U >^> 

222a) 5-^ OD-2-{[3-(4-< 2-a] tf' J i^>-3-^;W-l-tf^U 

tert-::^^;!/ 

^»J22 1 e) -e# e. nfc3- { [l- ( t er t-:/ h ^r->:<J -5-^7 D D-3-^ 

-IH-r > H-;i/-2-f X;i/3l^nM :7°n t::t >m(0. 80g) .h^»J207c) 

nfc 3- (4- kf ^ u -j:=.)V) -i ^ V [1 , 2-a] H u >^ > 2 jtim^i (0. 66g) h mmm 

NMR (200MHz; CDC 1 3) (5 : 1.70 (9H, s), 1.77-1.88 (2H, m), 2.08-2.27 (2H, m). 
2.60 (3H, s). 2. 74-2.96 (IH, m). 2.96-3.21 (3H, m), 3.21-3.40 (IH, m). 
3. 96-4. 35 (3H, m). 4.62-4.81 (IH, m), 6.81-6.88 (IH, m), 7.13-7.22 (IH, 
m), 7.41-7.46 (2H, m). 7.61-7.66 (2H, nO, 7.86 (IH, d, J = 8.8), 7.96 (IH, 
d. J = 7.0). 

222b) 3-(i-{3-[(5-^ o □-3-p^5^;i/-iH— f > H-;W2— f ;W x;i/3iN— ;W :7°n h 

:t::i;W-4-tf^U 2-a] tf U tiM:^ 

||Jfi^J222a)T#e>nfe5-i^ n n-2-{[3-(4-'r SiJ^y [1. 2-a] bf U >^>-3-r 

;W-i-tf^U >^-;w-3-:t^'>yp tf;w x;U3j^r:;w-3-^^;i/-iH--r > 

-l-:jt7;i/7}^>mtert-7'^;K0.29g) /J/ie)||»!l207c)i:|wjmiCbT> MfBib'&tl 
(0. 20g, 76«) Sre-ai&^i: bT#fco 

NMR (2OOMH2, DMSO-dg)!? : 1.24-1.71 (2H, m), 1.88-2. 28 (2H, m), 2.50 (3H, 
s). 2.57-2.71 (IH. m), 2.79 (2H, t. J = 7.0), 3.07-3.55 (2H, m). 3.63 (2H, 
t, J = 7.2). 3.84-3.99 (IH. m), 4.28-4.45 (IH. m), 7.31 (IH. dd, J = 8. 8, 
2. 2), 7.45-7.57 (2H, m), 7.79 (IH. d. J = 2.2). 7.91-8.02 (3H. in). 9.02 
(IH, d. J = 7.0), 9.37 (IH, br). 
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;H-4-tf >^:=.;W-5. 6. 7, 8-x h ^ t: F D-f 5 2-a] tf U 

223a) 3-[(5-i7 n D-l-^5^;WlH-r > H-;V-2-1';W :/n t!:f >mtert- 

^Jfi'{^J211a)T#e>nfc3-[(5-^ D n-iH-r > F-;^-^;!/)^^:^] :/n tf:t> 
er t-:/^^' )V (5. 27g) ©DMF (40niL) ^l^'^^ "5 -fb;?^ 5^;^ (5. 26iiiL) Sr^iSiTilP^. ^ 

Vi-rTK^'fbi:^ b U "^A : 0. 8ig) ^^or-eiipj^Tt^, ^mm-^'^^^Mr^ 

immf)^^w^^o K^^mm^^Ti^^M^. mmx.^jw^mvrco mmm^yi^ 

m (4. 94g, 8251;) Sril^@#:i: bT#fc, 

NMR (200MHz, CDC 1 3) 6 : 1.43 (9H, s), 2.51 (2H, t, J = 7.2), 2.96 (2H, t, 
J = 7.2), 3.79 (3H. s), 6.63 (IH, s). 7.06-7.24 (2H, m), 7.52 (IH, s). 

223b) 3-[(5-i^ D u-i-^^}V-m-^ > H-;i/-2-r ;w) tf:^>M 

tert-::^5^;i/ 

^ii'N223a) T?# e>nfe3- [ (5-^7 D n-1-^ 5";w-iH-r > b*-;i/-2-'r ;w 

:/Dlf:t>'mtert->*'^;K4.90g) ;{)>e>IIJS^ni211b) iiNiltCbT, BBih-^^ 
(1.87g, 38%)^e-fe®'^^UT#;^c 

NMR (200MHz, CDC 1 3) 6 :1.26 (9H, s), 2.71 (2H. t, J = 7.2). 3.51 (2H. t. 
J = 7.2), 4.03 (3H, s), 7.21 (IH, s), 7.29-7.43 (2H, m). 7.67 (IH, s).. 
223c) 3-[(5-^ on-l-p^5^;i/-lH-^ > F-;i<'-2-<;i/)7.;V5j^n;V]7'n tf:t>l^ 

^M^^J223b) T# e> tlTcZ- [ (5-^ □ n-1-^ 5^;W1H— T > F-;U-2-r )V) 
n;i/]yDt?:t>^tert-:/5^;i/(1.87g))5^e>ll»J220c) iiPI^ilCbT^ MIB-fb-^ 

j^(i.24g. m)^m^^m^tvxmtzo 

NMR (200MHz. DMSO-d^) 6 : 2.60 (2H, t, J = 7,0), 3.68 (2H, t, J = 7.0). 3.99 
(3H, s), 7.23 (IH. s), 7.43 (IH, dd, J = 8.8, 2.2). 7.71 (IH, d, J = 8.8). 
7.84 (IH, d, J = 2.2). 

223d) 3-(i-{3-[(5-i7 □ D-i-pt^;wiH-r > H-;i/-2-r ;W yn tf 
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9 1 Fn^ 2-a] HU 2mmm*^&^li^«207d) ti^iilCbT. 012 

NMR (200MHz. DMSO-d.) a : 1. 27-1. 37 (IH. m). 1.64-1.78 (IH, m). 1.78-2.07 
(6H, no. 2.34-2.54 (IH. »0. 2.78 (2H. t. J = 6.6). 2.87-3.12 (2H. m). 3.34-3.58 
(2H. m). 3.61-3.94 (3fl, m), 3.94-4.19 (3H. nO. 4.00 (3H. s). 7.25 (IH. s). 
7.36-7.43 (2H. nO. 7.70 (IH. d. I = 8.8). 7.79 (IH. d. J = 2.2). 

II»J224 

2- (i-{3- [ (6-^ n D-2-:^:7^;^) u i^^^- 

;V)-l,2.3,4-T-h^bFDi^HUF[1.2-a;4' ,3' -d] ^ a ^ 2 

224a) 2-(3-:^^y :/^;W-lH-r > H-;W1, 3(2H)-5^:r> 
:7^;V^a h'(90.0g),^^;VHri>'V^^>C51>nL)45i;mO%bU h>B^^y- 

;vm(i5. 3mL) =£B^mx^;K400inL) «;^ai^^1MSitbfco^^&i^m@*b. 
^®ti^x^y-;Pd^c^^j^^bT> Mfa'fb^tKii4.4g. 86S!)^iifiJ^^ibT 

NMR (200MZ. CDCl3)5 :2.19 (3H. s). 2.88 (2H. t. I = 7.2). 3.96 (2H. t. 

I = 7.2), 7.70-7.74 (2H, m). 7.82-7.86 (2H, m). 

224b) 2-(4-^D^-3-:^^Vy^;W)-lH-^ V-T > H-;W1. 3(2H)-5^:r> 

^JS^J224a)T'#e>nfe2-(3-:t=^V:/5=-;V)-lH-'< Vl- > b^-;V-l. 3(2H)-5^:t 
> (54. Z\g)<D^^y -)V (SOOmL) (40. Og) ^Q-CT^j^T^. SiaTl 6 

»1*>#?gi?fco E!^^^S^^ODp^^>Srtin^tfcllS^^Mb^ 10Nam(50inL) 

^xmwvx. Mm^«^(36.ig. m)^m^^mti.xmc^o 

NMR (200MZ. CDCga :3.12 (2H. t. J = 7.2). 3.92 (2H. s). 4.01 (2H. t. 
J = 7.2). 7.70-7.75 (2H. m). 7.83-7.87 (2H. m). 
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224c) 2-[2-(^^yV[l, 2-a] tTU i^>-2-f ;Wx^;W-lH-< V-f > F-;i/ 
-1.3(2H)-5^:t> 

^M^j224b)T#^n;fc2-(4-yn^-3-:t^v::/'5^;W-iH— r y-r > 

-1, 3(2H)->^:t>(29. 61g). 2-T^ / hf U 5^X9. 41g):fea:t)C^^7Km:^ h U -^A 
(8.40g)(DDMF(100inL)^i'&|^$100'CTl^rBl>6^^^i±Yc„ ^-^t/O^jCTK^JPA. ^ff 
ffib;/btt|^§5® TKtfeUT. ^I3^t:'&#r(21. 85g. m) ^nBB^t iyTmco 
NMR (200MZ, CDCl3)6 : 3. 21 (2H, t, J = 7.2). 4.12 (2H. t, J = 7. 2), 6.69-6.76 
(IH, m), 7.08-7.16 (IH, m). 7.45 (IH. s), 7.51 (IH. d, J = 8.8). 7.68-7.74 
(2H, m), 7.79-7.86 (2H, m), 8.04 (IH, d, J = 7.2). 
224d) 2-('i^^V[l,2-fL-]\£Uz^>-2-^M:JL^;VT^>2mmm 

^ii^j224c) T#e.n;fc2- [2- (-r ^ ^vii. 2-a] tf u >?>-2-r ;w x5=^;w -m- 
y-f > H-;i/-i.3(2H)->?:t>(29. i3g)©6N:^i^(5oo momm^zmmmmi^rzo 

•&#i(i6.86g, m)^win^m^thxmc. 

NMR (200MZ. D,0)<5 : 3. 28-3. 43 (2H, m), 3.43-3.58 (2H, m). 7.42 (IH, t, J 

= 6.6). 7.78-7.98 (2H. m), 8.03 (IH, s), 8.62 (IH, d, J = 6.6). 

224e) 4-(l,2.3.4-5^h-^fcHp>?hfU K[l,2-a;4' ,3' -d] < 5 ^y-;W-2-f 

^5£^j224d)T#e>n;fc2-(-r [1, 2-a] tr u >^>-2-< Ji^)x.^)vys. > 2 

^BM. (2. 34g) ^:DBU (3. OmL) <DJ1^ J — ;i/ (25 mL) ^l^^4-:t-4^ ^ / tf ^ U >-i- 

:^;u3j?>m-tert-:7'^;Ki.99g)^j&p;i, 2nf^mm^T^. wMm^'^^^-^nn 

h U Tiz h^>'7jcmYb7jN'j7^>:J- h U A (4. 24g) -^UX. m^Timf^fi^^m 

'i7A(20inL)^ilP^i^DD7i>;i.ATjftmbfe„ *ftm?^SriafB:t:^7jCTt5fe#b. ^tK 

^'\373;zt>;i/AT;i/7^t: F7K?tM(15i]iL)^jJ0;^, 100'C7?20:$:)-PB^j&^#^i-lf7S:o ^jgS 
SrMffiS^b. BS#JJc^?^TT8N7K^{t::^NU'j7A7jc^^(20mL)^Jn;l, rJ^n 
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/fux^;vTa>=2o/i/o. 5-10/1/0. 5) tCctDffi^i-. mmih^m(2.ug. m) 

NMR (2G0MZ. CDCI3) 5 : 1.48 (9H, s). 1.52-1.73 (2H, 1.84-2.00 (2H. ^. 
2.64-2.88 (3H. m). 2.88-3.07 (4H, m), 3.88 (2H. s). 4.12-4.31 (2H. nO, 6.78 
(IH, dt. I = 7.0, 1.0). 7.12 (IH, dt. J = 8.0. 1.0). 7.54 (IH. d. J = 8.0). 
7.73 (IH, d. J = 7.0). 

224f) 2-(4-tf^U5^::i>'W-1.2.3,4-xb9tHDi^HUH[1.2-a;4' .3' 

^MW4e)T#^nf^4-(l,2.3,4-5=-h^tFD5^1:fUMl,2-a;4' .3' -d] 
^ ^>5^y-;W2-^;0 tf^U 5;>'-l-:^;V7fs>mter t-:7'5^;Kl. 78g))5^e>*»i 

NMR (200MZ. D,0) a : 1.92-2.19 (2H. nO. 2.38-2.55 (2H, »0. 3.08-3.32 (4H. 
10). 3.48-3.78 (5H. m). 4.53 (2H. s). 7.50 (IH. t, J = 6.6). 7.85-8.03 (2H. 
m). 8.46 (IH. d, I = 6.8). 

224g) 2- (l-{3- [(6-i^ D D-2-:h:7^;W T^JV^^-JVI ti:t-;U}-4- U 5^ 
-;V)-l,2.3.4-xh7t:b*nS>t!UH[1.2-a:4' .3' -i]^ ^^V-)V2mmm. 

mmmmi) Ti#6nfc2-(4-tf e^ri;w-i, 2, 3. 4-^ b ^ b pi^t^ u b 

[1.2-a;4' .3' -d]^^^V-;V3mmi^i:3-[(6-^Dn-2-^:7^;W)X;V4^n 

;w^Di^^>m^^6.^»j207d) tmmizvx.mBit^mo^%) ^^m^tv 

NMR (200MZ. DMSO-d^ 6 : 1.44-1.92 (2H. m). 2.11-2.33 (2H. m). 2.41-2.62 
(IH. no, 2.79 (2H. t. J = 7. 4) . 2. 93-3. 12 (2H, m). 3.12-3.94 (5H. m). 3.94-4.12 
(2H. m). 4.32-4.50 (IH. nO. 4.75 (2H. br). 7.58 (IH. dt, J = 7.0. 1.8), 
7.74 (IH, d. I = 8.8. 2.2). 7.19-8.03 (3H. m). 8.19-8.32 (3H. i), 8.66 (IH, 
s), 8.78 (IH. d. J = 6.8). 



g|»J225 

3- (i-{3- [(5-^ o a-iH-^ > b";w2-^ M \^^:=-m-^- 

U - ;l/) -5 , 6. 7. 8-x b 7 b H □ < ^ y ^/ [1 . 5-a] tf U >^ > 
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225a) N-(2-t! U ^^Jl-i-\d^J z^>:^)l^^^^ F 

-r y n^-r Figi?ii(20. Og) <Di^^ uu^^> (200mL) nAjmW.^ 
h U X^;i/TS > (94inL) ^O^CTfigTb. ;^ViT2-r ^ / H U v^Xl 1. 6mL) 

^mmm^^nmmtii^ u ^ a (^^ uu:^)VA/^^y -;i/=io : i) j; o 

NMR (200MZ, CDC 1 3) 6 : 4. 75 (2H. d, J = 4.8). 7.21-7.25 (IH, m). 7.32 (IH. 
d. J = 8. 2), 7.66-7.75 (3H. m), 8.12 (IH, br), 8.55 (IH. d. J = 5.2), 8.73 
(2H, m). 

225b) 3-(4-tfU>';i/)-<5^^/[l,5-a]tr>J>^> 

ll5fi««l225a)T#e>nfcN-(2-tru i^;i/^^;w-4-tfu e^>:^j;v#^t)-s f 
(19. oog) CD h;vx> mmL)mm^ox:-v:t^-^mt u > (24. gmi) <^?iSTb. zmm 

mm^U&M^> ^@t)^->U:^y;i/:^3^A(@^mx^;i//Xi$'y-;i'=iO:i) 

r)mmiyT. @BB^b'&iil(14.01g. 81%)'&^^ife@#^:bT#feo 
NMR (200MZ, CDClj)^ : 6.65-6.72 (IH, m), 6.78-6.86 (IH, m). 7. 50-7.56 (IH, 
m), 7.61 (IH, s), 7.74 (2H, dd. J = 4.8, 2.0). 8.36 (IH, dd, J = 7.4, 1.2), 
8. 72 (2H, dd, J = 4. 8. 2. 0) . 

225c) 3- (4- tf^ U i^M -5, 6, 7, 8-7^ h ^ k F n < ^ [1 . 5-a] t! U > 2 i^M 

^Mf!l225b)-e#e>n;fc3-(4-tf U 5-a] t!'J >?>(5. 13g) (DW 

^(50inL)^lt'\n>^'>A;^J-7}^>(500mg) ^JP;1.60"C, lOO^EETzK^^SnUfco 

mm^^^L. 5iS'\mm(4.3inL)^5n^. i^jE^iiibfco ^iiti^2-yoAv 
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NMR (200MZ, D^O)^ : 1. 78-1.97 (2H. m), 1.97-2.17 (4H. m), 2.23-2.38 (2H, 
m). 2.84 (2H. t. J = 6.2). 3.12-3.34 (2H. m). 3.43-3.57 (IH. m). 3.57-3.71 
(2H, m), 4.16 (2H. t, J = 6.2). 7.11 (IH. s). 

225d) 5-^7Dn-2-({3-::t^V-3-[4-(5,6,7,8-T-b7t:Hn-r$^y[1.5-a]tf 

U >?>-3-^ ;W-i-tf^U i^:=-M t!;i/}7.;i/4^::i;0-iH-r > H-;v-i-:^;i^ 

|||fE'^J225c) T# e,nfc3- (4- 1!^ U >^::i;W-5, 6. 7, 8-5" b ^ t H 5 tf 
US?>2i^mm(0.67g)i^»a211{l)T#e>tlfc:3-[(l-tert-:/b^->;ij;V3j^- 
;W5-^ □ O-IH-^ > F-;W2-^ )V) TsM-^M :/D tf :t >m(0. 78g) iS^ 8.^51 
«a|i9il^<il;:UT. MIBib'&J^ (0. 87g. 76a;)^^l^«&5^it'T#fco 
NMR (200MZ. CDCls)(5 : 1.55-2.06 (8H. m). 1.74 (9H. s). 2.67-2.98 (6H. m). 
3.08-3.24 (IH. m), 3.85 (2H. t. J = 5.8). 3.90-4.19 (3H. m). 4.43-4.58 (IH, 
m). 6.65 (IH, s). 7.44 (IH. dd, J = 8.8, 2.2), 7.51 (IH. s). 7.64 (IH, d, 
J = 2.2), 8.02 (IH. d, J = 8.8). 

225e) 3-(l-{3-[(5-iJ7 p D-iH-f > H-;V-2-^;W bf^T:^ 
M-4-t!^U v^ri;V)-5. 6. 7. 8-x h Hd^ ai5^\/[l. 5-a] t!U itmm 
^»J225d)-e#e>nfc5-i7nn-2-({3-:t=^^V-3-[4-(5,6, 7.8-7^b^t:Hn 

5 [1 . 5-a] tf U >-3-< ;v) -1- tf ^ u 5^n;i/3 :/ u tf ;w -m- 

^ ^l^_;i^_l_;jFj;^3j*;y^tert-::^5^;i/(0.40g)y&^6>^JS^J207c) ^|^ilJCUT> M 
m'&tl(0.28g. 78!l5)^e^^a.?ibT#feo 

NMR (200MZ, DMS0-de) 6 : 1.42-1.68 (2H, m), 1.68-2.03 (6H, m). 2.48-2.68 
(IH. m), 2.71-2.87 (3H, m), 2. 99-3.23 (IH, m), 3.27-3.51 (2H, m), 3.67 (2H, 
t. J = 6.8), 3.89-4.05 (IH, m). 4.14 (2H, t. J = 6.6). 4.31-4.48 (IH, m), 
7.18 (IH. s), 7.31-7.37 (2H, nO. 7.55 (IH. d. J = 8.8), 7.81 (IH. d. J = 
2.2). 

2-(l-{3-[(6-^PD-2-:^75^;Wx;V*-;W"/o/l/'f;H-4-e^';>'::: 
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;V)-l,2,3,4,6,7,8,9-:tii7i5^tiHnvk!U F[l,2-a;4' ,3' -€^^yV-)l2 
226a) 4-(1.2.3.4,6,7,8.9-:ri^i5't HDv^trU H[l,2-a;4' ,3' -d]-r^iS^y- 
^»J224e)Tf#Cny5:4-(1.2,3.4-xh^t HPi^tfU F[l,2-a;4' .3' -d] 

$iS^v^-;w-2-r;i/) if i^>-i-;^;i/4?>Mtert->^^;i/(2. i9g):^^e>^»j 
209a)i:i^iitcLT. MiB^t:'&«^(2. 2ig, ^mm)^mm»^hvxmco 

NMR (200MZ, CDCla)^ : 1.44-1.65 (2H. nO, 1.46 (9H. s), 1.79-2.04 (6H, m). 
2.32-2. 57 (IH, m), 2.59-2.78 (4H, m), 2.78-2.92 (4H, m), 3.58 (2H, s). 
2.66-2.77 (2H. m), 4.09-4. 28 (2H, m). 

226) 2-(4-fcr^U>'-;W-l,2,3,4.6.7,8,9-:ti^i5^t:HDi^trU H 
[i.2-a:4' ,3' -€^s.i$rV'-)V3mmM. 

IIM^J226a) T#e»n;fe4- (1. 2. 3, 4. 6, 7, 8, 9-'ti7 b H D t! U H 
[1.2-a;4' .3' -A]^ 2.^V—JV-2-^ JV)\d^^J>^>-l-:^Jl:^>mteTt-^^JV 

NMR (200MZ, DiO) 8 : 1.91-2.28 (6H, m), 2.42-2.59 (2H, m), 3.03 (2H, t, J 
= 6.4), 3.10-3.31 (4H, m), 3. 60-3. 89 (4H. m), 3.89-4.09 (3H. m), 4.58 (2H, 
s). 

226c) 2-(i-{3-[(6-i^DD-2-:^:75^;i/)7.;V3}^:n;W:/PAy-r;W-4-t!^Ue^ 

:i;W-1.2.3,4.6,7,8.9-:ti7^t HD>^t!U FCl.2-a:4' .3* 

3- [(6-;^ □ n-2-:h >'^;i/) :7°D tf :t >m i:^»!j226b) T# ^tlfc 

2-(4-tf^U>^r:;i/)-l,2,3,4,6,7.8,9-:tt^^t:Foi?bfU F[1.2-a;4' .3' -d] 

-r ^ 3 mmm> e>ii»j207d) t mmiz lt, mmt-^m (sm^ m^m 

NMR (200MZ, DMSO-dj) 6 : 1.43-1.70 (IH, m), 1.70-2. 08 (5H, m). 2.08-2.29 
(2H, m), 2.39-2. 58 (2H, m). 2.78 (2H. J = 7. 6), 2.91-3.27 (5H. m), 3.27-3.85 
(4H, m). 3.85-4.18 (3H, m), 4.30-4.54 (3H, m), 7.74 (IH, dd, J = 8.4, 2.2), 
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8.01 OH. dd. J = 8.4. 2.2). 8.19-8.32 (3H, m), 8.66 (IH. s). 



mmm227 

2-(i-{3-[(5-^ p p-iH-r > F-;v-2-r ;w xjv^-m y d t!:m;w-4- tf ^ 

U>^zi;W-l, 2,3.4.6, 7,8,9-:ti^iS'fcHD>^tfU H[1.2-a;4' ,3' -d]^ 
^M^J21 1 d) T# e nfes- [ (i-ter t-:/ h =|^e^:<7;P3}^- ;i/-5-i7 n D-iH-^ > F-- 

)v-2-^ M x;i/5fc— ;w yu \f:t>mtmmm227b) t# & nrc2- (4- tr^ u e^n 

2. 3, 4, 6. 7. 8. 9-:t^^ h Hd tf U H [4" , 3' :4. 5]-r 5 ^Vil, 2-a] tf U 

3 mmmf}^^mmm2ow Lmm\z lx. MfB>fb'&#i (21a;) ^mM^mmt lt# 

fee 

NMR (200MZ. DMSO-de)^ : 1.42-1.71 (IH. m). 1.71-2.09 (5H, m). 2.09-2.28 
(2H. m). 2.39-2.59 (2H. m). 2.77 (2H. t. J = 7. 6). 2.92-3. 27 (5H. m), 3.26-3.85 
(4H. m), 3.85-4.19 (3H. m), 4.31-4.55 (3H. m), 7.32-7.38 (2H. m). 7.54 (IH, 
d. J = 8.8). 7.72 (IH, br). 7.80 (IH. d, J = 1.8). 

mmm i 

^mmiz^if (I) xm-^ n^it^m^rc},t^<Dm^m 

^mm:^^mmM»m^^rc\-immffammmmmz:isi-f^m.w^ffp:^a^m^^^ n t 
1. tiy'tijim 

( 1 ) mmm2ixm^tirc^t^m 1 2 0 m g 

(2) 1 — X 2 1 Omg 

(3) ^^^-fe;UD>-X 2 7mg 

(4) :^v^r^J>m'^^^->^A 3mg 
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l^':f±:)V seomg 
(1) . (2) t (3) :fei;tj? (4) © 1 /2 <£Mfabfc^. mUt-t^o 

\zmK)(D (4) ^Jn;lT^^&if^^>:«7:/-fe;Hc$JA'rSc 

( 1 ) IIJS^J68T1# e» tlfcfb-^tJ 1 2 0 m g 

(2) 2 1 Omg 

(3) mj^^-feJl^P-X 2 7mg 

(4) 7.^T^J>m.^^^z^^J^ 3mg 

3 6 Omg 

(1) . (2) t (3) 43^:0? (4) (Z)i/2^igfpbfcm. li5^<b-r§o cin 

3. ^^J 

( 1 ) mmm^^-^n^ntcit^m 1 2 o mg 

(2) X 1 7 4mg 

(3) >;:^i$'— ^ 5 4mg 

(4) mMm±)ln—X 10. 5mg 

(5) 7;^TU>mT^:t-e^'i7A 1. 5mg 

1^ 360mg 
(1) . (2) , (3) . (4) ®2/3:feJ;ar (5) <D 1 X Z^BrnVTc^. 

muit-r^o nxxD (4) (5) ^^(Dmw,z.nxxmi\\z.imm^mt^o 

4. ^^J 

( 1 ) ll»J72T# e ntcit-^m 1 2 0 m g 

(2) h—X 1 7 4mg 

(3) >::?.i^— ^ 5 4mg 

(4) ^^^-k;i/n— X 10. 5mg 

(5) A5=-TU>i^Ti^^e/'^A 1. 5mg 

1^ 3 6 Omg 
(1) > (2) , (3) . (4) <n>2/Z:3Q^U (5) Ol / 2^m^Vtt^. 

mmt-t^. mK>(o (4) *<tac (s) ^uKD^fetdin^T^mfctiDiE^M-r'So 
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mmm2 

Bmt^MmmmyK^iin^x 1 o om i t-r^o ^(omm^mm^WT-esmv. 

(1) h h^mblfll^^S^XH^ (FX a) mMi^m 
mm.:^m:96y^'^^ ^ U^V— h O . l 4 S U-^^rnxS 2 raMmcti)\/l^'Oh, 

-^WO. 0 5MhU;^timM«f^ (pH8. 3) 2 2 5iti 1, (MmM%m^ 
>^^^;UX;i/:7:t^-> Y\zmm 5 n l JtrJ^^t hFXaCO.Sunit/'ml) 
1 Om 1 ^Jn^TS T^TJl?!! 0:5^r4Mii&$i3-fem. (3mM, S-2 7 6 
5) 1 1 ^^inbTS 7t:Tl 0:$:>P^Si£:$ii::feo 5 0%g^^Jc2- 

5 II 1 -^n^XKm^^W^^L-^^td^. ^m^mmz^riA O 5 nm©^ffiODig 
Yb^aO^U FXaf^ffl^S 0%Ra$"r§li^ (IC50) ^^Wbfeo 

(2) In vitro^HI^TOiJJt^ 

(2-1) ^mMMwrnm (PT) sdjt^: 

PTIS^(DIAGNOSTICASTAGO) ^ffll/i. gSiJfil^^S^K^ilJt^M (STA compact. 
DIAGNOSTICA STAGO) t;:J;D«LfCo t hiES« (irl^t: h«FFP, ^zK'ft: 

^xn) 97m \ \zwmiii\^ms\\^. 37t:T4^>FBi^il*niau^c, ±iajfiiM50Mi 

X(onf^-^m%\^tz..Wm.-J:^^)\/7.)\^iii^^l^Y' (DMSO) (C^^LT-is^ffibTto 
^@^W2{gM:ia^«, mtlOf^t) (9 (CDMSO^^^iP LtS: Strain t) <h \Z 

(2-2) f«gsi^M@^rB^ (APTT) m^m-. 

STA-APTT-LT (DIAGNOSTICA STAGO) glfr«ii@I^TOJjg^g{3 J; 0 

aiJ^Li^o kMES«97MHcm^3Ml^^^i)DL.7to «50m Uc^b^ttgP^ 
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. hD>7}?:/^X5^>^?^^50Ml^Jnb> 31X:-V4^m^mMM.Vrco 25 mmol/l 

xmmvrco immmm2mm&wkm.\it (2-1) tmmiznmv-^o 
(2-3) hi2y}£>mmmm (tt) mmf^-. 
y^:/v/-^yum (diagnosticastago) ^m^\ nwjMmmmf^mm^m 

\t (2-1) tmm\znmvrco 

(3) Ex vivo MS^TOO^?* (.-^^7.) 
(3-1) 

a-fticR-^c/x (25-35g. B^^^ur) ^mmvfto ^yh/vui^t^^—jv (50 
mg/kg, i.p.) mmyizx. m^m^^mm^^miMco^mxmmn-^vfto ^ 

#5:J>m(c, m^:kWimh V < J; 0 3. 8% x >mi- h U A (5^ h 
iij;^F«3M^) l/10#(cT0.8ml^jfiib. SOOOTrnxn^m^'bi^skm^^r^io ±fB 

mm^x(Dmm^m:^hrco mmmm\t$in.m (diagnosticastago) ^m^\ g 
mMMmmmmmmmm (sta compact) \z^r)m^vrco mm-^-J:^^)\^T±h 
T^H^i/io mmt^m^mm^m-^i^rcmmizmmi^xmrnv. Mmmizu 
m^o:>i^t>y)\zz^^'^jvr±hr5. h^i/io }iimt^m-Mm.m^m'^i^rcmm 
^u^vtco mmommt. nm,m<Dmmmm\zn'r^mmu-^m<Dmmmm(D 
it (%) x^vr^o 

(3-2) ^P^^: 

SUtlCR-T'^X (25 -35g, B^ls:^' 1/T) Sr^^ffib;^. 12^rBm±Sfi:ftb;/t*T':7 

7.\zmm^5 m\Ag(D^mizx^mmniSL^\^rco ^mmmwz^>h/v]^\f^ 

(50nig/kg, i.p.) mmT\zxmM-XmU^XiUM.\^Tz.o ^#f«0.5%;^5^;i/ 
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sr^#Lfeo ^(Drn^t. (3-1) trnmizfr-^rco 



(4) In vivomM^i^mmi^fk 
(4-1) ^yhWj^m->^>h^: 

Umetsu 6)0D:^^ (Thromb. Haemostas., 39, 74-73. (1978)) IZ^Ufc. 
Sdm^yh (200-350g, B2^i?WT) ^m^\ ^>h/V\^\d^-)U (50 mg/kg, 

i.p.) mmT^zx. &mmt:^mmmt(Dm\z. m^^mmvrz^vx,^u> 

^=L'-':f(Di^^mmm^i^}^hrco shLmMm^m<rcib. '^t^^:x'-:fp^\z^/^' 
u> (5ou/mi) ^^t^^m^7K^mrcurzo Mm^n^mmm-^'^. -tomiz 
m^izHmvrcsk^cDmmA^mmi'rco mm(Dm^im p ^ s v^mmp^n^ 

^#(2ml/kg) bs MMPtc^smti^f^feo fco. 5%p^^;Hr;Un-X^^#b7^o 

Bmp^^^(Dm^}-mm\t^m^mmzmMvxmw^m^ d imi/kg®^»TS# 

^mmm\zM'r^m^^^m<Dmmm<Dit (%) xmrnvtco 
(4-2) "yvhrnu^mmm^^^^y^ji 

mmd^^y h (200-400g. B:^^ UT) ^^.m^Tco ^> hJVUif^-JVi^Omg 

/kg. i.n.) mmrizTm.m±mm^rm\zmmvrm. m.m:kBm(D^m^t^ 
u^^w<Dicmrm(Dmiz^^m-f. mizm^^i^^-r^xmn^h^o ^im'^ 

m<kV)/V\^'->ijT'—y=-)V (Fogarty 2F, Baxter) ^ifAL. 2:^<D^(Dm^ 

2oo-doomi(D^M.xmB^-^rc/vv->xsmiMmvrco ^vv->t/9—^jv^m 
wmm^mmzm-frc^^26G<D^t-mizm/vrcmi. ^^^Dim< ^tx^ 

mzmmv. M^commm^mmH^^m^n mm, satorius) {^ctD^iij^ 
i^fzo mm<D^^itmn$>^\,^mmp^^-^izx (4-0 ^mmizn-^tco mmco 
mmt (4-1) Lmmizi^xwmLrco 
(4-3) ^yhmm^mik^m. (dvt) 

m^Sdm^yh (200-350g, B2^i7l/T) ^fflVifeo ^> h A';Hf (50 
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u skm'm®^m<rztbs ^/vj> (sou/mi) ^^tr^s^mzK^i^febfco 

fflVi^^^Mg&;^^MfC^Sb75:o SOr^^-r^l^g^. mM^K)^/VJ > (200U/kg) 

mu Hmvrcsk.^<Dmmm m^(Dmm^^t^) ^mmvrco mmom^-im 
mmm) <DWrw^^^^tbrco mm<Dmm\t a-i) hmmizvxmmvrzo 

^1 





ICso (nM) 




IC50 (nM) 


24 


31 


38 


11 


39 


11 


42 


7. 1 


68 


5.6 


72 


7.2 


102 


43 


109 


45 



\^x^r)^±mm<> ^rcmn^i^\^'o^mj!a.mmmmtvxmmx$>K>. ssn. 
^■^mmizm^<^mmm<D^m • mm\zmmzm\^>^ti^o 
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1. ^ (I) 

R— W— S (0) a— X— Y— N^A^Z^-Z^-Z^ 

-S(0)- -S(0)2-*fcf^^'&^^^b, ^AfAMJfe$nTViTfeJ;VitrDU>^>]^, 

j:^^2m<Dm'^<Dmi\:7mm^^uz^t -ncr^)- -o- -s(o)- -sco)^- -co- 

3 . -K-hmm^-^nx^^X^^^^T U i fS«®>ft:-&i^„ 
9. 
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:^<^. R\ RK R\ RK R\ R\ R\ R\ Rio^ 1^11 Ri2^j-^^ 

nxi^xh^i^^y-^jvm. j^:y^y^Mt-^tix\^^xh^i^ti)V'^^iyjim, 
nx\^>x%^\f^:^jvA^^)m^rz\mm-^nxi^^x'h^\,>y^ym^^v. r 

^tR\ R^hR\ R»a:R^ R^<!iR\ R^ LR^^^ft^tR^^ tR^^ tH)^^ 

ti^nm^\zm^vxmm-^nx\^^x%^\f^m^^^vx\^^xhj^\,\ ] x$,^ 

10. ^ 




1 1. mB\,z:^Qn^'i 5.yv-jim^^mvx\^^x%^^^mmmtR' 
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12. z'^^ -N(Ri)- ^rz\t -CH(R0- (.R^itm^i^miBmtmMm^^ro ) 

1 3. S: (I) 30^\ (I a) 

R— W— S(0)a— X— Y— n"aV-Z^-z2.^' i B' 




(la) 



14. z 2 «5?>t^mM^Ta&^iS^Jg 1 3 tamoofb-g-tio 

1 5. Z3*5j:tXZ*>«>^^^tl^^n3SAtbT:t-^y»TMm$tlTViT*>cfcVi2«0D 
1 6. ^ (I) ;&t, ^ (I b) 

R— W— S (0) a— X- 



-Y— N aV-Z^— Z^s^ ^ 



-N 



-R^"^ (lb) 



r15 



»^:^llBmO'fb'8'#l, 
17.^(1) (I c) 
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R— W— S(0)a-X— Y— N AVzW2a ^ X—o^f 





R" (Ic) 

m-^nx\,^x'hj^\,^T)i^^)v^)i,y^-j\,^^ mm-^nx\^^x%^\,^r)v^jP7. 

mm^nx\^^xhJ:\^^tiJVA^-()m^rc}tmm^nx^^xhJ:\^^ 
Ts. ym^mu R'^tR^' t'fy^:s:\,^izm^vxmm'^tixi^^xh^\,m^m^ 
LWTt>cfc<. m<Dm^\mjmi^r^i,ti smmtrnMrn^^To : x$>^ 

1 8. ^ (I) ^ (I d) 



R— W— S (O)t-X— Y— nTV-Z^-zI^' 




(Id) 



c^^. R^'^^zfR'^t^ti^tm^LVXTiimm'?. mm^nx\.^xhj:\,m 

^^i^jm. mm-^nxv^x%^\,^:fy)W'^^^)im^rc\tmm-^nxv>x%^i,^ 
19. a-^i2 x$>^m^m 1 mm(Dit^mo 

2 0 . 7-(i-{3-[(6-i57 D D-2-:^:75^;W;;^;p3fc-;W :/n/i/-rM-4-lf^U 
;W) -3-p< 5^;P-6. 7->? b K D -f $ [1 . 5-a] tf ^ >-8 (5H) >. 7- (1 - {3- [ (6- 
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KP-r 5-a] tf^>^>-8(5H)-;t>. 2-(l-{3-[i6~^ au~2-^y^ 

a y y [1 , 5-c] -< 5. ^V—)V-Z-:^ 2- (1- {3- [ (6-^7 n u-i-^y^M X - 
;|/] T'o / W M -4- tf ^ U -5, 7->?^ , 2->5 b H n -3H— r $ 
[1, 5-c] -r a yV-JWZ-:t>. 2- (1- {3- [ (7-^ D n-2H-i> D >-3-^ 

[1, 5-c] -f a i5^v^-;w3-:t>. 2- [1- (3- { [(E) -2- (4-^ u u :7 

/Jn-;!/} :/D/NV-r;i/)-4-tr^u >'::i;1/]-5-^5^;L'-i, 2->?t hd-3h-< a^v 

[1, 5-c]-^ a yV—)V-Z-:t>. 2-(l-{3-[(5-^7 pn-lH— r > F-;V-2-<;0X;l' 

'^-M Ay-r ;w-4-e^u e^n;i/)-5-p^5^;wi, 2->?b h d-3h-i' a 

[1, 5-c]-r 5 ^V'-)V-Z-:t>. 2-(l-{3-C(6-i^ D D-2-:^7^;i') -zfu 
A y -r M -4- tf ^ U -5- ( h H P 4^ -y^ -1 , 2-:^ t F P-3H— T 5 ^'J 

[1 , 5-c] -< a iS^V— ;i/-3-:t >> 2- (1- { (2S) -3- [ (6-^7 p p-2-:;h:7 

;W-2-t HP^->yDAy-r;w-4-t!^Uv^-;W-5-(t: Fn:^^>>p^5^;w)-i,2- 

5^ t F P-3H-^ a ^-JW , 5-c] -f a y\/-;i^3-:t l-T-fe^;Hf U >^>-4- 

;^7;v^>M[2-(i-{(2S)-3-[(6-^^pp-2-:^:75^;Wx;i/3js-;w-2-t: HP^f/T" 

P/^y-r;W-4-t!^U >'n;i/)-3-:^^V-2, 3-e^t: F P-lH-1' [1. 5-c]-^ 5 
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